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H, m), 8. 2 9 (1H, s ). 
(Slitf?! 17 5-4) -<>'vVk N — [4 - (6 — T %J_Q V % jy>'~~ 4 - ^f jU 
V") — 2—17 fgjt &y=z- EJk2 % Jl /< * h 

(4-75y-3»7;^c7^;^) i^S^y (7 3 0m 
g) &r-feh> (6 Oml) —7k (3 0ml) >k*rW^TScM 
07K^f- M? 17 -A (3 3 5 m g ) „ ^^vvl^ £ P p — h ( 0 . 5 50ml 

) %M%.Xm\ZX$m ttz 0 3 . 5 SfPlfL «7K^^ •> A ( 1 4 0 m g ) 

, -Ov^ ^ a p /fc/M - h { 0 . 12 0ml) Srife&fl UT, * fcK. 1 B^M* 
tfc 0 K««ffiitfiU i-ItSixf/i. (5 0ml) ~ff7t KP77V 

mm*-*?* (25mD &^}^x»t-fc, mmhft^mm^^u mm^-^ 

(5ml x 3] T-»Lfc s 5«i4r«JBE**|LT#e»*bfc«SiaESrVIJ -7 A 
^o^f07>f- ; > : gJSfcx^/l^ 1 : 2-1 : 4) HlJt&fil 

1U &Sfls£*J (514mg N 44%) £^||&tb v ;fc £ LT#fc* 
*H— NMR Spectrum (CDC1 3 ) 8 (ppm):4. 86 ( 2 H, 
brs), 5. 23 (2H, s), 5. 86 (1H, d, J=0. 8Hz), 6. 8 
6 (111, brs), 6 . 90~6. 95 ( 2 H, m), 7 . 3 0-7. 4 5 ( 5 H 
, m), 8. 13 (1H, m), 8. 2 8 ( 1 H, s). 

(jBf $li 17 5-5) ^> v vu N - ( 2 - yjVJr xx ~~ 4 — { 6 - [ 3 - ± gv^ 

- 3 - O rjg ^/utf^ y i?y~ 4 —- f A-) » W K1 tf y g 4 -f 

i/ } -7 /k) # ,/ w< • jt — h 

7 * N— [6 — (4 --^i^t^v'TJ/l-fc/K/' ? / - 3 ~~7)V3r B7s 
/ dp- vO tf y 5; V y- 4 - 4 A'l — N— ( 7 * y * ^ /^fc^) 77 /w* 75 — Ma 
& (358ag) {CMtCT 1 ™ J* 4-^ fvvr 5 / fcf^i J) v 7 V ( 0 . 3 5 

5ml) SDN, N-^f^AT^ K (2. 5ml) «^tJP 2 
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-jfebv SlfiSr^y f h (Fu i i S i 1 y s i a 

Nil ^tB^ ; gm^Tfr- M^/u : * # J 9 5 : 5 3 ft M U 
r»ffc##J CIS 9. 4mg) ^Bfe^i: UT#fc 0 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppm):l. 6 0 — 1. 9 
0 (4H, m), 2. 04-2. 14 <2H, m), 2. 30 ( 3 H, s), 2. 8 
0-3. 0 0 (5H, m), 4. IS (1H, in), 5. 2 3 (2 PL s), 6. 8 
8 (1H, m), 6. 9 2--6. 9 6 (2H, m), 7. 29 (1H, brs), 7 
3 0~7. 4 5 (SB, m), 7. 5 8 (1H, s), 8. 16 (1H, m), 8 
, 3 8 ( 1 PL s). 

(HI 176) 4 - (tfn y 1 — f /iQ tr^u i -fl/i^fr^l . 

-y^ TvJl r4 - t3 -7^P-4- 13--- [2- (4-7^o7a^ 

[2-7 a 4 - ( 2 - {[4- (fc 8 * 9 & > ~ 1 ~ J M !? 
v ; V - 1 - * 7 5/} fc° U > - 4 - -f v') 7 * --;!,-] 7? ;* 

- b (1 5 5m g) ©f h?tKP77i' (10 m 3 ) «K 2 0 %*fcffc/< 9 v> 
!7A» (4 0. 7m g) *««TlStl 3«#Wc c E?« 

tc 2 o %7tc^b/^ ^ t? (si. 4 m g ) **?«»T^&-e & b 

JC3. 5H#»#Lfc 0 »J&£5B«k ^7^7tKn77>'«U 4- ( 
a y *J>-l-4 M \r>< ]J P V - 1-7? / vaff * V T v" K [ 4 - ( 4 
„ 75; „ 3 ._ 7 ;^B7xy^» t e ]J i^~2-~4Vv] 75 KOf K» 
77« (22ml) £#fc (ESI-MS Cm/ z ) : 4 0 0 [M+H] + ) c 
:©H®liml!^;"/V(4. Oral). (IS) - (+) -10-75 >'7 
T-Xfrm^Wt (6 7. 4mg) MT?5^IW»#Lfc. ZZ&m.V2 

„ ( 4 _ 7/ ^b T-te^-f y^-^v-T^— h 0 . 2M h/W^Vtg^ 
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(o. 8 7 0mi) &m*.* ■m&x* inmrnwi-fz.* 2- (4-7/^07^^ 

} 4 yf-&*>T**- h 0. 2Mh;v^>ft (0. 40 om 1 ) *r*n 

x.s s^-e2^»#ufc B 2- (4-7/vtQ7^^) rtf ^ yf t^r 

^ - f 0. 2MF /U=c >-mm ( 0 . 4 0 0ml) &JP^ 2 Lfc 

$ b 2 ~ (4-7 /l^ o y — AO T-te 9W ^yft'V7^-f 0 . 2 M 
h/^V^g (0. 7 0 0ml) »it. il«4 5-5>ffi»bfc 0 ££&»tSSi 

^77^ (Fu j i S i 1 y s i a NH, ; ^9 >' : 

o «S*»EMU Sft«5<Wfi£f#» (2 4. 5m g> 2 8. 4%) 
*Kft?&*J (15. 4 m g ) &#fc a 

1 H-NMR Spectrum (CDC 1 3 ) 6 (ppm):l. 4 8-1. 5 8 
(2H, in), 1. 8 0 (4H, m), 1. 9 4 (2H, m), 2. 2 2 (1H, m 

), 2. 58 (4H, m), 2. 98 (2H, m), 3. 72 (2H, s), 4. 02 
(2H, m), 6. 5 6 (1H, dd, J = 2 . 4, 6. OHz), 6. 9 1 (2H 

, d, J-8. 8Hz), 7. 09-7. 14 ( 2 H, m), 7. 2 5- 7. 3 2 ( 

3H, m), 7. 68 (1H, d, J = 2. 4Hz), 8. 08 (2H, d, J-6 
OHz), 8. 32 (1H, m), 12. 30 (1H, brs). 

ES I -MS (m/ z) : 5 9 5 [M+H] + . 

mmm 177) 4 - 1 -a od. ^ 2 1 ^ J 
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yjj T~>K T4~ (3-7;1"^-p— 4— ..-{3- [2- ( 4 — y )Vim y 
) 7-.f)KF1 y^/^tA fa* U i? >- — 2 — 4 Tx¥ 

is *J;V [ 4 ~ (2- { C 4 - ( Tif f- v> V ~- 1 ~ 4 M k v< P > — 1 

5 (12 8mg) ©X h7t i'3 77>"It (10ml) fc* 1 0%^7V ;r >^ 

(26. 2mg) %M?L, *WtTHll? 1 6 bfc 0 fetij&& 6BU 
, ff7k K3 7 7>' (4m 3 ) U 4™ (TWv^- 1 — 4M £^9 

> s V- 1 y y * T'> K C4 ~ (4 -7 5 J ~~ 3 ~7^B7 xV 

^v-) tr y 2 -4 fir\ 7 % K©f h7tFn7 7 (&r 1 4 m 1 ) 

10 ft (ESI -MS (m/a) : 3 8 6 [M+H] *} 0 SBSt£E**6L 4 . 5 

m 1 Ufc t) £><2 5 *><?? 1 . 5ml {C^ 7 y — /V ( 1 . Oml), (IS) ~ (+) 
-10-*y7r *~ (36. 4 m g ) 5 £ffS» U fc* 

^rtnM"e2- (4 7;^n7x=/v) r-fefvv ^y^-^r^-b o. 

2M b^^mm (0. S S 8 m 1 ) SrJBA., M-C 2«Fi?fl«#Lfc. mM%m 

A-e«Lfc 3 rnSr«E»«BU »>9*W7A^n^f07^ (Fu j 
i S i 1 y s i a N H N I ^7* > ■ 0*3^-= 1 : 2 -f^x.^ 

j&fe (1 5. 6 rag) «r#/t 0 £©&£$*&£^tf-v (1ml) ^lliti^ 

iU & fi« t Itftif^ti (11. Orng) &#fc. 
25 1 H — NMR S p e c t r urn (CDC ] 3 ) 8 (ppm): 1. 2 3 — 1. 47 

(2H, ra), 1. 7 4 (2H, m), 2. 0 8 (2H, m), 2. 2 6 (1H, m 
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), 3. 0 4 (2H, m), 3. 2 4 (4H, m) . 3. 7 2 (2H, s), 3. 9 2 
(2H, m), 6. 5 5 (1H, dd, J = 2. 4, 5. 6 Hz), 6. 9 1 (2H 

, d, J -9. 2Hz), 7. 11 £2H, m), 7. 2 9 ( 3 H, m), 7. 6 7 
(IK, d , J ~ 2 . 4 H z ) , 8 . 0 7 ( 1 H, d , J = 5 . 6Hz), 8 . 32 
(1H, m), 8. 64 (1H, s), 12. 29 ( 1 H, s). 

E S I —MS (m/z) : 5 8 1 [M+H] + . 
(MMm 1 7 8) 4 - (T if ^v*y- 1 ~4 JjA j^d: 2 1 Z * 2 

yff TvJ£ f4- (3-'7^^P-- 4 - {3 - [2- (4- 7 ^P7x=;l/ 

) T±±4J - ; W K ^ 2 s ^ ^ l? > ; y - 2 - y /kl TJLK 
s<yz?jv [4- (2 - {[4- (T-H^^>'-1-4M fc^JJ-yy-l-^/V 
5j?^/yj 7^;] f!J^y-4--^;VW) --2-7/^n7s^] $A"<* 
— h (12 8mg) (O-rhyl- Ka77Vfi (1 Oml ) .1 0%^7i>^ 
« (2 6. 2m g) *««Tt^T"l 6«#lfc 0 

; 7 f 7t Kn77> ( 4 rn 1 ) U 4~ (T -fef^y 1 ^) tT^ P 

v>y- 1 -^/u^-y 'J y ^ TV K [4 - (4 ~T ^ / - 3 -7;^p7x7 
* v) fcf y *Jy~ 2-4 7V] r X F©f h ? t Kn 7 -7 y*« OB l 4 m 1 ) Sr# 
fc {ESI --MS (m/z): 3 8 6 [M+H] + ) c C^""»X«iU4. 5 
m 1 KL1th<n>C0 5h<D3. Oml 2 - ( 4 - 7 /U^* n7x T"fer^ 

/!✓ y v'T^- h ( 0 . 2 5MTf7tFcJ77 >MWi, 1. 5 7ml) fcJP X. 
v i^-eO. aW#L-t 0 2- (4-7/^P7xr» T± 

f-fr 4 y y'T^— MO. 25 Mr f7tK»77 y$8& 0 . 8 9 m 1 ) 

^Mz^mvtc a mmm%m*.mstf h v $j»vt&mLit, u y 

y fjJfAs-toJ&fw h?'?? '-f— (Fuji S i 1 y s I a NH\ t§&*S ; 
JHfttgLTt, L C-MS (t# t « ; 7k-T± f = r JJ h P 77M- oft 



304 



WO 20«5/082854 



PO7.JP2lM»5/003?!H 



$ a -e$yt l fc u »s i-irtii u g (so. 3 m g > %nit 

- r_ r/V (1ml), ^^f">' ( 1 m 1 ) „ Tir h > ( 0 . 2m! 

»bfc D rfr%i§«tfftU 6«iltSII^t) (11. 3m g, 2 4. 
2%) &r#fc c 

1 H-NMR Spectrum (CDC 1 3 ) 6 (p p m) : 1 . 2 4 - 1 . 3 3 
(2H, m), 1. 6 8- 1. 7 3 (2H, m), 2. 0 6 (2H, m), 2. 2 1 
(1H, m), 3. 0 3 (2H, m). 3. 19 (4H, m), 3. 7 3 (2H, s 
), 3. 9 0 (2H, m), 6. 5 2 ( 1 H, dd, J -2. 0, 6. 0 Hz), 6 
. 8 7-6. 9 2 (2H, m), 7. 0 8 (2H, m), 7. 2 6-7. 3 4 ( 3 H 
, m), 7. 6 2 (1H, d, J -2. 0Hz), 8. 0 4 (1H, d, J -6. 0 
Hz), 8 . 15 (1H, m) , 3 . 90 (1H, ra) , 10. 72 ( 1 H, b r s 
). 

ES I -MS <m/z) : 5 6 5 [M+H] + - 

(mWMi 7 9 ) 4- ([(3S) -3- {Jl^^XX2^±M tfPV^ jn 
■ //l/j % }\,&-/VT 5. S \ -6- (2--7/^P-4- (3- [2- (4~~7 

^tP7x^) r-fefvH ft^ WF? 7x;^y) ifysv>- 

4 .... (4-r £ / - 2-7^tn7x;^) - 6 ~ {[( 3 S) - 3 * ^ 
g^/U) t°n U v>-~ 1 ->f /U] ^/Vfc/VT ?. / } tf U 5 v 1 ^ (10 5m 
g) £ ( + ) - 1 0~# V77-^^^i (6 5mg) J —As (2. 5 m 

i) (4-7;^p7*^) Tir^/wy^^r^-f-b/^^ 

f« (0. 2M, 2. 2ml) SrMtTJP^s l««#tfc a K&$£§88^ 
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fg^-v-D j3>f)vj3 7 4 — (Fuji Si lysia NH N § 

; gJjgfcxfvP : -"-7':? 2 ; 1 ^ll^f '!-') fc- «fc 9 J*$4U SSfb##? ( 
60. 5mg, 3 8 %) % LT#fc D 

! H~NMR S p e c t r um (CDC 1 3 ) 5 (p pm) : 1. 7 2 (1H, 
m), 2. 10 (1H, m), 2. 2 5 (6H, s), 2. 2 9~2, 3 2 (2H, 
hi) , 2 . 5 0 (1H, m), 3 . 2 0 (1H, m) , 3 . 4 0- 3. 7 0 ( 3 H, 
m), 3. 71 (2H, s), 7. 10-7. 40 (7H, m), 7. 70 (1H, 
s ) , 7 . 8 6 ( 1 H, dd, J - 2 . 4 , 11. 2 H z ) , 8. 3 2 ( 1 H, s ) 
, 8 . 4 4 (1H, b r s ) , 12. 38 (1H, b r s ) . 

^ - 1 - >f >■] jj )ViS^)VT \ - 6 - ( 2 - :7/Ktn~ 4 - h P 7 ^ y v J 

4 -T 5 / ~ 6 ~ (2 - - 4 ~^ h o ^v) f'Jv^V (125m 

g) &«#KT, ff-7t:Kn79y (2ml) fc&flfS^fc. **8??&*PT 
b JJ xf;vr ^>'(0. 167ml), ^nn afgSf7 a^/V ( 0 . 15 0ml) 

it*#I«T, MmzX C3S) -3- (^W^/^f/t') t'aij^y ~ 
t£g&& (50 3mg) ©N, N - ;F (2. 5ml) ffiBL t b P 

3i^/J/T 5 >' (0 . 841ml) 3 . 5 ttRHtft tfc 0 

?dt^77^ (Fuj i S i 1 y s i a NH-, iM'M ; BB^-^ : ^ 
7"^ 2 : 1 -fi^X^) 5 Wl&tZZ £ K £ ! ? (12 4 m g 

s 6 1%) &$&&titimk\.TWLo 
E S I —MS (m/ z):4 27 [M+ N a 3 + - 
($^#li!79~2) 4- (4-7^-2"7^Q7s;^» -6- {[ 
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( 3 s) - 3 - gv^ ZX^i^2kL£EJL^ ^ 1 f ' ^ #^^ k^L=L 

J) tf P g 

4 _ ([(35) .... 3 - <i?7t fWT 5 y ^ ^) fc" c y V s 1 - "f /^] * 
/kT * y j _ 6 _ ( 2 - 7 ;vir n - 4-~f n 7 * / * 5") * U 5 ^ ( 1 2 4m 
g) tfr?]- Fp77>' (1 5ml) tn^ffifS^fc. 2 0%*i^7^!)^ 

«ff S r: £ =t 13 ^MibOt) ( J 0 5 m g , 9 1 %) t LT#fc 

ES I. —MS On/is) : 3 9 7 [M+Na] + . 

rmteffii inn) 4 - i [ 4 - ( V£32 kZ g y y £^ ^ 2 ^"..i "i^ 

4 _ ( 4 -r 5 y_ 2-7^P7sy^) -6- ([4- 

tf^ y 5? ^~ 1 — f A-3 HM£~)V7 X ;) t' ;] (118mg) 4: < 

+ ) _ l0 -^y77 -7,/^ y|(7 0. 6 m g ) J —A* (3. Oml) 

(0. 2M, 3. Oml) ^^MICTJH^. 2«ff#Lfc a EMMil^^ 

^ft«7KT'»t., ^.tkm^m 1 v^-mm^tzo mmm^i; mm* 

i/ 9 77 VflsiJ 7A7PVh^77^-(Fiu i S I I y s i a NH, IgtHtt 
; M^Vl- : ^7*9 >= 4 : 1) ri^ilU MHfc£# (7 0. Omg, 4 

0%) ^a^tttit, 

1 H~NMR S p e c t r um (CDC 1 3 ) 8 (p pm) : 1 . 10-1. 4 
0 (2H, m), 1. 70 (1H, m), 1. 8 0-1. 9 0 (2H, m), 2. 1 
0-2. 15 (2H, m), 2. 22 (6H, s), 2. 8 5-3, 0 0 (2H, m 
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), 3. 7 1 (2H, s), 4. 0 5-4. 15 ( 2 H, m) f 7. 10-7, 4 0 

(7H, m), 7. 6 4 ( 1 H, d. J = 0 . 8 Hz), 7. 8 6 ( 1 H, d d , J 

= 2 . 4, 11. 2Hz), 8 . 33 ( 1 H, d , J = 0 . 8Hz), 8 . 49 (1 
H, b r s), 12. 3 8 (1 H, b r s). 
E S I -MS Cm/z) : 5 8 4 [M+H] + . 

18 0-1) 4 - { [ 4 - ±Aj7j %JJl tJkl ^ ] J 1 - 

-j A'l % )V it^-}VT % ./ \ - 6 - ( 2 - 7j\sibr n - 4 ~ h P 7 / y $ 

4-7^-6- (2 ~7/VtD - 4 K P y*. J fcf y (1 2 5m 

g) ~&mmmnj, -n?t Kuyyy (2m d &mm$&tz. 0 *?kw^pt 

h y s-f-W %"y ( 0 . 167ml), £ P v*cmy ^=-As ( 0 . 150ml) 

S?««vT, ffl.fcT 4 ~~ (v^ ftVT % J * fvu) fcf^ II v 5 ^ Ili&iM. ( 5 
3 8 ra g ) <D N , N - v 5 / ^/V/fc/I^A 75K (2. 5ml) j$f£ F U ^?VT % 
>■ ■ (0. 8 4 1ml) SrajD*.T2^|W8l#Ufc. JxlS^M^tfvVi TfcX^iSU 

— (F u j i Silysia NH, ; : -v/:7>-- 2 : 1 

HBS&x-^vi') ^ J: t> IltS £ t ir. J: t) ^Mfb^fe (13 6mg, 6 5 %) & a 

i H— NMR Spectrum (CDC 1 3 ) § Eppm): 1. 2 0-1. 4 
0 (2H, m), 1 . 7 2 ( 1 H, m) , 1 . 8 0- 1. 9 0 ( 2 H, m) , 2 . 1 
0-2. 2 0 (2H, m), 2.' 2 2 (6H, s), 2. 9 0- 3. 0 0 (2H, m 
), 4. 0 5-4. 15 (2H, m), 7. 41 (1H, m), 7. 45 (1H, b 
r s), 7. 7 3 (1H, d, J = 0 . 8Hz), 8. 0 6-8. 16 (2H, m) 
, 8. 3 2 (1H, d, J =0. 8Hz). 
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(SliiW 18 0-2 ) 4 - ( 4 - 7 % J 2 • - yjV&n 7i/ ^ vj - 6 - { [ 

4- { C 4 (vM "f~)V7 5 y jt gvW 9 - i ■- ^ /u] i? /v^^/ur 5 / 
5 } ™ 6 - ( 2 - 4 - =Fp7x7 3f v') 9 * V ( 1 3 6 ai g ) &x 

F7tKn77>' (15ml) \C&M£ : &1t 9 2 0 %MMt^<V^P AJfc* ( 1 0 

5 n i £ «fc 9 HSft^ (I18mg, 9 4 %) t U-C#fc„ 
10 ESI ~-MS (m/ z ) : 3 8 9 [M+H] + . 

(gg.M 18 1) 4-{[4-(2-v ? ^ fyV) fcf ^ g >' - 1 - 

>f /V] #jM|E/i^Z g_ZJ ~ 6 - ( 2 - p - 4 - { 3 - [ 2 - ( 4 - "? iVitc 

4 (4 -7$ 7 - 2~7;l/tP7*/^) -6- {[4- (2~^f^7 5; 

is y aiTvv) v f >'~~ i - -f uflsiS—AsT 5 y } f y 5 py a so m § ) 

t (+) -10-^y7r^^>^ (1 73mg) O*^;-^ (3. 5ml 
) aPSJtlc 2 ™ (4-7/Vta7x=^) T-fe^/W yf-tVT'^'-h- f/^yfl 
m (0, 2M, 3. 5ml) fcafflUCTjD*.. 2 fffiM bfc 0 K^&gW^ 

Bffi^v'P f>?frl3'7&9 w Vifv7-1 ^~ (Fuji SI I y s i a NH V 

mmm ■> mm^^$m^^ • * 9 95:5) £± 5tm ssft 

&m (84. 8 m g x 38%) tr t L Tff fc„ 

MI NMR Spectrum (CDC1 3 ) 5 (ppm):2. 2 6 (6H, 

25 s), 2. 4 2-2. 5 8 (8H, m), 3. 5 2-3. 6 0 (4H, m) , 3. 7 

1 (2H, s), 7. 0 9-7. 4 0 (7H, m), 7. 6 3 ( 1 H, d, J = 0 . 
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8 Hz,), 7. 86 (1H, dd, J = 2. 4, 12. OHz), 8. 3 3 ( 1 H, 
d, J = 0. 8 Hz), 8. 4 9 (1H, brs), 12. 3 8 (1H, brs). 
ES I ~MS (m/z) : 5 9 9 [M+H] + . 

jjjajfe..8. l - 1 ) ^ - I r 4 - ( 2 - & * -f-^y ^ / > ? ^- 

4 ^ / — 6~ (2 -yjVjtu ~4---fn7x/ ^v") fcf U 5 ~Jls (1 2 5m 
g ) §fifi^T> Tf7tFP77>" (2ml) -£fc 0 KfcW&QT 

\Z. Y ij sf;l/7 5 >" ( 0 . 1 7 4 m 1 ) „ 9 P P =¥^^ at ( 0 . 15 7ml) 

S*#HMT, iSlCTI- (2 vVWU^M) tf-^y^V (3 9 3m 

g) ON, N-^fMW^K (2. 5ml) mt&M*X2. 5 P#ff » 

It, SiaNrV!) iJtffr-ft? ^ Ytfyy 4~ (Fuji S i 1 y s i a N 
H s ; il^fA-SI^T/l' : i- -9 J 9 5 : 5 ) \Z&*) ftSH"& £ 

t K X *> mm&tit ( 1 6 7 m g > 7 7%) Sr«n« t isXfflt. 
1 H-NMR Spectrum (CDC 1 3 ) 5 ( p p m) : 2 . 26 (6H> 
s), 2. 4 0~2. 60 (8H, m), 3. 5 0 - 3 . 6 0 (4H, m), 7. 3 
9-7. 45 (211 m), 7. 73 (1H, d, J=0, 8Hz), 8. 07-8 
. 15 (2H, m), 8. 3 2 (lH, d, J«0. 8Hz). 

cmmm isi-2) 4 ( 4 - t ^ 7 -- 2 ~ y/^-- a 7 -t- / - e - j[ 

4 - { [ 4 — ( 2 - ?vt/T 5 / ^ 7 v ; ^ - 1 — f ] # /l-^^/WT 

5 y j 6 ( 2 -y/vjru - 4 fo7s ./ df-» 9 5 S?V (1 6 7 m g ) 
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■t-r h9fcKP7?v (16ml) iz^M £-irfc 0 2 o %7kSH^ 7 £ Ag| ( 

1 O 8 m g ) ttx.. ?!<*#S^T"e-M#tfc 0 «&5$jU T h 7 fc Kn' 

mi"6 r i ir. jt 'o mmimm (isomg, 97%) t t.r#fc c 

5 ESI -MS (m/ z) : 4 04 [M+Hj + 

(mmrn 1 s 2 ) 4 - { 2 - zjt^B - 4 - c s - (2 -71 ~/kt -tr^w ^ 

-tftWK] 7^y ^ >) -2- {[4- (i-.^f;^ g -<7y>"4"-f^) fcf 
^ U i? > - 1 — f ./i-j # /^-/jf ~ ivr % J } fcf u y y 

4- (4 ~~T — 7jV-frx2 y^;*rxy) ~~2~ { [ 4 ~ ( 1 - ^ 9vk fcf^y 

10 > : 4 — f t?-< y v >••-- 1 - -i /V] # ;^^^7 s: ./ } f y v-^ ( 8 5 m g 

) t ( + ) --10™^y77^Myi (9 2mg) <D^-$/—3>V (2. Oml 
) 2 - -7 *^yVT-fe^W y^v'T^— f h/l^Mg^g < 0 . 2.M, 2 

i5 ^7]cti^#- l n m&mm-f- h v $&x$m Ltc a mmm^ u nm & *s v % v*>* 

7A?n?f^77^- (Fu j i Si 1 y s 1 a NH, &tt}jft ; SM^yvV 
: ^^;-;k=9 8 : 2-9 5 : 5) tc£!?.fl!»U SESflS-g* (3 0. 5m g, 

2 5%) £r £ £ U X #fc y 

l H-NMR Spectrum (CDC1 3 ) 5 (ppm):l. 5 0-1. 9 
20 5 (5H, m), 2. 2 8 <3H, s), 2. 3 6-2. 7 0 (8H, m), 2. 8 

9 (2H, m), 3. 7 4 (2H, s), 4. 0 4-4. 16 (2H, m), 6. 5 

3 (1H, dd, J -2. 4, 5. 6 Hz), 7. 10-7. 50 (8H, m), 7 
. 62 (1H, d, J ~ 2. 4Hz), 7. 89 (1H, dd, J — 2. 4, 11 
. 6 H z ), 8 . 0 5 ( 1 H, d , J — 5. 6Hz), 8 . 4 7 (1H, his), 

25 1 2.4 4 (1 H, b r s). 

E S I -MS im/z) : 6 0 6 [M+H] + . 
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(gfljfffl] 18 2-1) 4- ( 2-7^P-4-=hP7i^'» - 2 - { [ 

(2 7/ktn--4--fn7x;^rv') fcTyv^ (lOOrag 

5 ) %^m%m%T, ff7kKP77y (2ml) }cSM£« 0 ?k:.?kt»*PTi- 
f, y xl^-jVT 5^(0. 140ml), ^BB ^r|7x^ ( 0 . 128 m 1 ) £ 
«TLt ilti^2 0«#im iIli£EI 3 iL.fc s #b?xfc?l«!r.^ 

*#b«;Tn iai:t 4 - < 1 - > ?vu tr-^ v->-- 4 - >r *o y >• < 3 e 

Sing) ON, N — v : ^ fM^A7 S K (2. Oml) StM^JPX-T— ftftft* L 

S^y ^^7^^ t 3 ^ K77^-(Fu j i S i 1 y s i a NH, t§ 
fiiSS ; tM^^Vf- : * 9 J 98:2 — 95: 5) r. £ |C «fc ! 3 

Mfb^ft (1 3 8mg, 7 5%) £?£Jt&^£: LT#fc„ 

15 M-I-NMR Spectrum (CDC1,) 5 (ppm) : 1. 60-2. 0 
0 (5H, m), 2. 2 8 (3H, s), 2. 4 0-3. 0 0 (l OH, m), 4. 
0 0-4. 2 0 (2H, m), 6. 8 4 (1H, dd, J — 2 . 4, 5. 6Hz) 
, 7. 2 0-7. 4 0 (2H, m), 7. 70 (1H, d, j = 2 . 4Hz), 8. 
0 0-8. 2 0 (3H, m). 

20 m&\ 1 8 2-2) 4 - ( 4 -T g I ~ 7x J ±kl - 2 - {[ 

4 - ( 1 - 7 s fJk. ^ 7i> >~ 4 - 4 />-) fc 0 ^ -1' 7> /Vtf? ~/^T 5 

4 - ( 2 - 7As7t a-4-^FP7x; 3r v') -2- {[4- ( 1 - 7 
4 -4M tf^ y 1 -HVH 7J/l'#^/VT tli^ (13 8m 

25 g) -tf^7tKn77>'(3 0m!) £ -£fc c 2 0 v v ? <7 Aj^ 

K89mg) »x.. *«»HmTT— mm^miu rfn k 
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mM&% r. £ Yc X 9 s «M-ft:-##J { 8 5 m g s 6 6 %) £: LT#/t D 

E S I -MS (m/z) : 4 2 9 [M+H] + - 

(Hjjfeffg 18 3) 1 ~ [ 1 - ( 2 - tJkZ. % S ^f-M ^ }) 4 - 

A q „ 3 .... [4_ (3 ■- — 13" [2~ ;4~7/VtP7i^) T 

t? W K) y ^ / ^r'>' I? 2 M J >' ! 

-<>>Vl- [4- (2 - {3~ [1- (2-^W5;x^;>) t^D^- 
----- 3-^f^7W K} try --f ~ 2 ~7/WtD7 

* A * — r (5 1. 3mg) ©t h 7 - K o 7 7 ^ C 5 . Oml) m& 

iaO%*^7^')A^| (2 0mg) 7km#ffl^T^T6S^|t 
^Ufc, M«oSULfc t , 5i»l> ®m&mi£®tL.T3- [4- C4-T 

7 * .7 V) t s V W- 2— 4 As] ~ 1 - C 1 - C 2 
;VT S 7 ai^U') V V 5 >' -4— 4 An ~ 1 - ^ fvl-' '.? 1^7 (ESI -M S (m 
/z) ; 4 3 1 [M+H] + ) &#fc 0 rftSs** /—A' (0. 6 8ml) 
, r r (IS) - (4) -10 V7 r ^ (40. lmg) ^r^P^. 
, M-C 5 # L fc D n £ IE 2 - (4~7 a 7 ^ - /v) T ± ^ A 4Vf 

it*/T%s-\> (0. 2Mf/Vxy» > 0. 6 8 2ml) ^JOP^ MLt? 1 I^WBl 
#Lfc c r.r^2~ (4-7//tP7x^) ^7ft-77.^h (0 

. 2 M h/^^ffi, 1 - 2 4ml) &Mx.s itt- 1 Lfc 0 £ & £ 2 - 

(4-7/vi"P7ix/k) 7W/u ^fy^VT^— h (0. 2Mh^xyfi 
s 0, 2 0 5ml) ££R?U tt^lBffBBittLfc. §&tr2~ (4~7/^P7 
31=/^) Tir-^/v .fyftvT^-b (0. 2Mh/t-xyii, 0. 2 0 5ml 

.7k?«i^iatfc 0 f y pA-emku mzmmvt:* mm 

L C - M S ; T-fe b = h y /V-tK» M'7 n ) "CfSSSf t fc c 9 
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ftitu mn&faMkLTwmk&VB <s. 5m g , h. 9%) 

1 H-NMR Spectrum (CDC 1 3 ) 5 ( p p m) : 1 . 6 5 ( 2 H, m 
5 ), 1. 7 9 ( 2 H, m), 2. 12 (2H, m), 2. 2 9 (6H, s), 2. 4 9 

(4H, m), 2. 8 9 (3H, s), 3. 0 1 (2H, m), 3. 7 2 C 2 H, s 
), 4. 17 (1H, m), 6. 5 7 (1H, dd, J =2. 4, 6. OHz), 6 
. 91 (2H, d, J=8. 8Hz), 7. 11 ( 2 H, m), 7. 23-7. 31 
(3H, a), 7. 7 4 ( 1 H, d , J — 2 . 4Hz), 8 . 0 9 (1 H, d , J = 
10 6. OH 2), S. 3 2 (1H, in), 12. 3 0 (1H, s). 

E S I -MS (m/z) : 6 2 6 [M+H] + . 

mmm 1 a 3 - 1 ) t g r % -y^/u c 1 - (2 gvj^x $ / y^f-/u 

} b'-^ U y - 4 — < a-3 ft /wj 2* — h 

4 - (tert-:^ ^tf/M^A'T t 7 ) ^ !J ( 5 . 0 g ) CON, N — 
15 5?^f^*A'A7S K (7 Oml) N, N-v^W!)^ (2. 9 7 

g h 1 ~ r 9 T ^ ( 3 - 8 9 g )> 1 -^/V- 3- (3- 

/T'nfcVV) j&^-f^F (5. 2 7 g) £5P,t, £$# 

(2 0 0ml), 1 N*SMb*- h9 * A.tR« (50ml) 3 0# 

E S I —MS (m/z) : 2 S 6 [MtH] + , 
25 (181^18 3-2) N- FX- Z^gvk) e^y^-4 
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t e r t - ~f?-A> [ 1 - ( 2 - i?£ f~fr7 5 / T± ?W) J) v ; V- 4 — f A' 
J — h (T02mg) ©t 1 ^7tKn7y:/ (10. 5ml) 

M^T*^ Ufe. £ - (Jl7k*fl5 y ^ r > AT^-^ { 2 8 0 m g 5 &M ± 

5 t'8H|»IIlt hit, (0, 2 8 Oml), 5NtK 

SHfc^ MJ ^Mc^fR (0- 2 8 0ml), *(0. 8 4 0ml) £ 

ftift) £#ft 0 

10 1 H-NMR Spectrum (CD 3 OD) 6 £ppm):l. 70-1. 80 
(2H, a), 2. 0 7 (2H, m), 2. 19 (2H, m), 2. 7 0 (3H, s 

), 2. 73 (2H, rah 2. 89 (6H, s), 3. 02-3. 13 ( 3 H, m 

), 3. 26 (2H, m). 

ES I -MS (m/z) : 1 8 6 [M4-H] X 
15 (MM 18 3 -- 3 ) ^>^;P- [ 4 - ( 2 - { 3 - [ 1 - ( 2 - fWT 

$ j zcf-M \f^3 4 -4 jjVj — 3 fvl-fr W; Kj fcf U v^- 4 

•< V [ 4 ~ (2~75 / y v 5 > - 4 /l^ v' ) - 2 - 7 P7i^ 

/Kj — r (1 1 3mg) (DThvl-. ( 5 . Oml) ifSfc h U 

20 zcfsVT % > (0. 127ml), ^nn^|7x=;V (0. 10 0ml) Sr^JPx. 

, i«#KTi£t3o^Fi«#it (s om i ) -mm 

m& (3 0ml) £#ffiL.fc„ W««fM5 7At«t, 

,«tsufc c n- [i™ (2-^f-^r^y^^) 

^/p] -N-yW?^ HISSES (6 7 3mg) fcf >7tKP77^ (6. 
25 0 m 1 h h D ^.^-/VT 5 >' C 2 . Oml) trfeX X* t fcSBSJS (4ml) 

X. s ntt*MTr2 7P#»#Lfc 0 ®£t£fcfflifc*?7l' (30ml), !N?Ki 
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fhr h d v&jmWL domi) &jp^T. is? 5 » tfc 0 r r. kHEfirft 

7.^ (Fuji S i 1 y s i a NH, jgsfflift ; fiStx?^ : * 9 J —JV^ 2 
0:1-10:1) T»«Lfc 0 1 &WiIi#&*$g U &fe«£t#7c 0 ^|r> f 
* 7 (3ml), 5 NTkSKfc^ f V r > (1ml) MWLV 1 B# 

tmUs m7kmmi- h v *>j*-mmvtc 0 ^tizmmvtc* s^lc~ms m 
mm ; rir hy/i~~&~ ^ y 7^t0iii) tiiLt g^fe®^^' 

K y !)AT'^lfc, £*l,fc*fcU LT*«ftHfr 
» (5 1. 3 m g, 2 8. 4%) 

1H-NMR Spectr urn (CDC I 3 ) 5 (ppm): 1. 6 4 (2H, m 
), 1. 7 8 (2H, m), 2. 1 1 (2H, m), 2. 2 7 (6H, s), 2. 4 8 

(4H, m), 2. 8 8 (3H, s), 3. 0 1 (2H, m), 4. 16 (1H, m 
), 5. 2 3 (2H, s), 6. 52 (1H, dd, J = 2. 4, 6. OHz), 6 
. 8 5-6. 91 (3H, m), 7. 20 ( 1 H, s), 7. 3 3-7. 4 3 (5 H 
, m), 7. 6 8 (1H, d, J = 2. 4Hz), 8. 0 5 ( 1 H, d, J = 6. 0 
Hz), 8. 12 (1H, b r s). 
ES I -MS (ni/z) : 5 6 5 [M+Hj + . 

CMMM 18 4) 1. ■- [ L ( 2 — fy>7 g 7 :xyvlQ fcT^ff v^- 4 
/W] 3 [6 - — 4— (3- [2- (4-7Mp7x^;H T 

3- [6~ (4~7?;-2~7;Vto7x7^» fcf p ^ v 5 ^- 4 — '(AO -1 
- [ 1 - ( 2 - v'^ ?vVT ? / ^ tVU) tf-< V V > J ~ 4 ~ -f /t-] ~ 1 ~ fyU p V 
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T (1 lOmg} (D^VJ—tV (2. Oml) l§f$iC (IS) - ( + ) -10-* 

^7 r-^/^>f ( i o lmg) ttx., i 5 ri>Htt# Lit, r_ r. ^ 2 - 

(4-7/l/^-P7a=/W) Ti^/l^ >f yW7^- h (3. 06ml, 0. 2 

5 m h /u-ac >i$i^} gm-e i u>t D > 

5 y ( 1 Oml), glFSfcz-Tvl' (30ml) C^SUfc, ^jf arfiSlP^t 

v' y # ?;vj3 yJ*9u^h#77j — (Fuji Silysia NH, WmW. 

■ mm^^mm^^ ■■ * # ; 20': 1-10 : n tft m s & 

tttl'f^i (50. 5mg, 3 1. 6%) £rf#fc 0 

1 H — NMR Spectrum (CDC1,) 5 (p pm) : 1. 6 9 (2H, m 
), 1. S3 (2H, m), 2. 15 (2H, m), 2. 3 0 (6H, s), 2. 5 1 

(4H, m), 2. 9 2 (3H, s), 3. 0 5 (2H, m), 3. 7 1 (2H, s 
15 ), 4. 19 (1H, ra), 7. 10 (2H, m), 7. 2 0-7. 3 7 (5H, m 
), 7. 6 8 (1H, s), 7. 8 6 ( 1 H, dd, J — 2. 4, 7. 6Hz), 8 
. 3 4 (1H, s), 8. 5 0 (1H, brs), 12. 3 8 (1H, s). 
E S I MS (ra/z) : 6 2 7 [M+H] 4 

(«ffl 18 4-1) N - [ 1 - ( 2 - / ^WT 5 J .x-fyu) fcT ^ P v> >■ - 4 

t e r t --ff-fr [ 1 - {2-5?^ f-/V7 / 7tf^} fcT-< JJ 5?y- 4 — f 7k 
] */W-?t* — h (7 0 2m g) Of h 7t Ko7 7 > (10. 5 m I ) IlS^Si 
WBWlft, r.r.{-r*^by^!>-AT/k^-'7A (2 8 Omg) 
> WJiTl 5&Rk S»T?1 5^PnT»L-7c 0 §t»#ffiMlN 1 0 0°C 

25 -C 1 1 S§«Bit« t fc„ lfc„ lit* (2. 8ml), 5N7kt 

iti- h '9 tt A*j&tt ( 2 . 8ml), :?k (14. Oml) SrHiifc&ll*., itb^r 2 ^ 
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mmwhtz 0 -mm'^fSLfz, am^mmu n&®tkmt Lx^m^m u 

. 6 5 g, Jgfiftf) %Utl a 

5 H-NMR Spectrum {CDC 1 3 ) 5 (ppm) : 1. 34-1. 4 3 
(2H } m), 1. 8 7-1, 9 0 (2H ( m), 2. 0 2-2. 0 8 ( 2 H, m) 

5 , 2. 25 (6H, s), 2, 31~2. 50 (7H, m), 2. 9 0 (2H, m) 

, 3, 14-3. 27 (1H, m). 
E S I -MS (m/z) : 186 [M+H] + . 
(M&M 184-2) 3 - [ 6 - (2 ziZJk^B ~4-=fn7x; gK/) fcfU 
g v^-4 -^f/V] - 1 - [l - ( 2 - ^VVT S J J^/tQ bf-<y^^-4- 

6 ~ (2 - 7 /I^ p ~~ 4 - = 'hn7x.7 *fr -» fc* j.I 5 v' V - 4 — f^75> (20 
0 m g ) F* 7 KT3 7 7 V ( 1 0 . 0ml) HffStc: h !) ^f-A^T 5 > ( 0 . 2 
66 ml), *na ^@£7.r„~.^ ( 0 . 2 2 1ml) SrSlIX., SSMSffi&TMT 
3 0^»bfc 0 &;«&MLfc 0 N"-^;!^M7 5 K (8 

15 , 0ml), N— [1— (2-^f/V7^xf;H tf-^P v 5 ^- 4 — f />] - 
N-t! fA7 5 f (5 9 3mg) %^R^, i^lttSt 8 8#PJ^$ Ufc„ Kf&iStC 
«::c^/v (30ml)., 1 N*gNfc7- h V r 7 AtR« ( 1 0 m 1 ) -toteT, g. 

20 t , m*mmi- vvv &x$m Lit 0 mmmwm %mm u » 

i^!)*^7A^n7 h^77^f- (Fuji S i 1 y s i a NH V it 
; ffit^/V : ^ ^ / 2 0:1-10:1) X^M Ufc. g ftttPi&& 

fm^ftco^ ±m%WB^fr 0 nft&ftiftU LT«fb'^ti 

25 (2 4 0mg, 6 5. 0%) £#fc c 

5 H-NMR Spec t r urn (CDC 1 3 ) 0 (p pm) : 1. 67 (2H, m 



318 



WO 20«5/082854 



PC!7JP20»5/003?M 



), I. 8 5 (2H, m), 2. 15 £ 2 H, m), 2. 3 0 (6H, s), 2. 5 2 
(4H, m), 2. 9 4 (3H, s), 3. 0 6 (2H, m), 4, 2 0 ( 1 H, m 
), 7. 3 6 (1H, s), 7. 4 2 (1H, m), 7. 7 7 ( 1 H, d, J = 0 . 
SHz), 8. 0 8 - 8. 2 4 (2H, m), 8. 33 (1H, d , J = 0. SHz 

E S I -MS (m/z) : 4 6 2 [M+H] + . 
(M jjM 18 4-3) 3 - [ 6 - (4-7^-2-7^71 7 * ->■) h" p 
g, v >' - 4 - -f /± J - 1 - [ 1 - ( 2 - i>7 -?-^7 $ 7 J^/l") ^ P v* > - 4 - 

3 _ [ 6 - ( 2 - "7 /K-t p — 4 - — h n 7*7 -Y- ^) fc D P 5 V - 4 - -f - 1 

- [1 fc^P i?^- 4-4^1 -l-T-fvi^V- 

7 ( 2 4 Q m g ) F7tKP777 ( 1 0 m i ) 2 0 %jjcgMb^ 7 z? 7 

A^m (is. 3m §) &n*.s *mmm$vFmmrei 5. 5M»t/t 0 mm 

U 7 * 7 -vvx*» b?c„ 5tW U ^7 ^7 r * b VX&mik 

&m ( 2 2 0 m g , 9 8 . 0 %) 

ES I —MS (m/z) : 4 3 2 [M+H] + . 

18 5) 4 - { 2 -- 7 ^ p n 4 - [ 3 - ( 2 - 7 g -~A-T i? g&j ^ 

jfrfrW Kl 7^7^v'} ~2- {[4- (4 fc KP^7lf^D7y-l-^^ 

) if ^ l^i r i z^k] fl;w£-=/^T 5 7 } b° P 

4- (4 ~T $7-2 -7/M-u 7 * 7^7) -2- { C 4 - (4 - fc K o * 
y< p 5? 1 — f A-) fcV* P 1-4 /V] ^;^^;i/7 5 7 } fc? P v ; >' ( l 6 

4mg) t (+) -10-*V77^^8 (8 5mg) (D^-t? J /I- (4. 
0ml) IftffitC 2 -7 ^-/WTW/W yf'^-v'T h - hA-^>W$ ( 0 . 2 
M, 4. Oml) l&#fS1&#Lfc e 5D»«r»«^/l'£ftffll« 
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it tf/Pfi 7^^o-7^^77>f-(Fuj i Si I y s i a N H, tPd\W- ; 0 
: 9 8 : 2-9 5 : S) £ £ D U St«1=Ht? (12 7 

mg, 5 7 %) & fi» £ t T#fc. 

l H-NMR Spectrum (CDC 1 3 ) 5 (p pa) : 1. 4 0 — 2. 0 
0 (8H, m), 2. 2 5-2. 4 0 (2H, m), 2. 4 9 (1H, m) , 2. 7 
5-2. 9 0 (4H, m), 3. 7 0 (1H, m), 3. 7 4 ( 2 H, s), 4. 0 
5-4. 2 0 (2H, m), 6, 5 3 (1H, del, J = 2. 4, 5. 6Hz), 7 
. 10-7. 5 0 (8H, m), 7. 6 2 ( 1 H, d, J — 2. 4 Hz). 7. 8 9 

(1H, dd, J = 2 . 4, 11. 6Hz), 8. 0 4 ( 1 H, d, J = 5. 6H 
z), 8. 5 3 (1H, brs), 12. 4 4 (1H, brs). 
E S I -MS (m/ z ) : 6 0 7 [M-i-H] + . 

(#3tM 18 5-1) 4 - { 2 - ~7Mu - 4 ---- h g 7 a. ,/ - 2 - { [ 

4 - (4 - fc KP^fcxg i /t-) fcV<y i %jvi$=z.fis 
2-757-4 - (2~-7/ , ^D-4-r^P7xydrv') tfy^V (lOOmg 

) ^titiaT, fh7tFP77y (2mi) immz&it* %L*m%tMTtz. 

h V xf;vr ^ y ( 0 . 14 0 m 1 ) , ^nn ^ =W ( 0 . 126ml) &■ 

SSTLfc. MtCT2 0^WSH*Ufc« N «t^ES*Ufc c 
S#MT\ giti-T 4 - (4-fc Kg ir>- y I -- < M fcf^ D ( 

4 1 2 m g) CON, N — ;* fMM7 5K (5. 0 m 1 ) ItM^lLtT-Hltigt 
n L/c c ^JS^^gm^^t^T^iaL-fc. fill: l N?kiHb+ h y <7-A» 

iflU »«7k-elii«^L, ^W-i-fy !)ATfJ|L^ m^Mffteb 

fctt, M^^J^yA^v^^.^ (Fuji Silysia 
NH S ^Mil^ ; : ^ 7 98 : 2-9 5 : 5) Sill" 5 £ 

£ £ 19 HM^^fe .(1 6 8mg, 9 1 %) t LT#t 

1 H™ NMR Spectrum (CDC1,) 5 (ppm) : 1. 4 0-2. 0 
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0 (8H, m), 2. 3 1 (2H, m), 2. 5 2 (1H, m), 2. 7 0-2, 9 
5 (4H, m), 3. 7 0 (1H, ra), 4. 0 0-4. 2 0 (2H, ra), 6. 6 
4 (1H, dd, J — 2. 4, 5. 6Hz), 7. 2 0-7. 4 0 (2H, m), 7 
. 7 0 (1H, d, J ~ 2. 4 Ha), 8. 0 0-8. 2 0 (3H, m) . 
(§ gg 18 5-2) 4 - ( 4 - T g 7 - 2 •- '7;W;r n "7 a J * V) - 2 ----- { [ 

4™ (2~7/i'fo-4~:-fP7s;^i/) -2- {[4- (4~t Knt;/f 
;<9i?y-l —*ffls) fcV<y V>- 1 f./U] #A^~^T 5 / } if JJ W (16 
8mg) r/ t K P 7 9 >" (20ml) £t±-/c c 2 0 %Mtit^y V '7 

A» (I0 3mg) SrJtox.. *if if Tx^lWtfc, M&5£LiU x N 

£«SE ttt5 r. t tr. i 13 s £JBfls&«J ( 1 6 4 m g ) 

ES I ~MS (m/z) : 4 3 0 [M4-HJ + . 
(3¥»j 18 6) 4 - ( V.* 3vKT ^ ./ * ±M tf ^ U ^ 1 ~ * ^ * s > ^ 
-y^ T VK {6- [2~7/v^-p-4- (3-:7^~/iTi?5v^;rfr W F 
) 7x; g± J h* g g 4 zzdM Z % if 

i£*3Sffl4Tr\ 4 - (vM ^A'T 5 7^ !J v ; y- 1 -^?M^v' y ?/ ^ 

TV K [6~ (2~7/^n-4~r.fn7xy^-» tfU ? W- 4 f /V] 
75K (8 8mi) !:r^7t:Kn77> (2ml) £ ^ £ 7 (2ml) 

i o %;<y V v (4 5mg) &*!*.TRJ&3R ft U 9 5$ 

mmwLit, &mft%gMw&Lft^ im&zmu **/«-*r*frbfc. 
zwt&mmm»t& - t ^ £ *> 4 - ( >v =f ;vt 5 / * tv< y v 

>■ - 1 - iJ rV is D y $ TV K [ 6 - ( 4 -T 5 J - 2 - 7 A** P7x/^r 
V) tf y 5 v 5 V- 4 - 4 tV\ T% K (90mg) ^«feT^/V7 y * £ LT#fc 

o 
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Slf#H«T, ±164^^ (8 1. 6mg) ^y^(lml) ^MMLfc 
Us D-iO"A>77-^*>f (4 9mg) %M x: 5 ^P$tt# bfc 0 BUZM 
{£0. 5 M 2~7 -x::;V7tfM y^S'T*— h ~ h /V-.:r.>f^ (0. 63 

mi) %i)nk.immmwi<fc t , m&m%wm^*?-^ (somi) 

5 f y <? A,1<?« (30ml) t*ftm bfc a »SSr»M^ic«-:)- h V $ J*&mWi 
(30ml), 7k (30ml), (3 0m I ) Ti«»Lfc|t, «a 

2^ ta-r (F uj i Si lysia NH, ; 

^^=1 : i-2 : 3) latifliiLfc, i^fea 7 iw:iibfct> 

10 tlfcait^xf/!/x-f^ (l, Oml) fc^f-V (3. Oml) 

ii^^ot tfc^, ii^.^-rs r t k £ *> mmit^-m (34, om g , 

2 8. 6%) ^eM^itttfc, 

3 H-NMR Spectrum (CDCl,) 5 (p'pm); 1. 50-1. 56 
(3H, m), 1. 8 5 (2H, m), 2. 14 (2H, t, J = 7 . 2Hz), 2 

15 . 22 (6H, s), 2. 93 (2H, m), 3. 74 (2H, brs), 4. 09 

(2H, m), 7. 16~7. 5 0 (8H, m), 7. 6 4 (1H, m) , 7. 8 6 
(1H, dd, J ~ 2 . 4, 11. 6Hz ), 8. 3 3 (1H, in), 8. 4 4 (1 
H, brs), 12. 4 3 ( 1 H, brs). 
E S I -MS Cm/ a) : 5 6 6 fM 4 41] 4 . 
20 (ggjjffi 18 7) 4 -- {2-*J* f-Zl-'T $ / a: b"^ 7 v ; 1 - 77 /Wafffr 

v- ?J 2 £ X ^> K 1 6 ~ £ 2 ~" 5 4 - ( 3 - 7 a. ^7tf^ft V 

± K) bfp ■5v ; > -4"^/H T g K 

S*#ffl'MT, 4 ~ ( 2 - -f-A'T 5 J =cf-/^) t 8 ^ 7 V- 1 - * .4^- v- Jl 
y ^ 7vF [ 6 - ( 2 ~ - 4 hn7x/ t° y 5 4 - 

25 A /V] T 5 K ( 9 4 .m g ) 1^7 !^7tKa77> (2ml) i: ^ # / *-?V (2ml 
) %7JBX-fcfft. 10%-'<7^Mii (4 6mg) &^*.TK&3&?l£*3f?®&L- 
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) fcT-^ 7 > - 1 - * V# ^>y?^ T V'- K [ 6 - (4-7^-2-7 /K^ 
B7x/* *A fc°y$v ? y™4^^] 75 F ( 9 1 m g ) «HfeT *}V7 7 X 

mm^mnr, n.£$m (s im g ) ^^/-^ cimi) d- 

1 0 - * ^7 T-^^*t>SE (5 Img) £r#P?t 5 frffiMW Ufc 0 ;xCTU 0 . 5 
M 2-7s n/VT-fc^vW y h- h >'?4W (0 . 6 5 1 m L ) 

s^px: i B#rsift#Lfc, ^^g**^ ( 5 o m i ) trnmrnmykm-y hp? 

(30ml) T?£EUfc. «StrlSfP«*«^ h P <7^?M« (3 0 
mlK*(30mlK mn&mA (30ml) Tig^»bfcSh h 

vf^77^- (Fuji Si 1 y s i a NH N $t$$ ; ^zffigtx<? 

fc»iS^i^3i^ai— i r/U (1. 0ml) k^*c^> (3. 0ml) &M%Mfc%: 

mm&^tu mfc%&& bfcflu r^sc^ &JBfc£* (47. 8m 

g , 3 7. 9 %) & 6 LT#fe e 

'H-NMR Sp e c t r urn (CDC 1 3 ) 5 (p pm) : 2. 27 (6H, s 

), 2. 4 6 (2H, m), 2. 5 3 (6H, m), 3. 5 5 (4H, m) , 3. 7 4 
(2H, s), 7. 15-7. 52 (8H ( m), 7. 63 ( 1 H, m), 7. 86 
(1H, dd, J = 2 . 8 , 11. 6Hz), 8 . 33 ( 1 H, m) , 8 . 43(1 

H, b r s), . 1 2. 4 2 (1H, b r s). 

E S I —MS (m/ a) : 5 8 1 [M+H] + . 
(jfejjjM 1.8 8) 2 - { [ 4 - (vM 5 7 ;* ^ T? j > >■ - 1 - >f A' 

1 # /i-^C^_/VT g J } 4 - (4- {3 - C 2 — (4 - 7 p '7 ^ ~-/l7) Tir ^ 
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4- ( 4 -r 5 J ? * 7 ^ v') - 2 - {[4- (*J* fflsT % J * fc e ^ P v 5 

^__ 1 „^ / ^] ^/l^r-wKT*/} fc 5 yy'X7 9mg) & ( + ) - 1 0-^7^7 
T — yi (4 9. 7 m g ) / - A ( 3 . Oml) J&fcK: 2 - ( 4 ~ 7 

/M-p 7 * r-tr^vM' yftvr^- h - h/^^>'ltts ( o . 2 m, 3 . 0 

h y ^A-rwufc. m«u mm&^v 

^ p v h ^ yy 4*— (Fuj i Silysia NH V ; W-^A' : — 

•?fiy=4 : 1) tJ:!)iSU Mfb^t? (36. 5mg, 30%) 

t i,xmru 

i h — NMR Spectrum (CDC 1 3 ) 5 (p p m) : 1 . 1 0 — 1 - 2 
0 (2H, ra), 1. 5 0-1. 9 0 (3H, m), 2. 10-2. 15 (2H, m 
), 2. 2 1 (6H, s), 2. 8 0-2. 9 5 (2H, m), 3. 71 (2H, s 
) f 4 1 oo-4. is ( 2 H, m), 6 . 53 ( 1 H, d d , J = 2 . 4 , 5 . 6 
Hz), 7. 10-7. 4 0 (7H, m), 7. 6 0- 7. 7 0 (3H, m), 8. 
04 (1H, d, J = 5. 6Hz), S. 6 3 (1H, brs), 12. 2 7 (1H 
, brs). 

E S I ~MS (m/z) : 5 6 5 [M+H] + . 

JiMij i 8 8 - 1 ) 4 - (4 -T § I - 3 -j> P g7£i±E) = 2 L r .ILL 

- (>?^ ^T g / >* f-.^) fcf^ i — < /k 3 ff^—^T g; / } P i>> 

2-757-4- (4-T$;-3-^PB7*/^) fc?y>^ (lOOmg) 
M*#H^lN 7f7t KD77V (2ml) lOW^irfc, ftzKm^TK h 
y ^/UT 5 > ( 0 . 118ml), ^bb ^7 ( 0 . 106ml) Sr$g 

Tit 0ia^x i 5^«#tfcm> «mfc*EE«*Lfc. 

fEfflfTFv i?^T4- (^/W5y^f/'/) tf^IJv^ "^.IlfeS (4 5 6 
m g ) ©N, N - 5? ^ f/i--*/VA7 5 F (4. Oml) M b ] ) ^A-T % V ( 
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0. 5 9 1ml) lftl#bfc c B.fcM : £&J&^& t tK-C^IB t fCo # 

-(Fuji S i 1 y s i a NH V |§&S}« ; Bm^T/l- : -^j? > = 2:1- 
5 g^^/i,) J: 9 MH- o r £ £ 5 3E®ffc&* (122mg, 7 1 %) «^ 

E S 1 -MS (m/ z ) : 4 0 4 [M+H] + . 
(ggSgfflJ 18 8 --- 2 ) 4 - ( 4 -T g J Z £ Z ±k) ~ 2 - { [ 4 - (j^ gvV 

10 4™ (4-7S;-3-^BP7xy*V) "2~ {[4- (^f^T?/^f 

/I--) y 1 — f #/!^~/^T 5: ./ } t^JvV (I2 2mg) Sr;* # ./ 

■ — A* (i 5mi) Kmrnz^fr* i o%^9"j^^mm a 2 3 m g) & 

|fl^K3 0Wtfc o ja&&5MU ^ * /-/v-e»Ufc 0 « 

15 7 9 m g s 7 1 %) LT#fc, 
ESI —MS (m/ z ) : 3 7 0 [M+H] * 

(m 18 9) 4 - r 3 - (vv g i ? z±£2>jz i zdi^j *^ a 

v*y- 1 -;»/W£ar 2 y g 7^ K [ 4 - ( 3 - y/Xs-fru - 4 - { 3 - [ 2 - 

( 4 -- yr^Ttn y r-^5-/v] gM: ft ^ Kj 7x/ v) tf y v^- 2 -- 

-O'^/W { 4 - [ 2 - ( { 4 - C 3 - (>V f-AsT 5: / ) Ti^-^- 1 -> f /V 

] t:v<y v 5 ^- 1 -^/vfcM t 5 ./) try 4 —f n*&*c*S] - 2-7^ 

i-p y ~M %/l<s$ — J* (1 3 5m g) ©f f 7 fc KB77V C 1 0 . 0 m 1 
) tit2 0%«{b^7^!>« (50mg) SrflPx. ^?M.T^*»1S*T 8 
25 L/t 0 535>J U « 3 m 1 tcft 5 * T*l L> 4 - [ 3 - ^ 

75;) r if V s >■ ' — 1 - -f /^] tf 9 & > - 1 - * ^ ^ ^ >■■ y -y 9 T Z/ K 
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[4- (4-7^-3- yjvirn 7i/ tf 3 s J>"s- 2 — f /^] T 5 Koffi 
• *J^»#/t (ES I -MS (m/z) : 4 2 9 [M+H] + ) 0 

(3. Oml), (IS) - (+) -10-*y77-^>'i (6 8. 3.rag) 

& 2jn xl fc Q z. tiltMUx* i o 2 ~ ( 4 y M P 7 ;t , T ^ ^ 

5 y^7*- p (0. 2M!vH« 3. 15ml) l'330x., 

tfc B 3 0^, 2- (4-7^n7a=/t) yf*'>7^- h (0 

. 2Mh /t^;/fg^ 4 . 2 6ml) ^ifiT? 3 . 5 iffliB* Lfc 0 

(Fuji S i 1 y s i a NH> ; ; 

^/^-l 0:1) tltSl^ g^#S.^^brc, ^tliC^-F-/^- 
T7K ^f-VfcJ&JJ*., HftHtfcM (4 1. 3 m g) £6$lLfe Q £ <E>l&5fc&» & 
1 2mglriV^-2 9. 3 m g %#/^->y #^># y A ^ n h 7 ^ - (F u 
15 j i Si lysia Nil jgfflft ; lixf;W||xf;V : I 

0:1) tiltfc, B«J*Pi^^*»T»^Lfc 0 r^r^^vi^-^K ^ 

ffc-g-tt (12. 8m g) £#fc 0 

1 H-NMR Spectrum (CDC 1 3 ) o (ppm): 1, 24-1. 3 5 
20 (2H, m), 1. 7 1 (2H, m), 2. 11 (6H, s), 2. 2 6 (1H, m 

), 2. 8 4 (3H, m), 3. 0 6 (2H, m), 3. 4 9 (2H, m), 3. 7 2 
(2H, s), 3. 8 8 (2H, m), 6. 5 5 (IH, dd, j = 2. 4, 5. 6 

Hz), 6 . 9 1 ( 2 H, d , J = 8 . 8Hz), 7 - 11 ( 2 H, m) , 7 . 13 

-7. 3 1 (3H, m), 7. 6 7 (IH, d, J ~ 2 . 4 Hz), 8. 0 7 (1H 
25 , d , J = 5. 6Hz), 8 . 3 2 (IH, m), 8 . 6 4 (IH, b r s ) , 12 

. 2 9 (IH, s). 
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E S I —MS (m/z) : 6 2 4 [M+H] + . 
(M^fij 18 9-1) t g r t --ff-zu 3 — ^ ~f-a-7~ g „/ Tif 1 -- 

1 - B o c - TW^> - 3 - ^ ( 3 . 4 5 g ) (0*9 / (17 5 m 1 ) & 
5 Sic 2M^ $>'"ff7 fc Ko7 7 (21. 9ml), MfM ( 1 . 

7 3ml), I0%^7^^Mf (2. 15g) ^tvK«#HIIT 1 

u^o ^fciiiu m&mwmk ixmmitms (4. 0 7 e , 10 1%) %# 
10 fc„ 

3 H—NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 43 (9H, m 
) , 2 . 17 ( 6 H, s ) , 3 . 0 1 ( 1 H, m), 3 . 7 9 ( 2 H, m) , 3 . 9 1 
( 2 H , to ) . 

(SiBfffB 1 8 9-2) N- [ 1 ( 1 •<>vVM-'V< }) i?>>- 4 — {M 
is v ; y-3--<^3 -N, N-^W^y .EttBfeift 

t e r t - 3 - 5? ;* ^7 5 / T if ^ vV- 1 - * A^aK^'V V™ f> ( 7 . 
OOg) *mW$U ma!)7^tnii (2 1. 6ml) »± 
3 0m £^£^1. 5 W# lfc„ OTMU It 

3 - (*J* f/ur s; y ) t*Z?-&> z. h y ^M-ogfcg&g: colM^i? (e s r - 

20 MS (m/z) : 1 0 1 [M+H] + ) fcftfc, u u * $ 1/ (3 5 0ml 

) Vcmm U 1 <>'^~ 4 - tf^ y ( 6 . 4 9ml ) &#n£, MLT? 1 0 
:M£If# Lfc. rii^Tk^ U r. hi? Tir h ^^tR«^ ^Sf - t- 3J # A ( i 
l. 1 g) &MtL^ sl:?ET"2S#KWUfc 0 %J&$fc*rW$& tfc 0 B»1M£— 
(3 0 0ml), g&fafctfDks !)A^ftiTilT2 0;^i»i, rft 

25 Lit, y^mt-mm^-f'^ :r-b7t K077 v« 1 : 1 -cmm Ltc 0 mmm 

mt&vftffimfc 4 Nmrn-mk^f-A-mm (26. 3m n t*o^fc 
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B rtb^liU m^&k\*x$tM{\&Vsz>&&f$fo (14. i g) 

E S I -MS (m/z) : 2 7 4 [M4-H] 
(flig #l 18 9-3) N , N - g£ ;* ^ N [ 1 ~ ( jJ 2 >- - 4 -± A-) ... 

N ~ J-flST 5 ^ HJ»tefe£)&|3 (14. lg) ©2~/n/V~^(3 
8 Oml) ~7k (3 8 0ml) fcl 0%^7^« (5. 0 g) &aR?u 

*«»h^i% «rei 2s#r«#b/c 0 ttffit-^jufc, %m%mmmu m 
miMit ^xmmit&mcomi&m do. 7 g ) zntt* 

10 ESI -MS (m/z) : 1 8 4 [M + H] +. 

(gjf 18 9-4) vv^ * 4 [ 2 - ({ 4 - [ 3 - ( i? /■ <f~}VT % J 

4 TV-t-T-y"_ — 2 - 7x=^} fr^Zlzj *~ ^ 

^O-vVv [4 - (2 -T S J fc-y v ; y--4--fM^V) - 2-7^tn7*= 
15 /K] — b ( 1 5 0 m g ) <DT b 7 t= Ko 7 7 >' ( 6 . 6 4ml) b 

U^.f-/^T^> (0. 16 9ml), ^n«7r^A (0. 13 3ml) SrJP 

N - v 5 / /^7;K ( 1 • 5ml), v : / - [ 1 - ( tf-- U 5? >' -4- 

-Y/k) T 3 7 ? >Hitlt:i.t (4 9 8 m g h b U ^fVVT 5 V 

20 (O. 200mJ)^Pi ■C-%l%mm.X 1 2 S#M# L7c 0 »i£^/V 

( 3 0 m 1 ) . 1 N7j«b-i- b V $J»-&mm (10ml) fcHS,tT, i^T? 1 
MW Lit, Z. r. tcffiSHftifckSrtD^fc %^%H^^A'"ettaf, L7b, *Ji «1£^ 
fvUT»fMiLf;: 0 $mf^ft#K 1 N^SHfc"^ b V ISfPA^7K"c1I^ 
&f$U «»^by #At?«#feUt» ®«^ti»iftfg U B-K'v^T? 
25 ^7A^P"? ^^77^f- (Fuji S i 1 y s i a NH, ^ffl^ ; 

;v-i§xf A : ^ ^ 1 9 : 1) XWUhtz. 0 Sttfea&&8ttU 
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LtSSfb^ ( 1 1 8 ra g . 4 9. 3 %) 
'H-NMR Specti um {CDC 1 3 ) 5 (ppm): 1. 2 6—1. 3 5 
(2H, m), 1. 7 3 (2 H, m), 2. 12 (6H, s), 2. 2 5 ( I H, m 
), 2. 8 3 (3H, m), 3. 0 5 (2H, tn), 3. 4 9 ( 2 H, m), 3. 8 8 
5 (2H, m), 5. 2 3 (2H, s), 6. 5 0 (1H, eld, J = 2. 4, 6. 0 

Hz), 6. 8 5-6. 9 1 (3H, m), 7. 2 3-7. 2 6 (2H, m), 7. 
3 5 - 7 . 4 2 (4 H, m) , 7 . 6 1 (lH, d , J = 2- 4 H z) , 8 . 0 4 ( 
1H, d, J ~ 6. OHz), 8. 14 (1H; brs). 
E S I -MS (m/z) : 5 6 3 [M+H] + . 
10 19 0) 2 - { [ 4 - ( 4 - E F P ±k B g£> = ' "-^^) l " v<;j 

1 /V] g 7 ) —4 - ( 4 - { 3 - [ 2 - (4 P 7 

4__ ( 4 _- T ? yy^/d^y) -2- {[4- (4-t Kn^^U ^^-1" 
-f /V) y > - 1 - 4 )V\ % >\,t$~/VY 5 / } fcf U i?V C 2 1 4 ra g ) t ( + 
15 ) - x 0-*y77-^*Vt (1 0 5mg) <D*>9 J — fV (4. 0 m I) SIS 

2 - { 4 - 7 ;W 7? u y * ~/uO T -fe W >' "f^v'T -'F — 1- - h >WWi ( 0 
2 5M, 3. Oml) fcMfcTjtlPjSL 4«»bfc. 0 gOS&trM&^A'fc 

mmmm&m*r ^ y ^*«T*#ifit^ wM«-^fn^»*a^ f y ***** 

20 S/il^^^ntl^?'^^ (Fuji Si lysia NH, 'WtttW. ; 

mm^fr ■ * # / — A-— 100:0~97:3)}C£0 If M U ( 5 

8 . 6 m g „ 1 9 %) £ 6 t V T#fc 0 

1 H — NMR Spectrum (CDC l s ) 5 (ppm) : 1. 4 0-2. 0 
0 (8H, hi), 2. 3 2 (2H, m), 2. 5 1 (1H, m), 2. 7 5 - 2 . 9 
25 5 (4H, m), 3. 6 0-3. 8 0 (3H, m), 4. 0 5-4. 2 0 (2H, m 

), 6. 5 4 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 40 (7H 
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m), 7. 6 3 (1H, d, J — 2 . 4 Hz), 7, 6 7- 7. 7 0 ( 2 H, m) 
, 8. 0 4 (1H, d, J = 5. 6 Hz), 8. 5 0 (1H, brs), 12. 2 6 

(I H, brs). 
E S I —MS (m/z) : 6 0 7 [M+H] + . 

(M&M .1.9 0-1) 2 - { f 4 - ( 4 - fc K g jr V gd: ^ J ^ 1 ~ 4 ^) 
^ D -J >- -- i - 4 A>1 % Astf=./UT - 4 " - ( 4 - ~ h g Z £ ^ ^ 23 fc9 S 2 

2 -7 5. y - 4 - (4^f»7x / eyi?y (U6mg) &§r«#llM 

T\ X h 7 t (2. 5ml) £&#3i!rfc 0 tKtK^MT^ h 3J 

7 5 >• ( 0 . 175ml), ^nn ^7 * ~)V ( 0 . 157ml) «T Lft a 

N ^fifc-C 4 - ( 4 — fc K n fcf-< 3 1 "f ^) U (SOOmg 

) ON, N-^WM7 5K (5. 0ml) $80l&M bfc, R 

5*W?A^Pvf^77-f- (Fu j i S i 1 y s i a NH, &Bi& ; 
BfcRa^vV : * ? J —fr- 1 00:0-97:3) ia?) - t «£ ! 2 3tJ® 

^^■w (243mg) *mj*&Mxmt isxnft» 

1 H— NMR Spectrum (CDC1,) 6 (ppm) : 1. 4 0-2. 0 
0 (8H, m), 2.3 3 (2H, m), 2. 5 2 (1H, m), 2. 7 5-3. 0 
0 (4H, m), 3. 7 1 (1H, m), 4. 0 0-4. 2 0 (2H, m) , 6. 6 
4 (1H, d.d, J — 2 . 4, 5. 6 Hz), 7. 15-7. 3 0 (3H, m), 7 
. 7 5 (1H, d, J = 2. 4Hz), 8. 16 ( 1 H, d, J = 5. 6Hz), S 
. 2 5-8. 3 0 (2H, m). 
CSjf#ll 1 9 0 - 2 ) 4- (4~7S;7x/^) -2- {[4- ( 4 ■■■■ j? 
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2 - { [ 4 - fcf y z> -y - l~4 fr) t?^ JJ i? >' - i - 4 /u] 7? 

= /l-T ? y } - 4 - (4-=>P7i ./ # V) y & >' ( 2 4 3 m g ) Srx h 
7 t K P y 9>' (25ml) ^«$itfc 0 2 0 %fcmt'<7 (140 



ClttCiO, (214mg) llffeitiltifc, 

ES I —MS (ra/z) : 4 1 2 [M+H] + . 
(»M 19 1) 4 ~ ( 4 ~ { 3 - [ 2 - (4~7>tP7x^V) Tir gyl/[ 
1° ^t»W FI 7x^-7) -2- {[4- (1 - ^;'/^ 7-yy-4-^l 
g< g j7>— j 7 3/W^;lT g_/J gjj 

4- (4-7^/7x7^7) -2~ {[4- ( 1 - /■ =f-/Uif^y - 4 --^/W 
) S^-l <f/V] ^;^1/T$7} fcfP ^ (I4 9mg) i ( + ) - 

1 0~^77 7-^M7i (1 5 2mg) <Oa^$ J — }V (4. 0 m I ) »}C2 
15 - (4~7;i,tt3 7x^) TtW yftv'T^- f^xyft (0. 2 
5M, 3. 0ml) SrMJCTflD;^ 38W»Lfc c Kj&m&ffikx.TA'bmm 

7 P?f^77 >f — (Fuji Si lysia NH, &ffl$c ! Sit 
20 rc^/i/ :^7;^V=9 8 : 2-97 : 3 ) ■ 57. J: D ItM U $mfc&m (SB. 2 

m g , 4 0 % ) Sr & &U5fe £ L T#fc D 

'H-NMR, Spectrum (CDC 1 3 ) 6 (ppm) : 1. 4 0-2, 0 
0 (5H, m), 2, 3 4 (3H, s), 2. 4 0-3. 0 0 (1 0H, m), 3. 
7 1 (2H, s), 4. 0 5-4. 20 (2H, m), 6. 54 (1H, 3d, J = 
25 2. 4, 5. 6 Hz), 7. 10-7. 4 0 (7H, m), 7. 6 3 (1H, d, J 

= 2, 4Hz), 7. 6 7-7. 70 (2H, m), 8. 04 (1H, d, J ~ 5. 
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6 Hz), 8, 4 7 (1H, brs), 12. 2 6 (1H, brs). 
ES I -MS (m/z) : 6 0 6 [M+H] + . 

CiaifM i9i-i) 2 - { r 4 - ( i . - * T ^ J£< z 2. > - 4 - ± y: y 

5 2-T5/-4- (4-~fn 7'^,/ fcfp ( 1 I. 6 nig) tr§t*#ffl^ 

Tv rf?tFn77>' (2. 5ml) KWiMiSlt1t 0 h V x-f-jv 

T5> {0. 175ml), ^nn^l7x^'/ (0. 157ml) iHSTLfc. 

, T4- ^ fcf«* 7 > 5 >'~ 4 - -f /!✓) tr-^s !Jy'y (5 0 Omg) © 

10 N, N-^f/U*M7 5 K (5. Oml) ^-t'^x.T-rd»Ufc 0 KM 
&g|^7vw£*^#SSLfc 0 Wfi.l^ i NTK^-fb-t" h y *7 A^tc^x 
xmfrU m&mki-hl) ! 7^«ut Lfc^K JSat^rv-p* 

^7A^P7 ^77^- (Fuji Si lysia NH V Itffi^ ; « 

15 ft (l 6 3mg N 7 4%) btftfc, 

1 H — NMR Spectrum (CDC 1 a ) 5 (ppm): 1. 40-2. 0 
0 ( 5 H, m) , 2 . 3 1 ( 3 H, s ) , 2 . 4 0 - 3 . 0 0 (1 0 H, m) , 4 . 
0 0 ~ 4 . 2 0 ( 2 H, m) , 6 . 6 4 ( 1 H, d d , J - 2 . 4, 5 . 6 H z ) 
, 7. 15™ 7. 30 (3H, m), 7. 75 (1H, d, J — 2 . 4 Hz), 8. 

20 15 (1H, d, J = 5. 6Hz), 8. 2 5-8. 3 0 ( 2 H, m). 

(Mit:Ml9 1-2) 4- (4-7^7a;^ ) -2- {[4- ( l-p*:f 
;u tf ^r^v- 4 /u) fcV< y > ? >■ — l - 4 % frig ~~ /u TXJ] fcf y >- 
2 — { [ 4 - ( 1 - f >/U fcf«^ 7v i y-4~^ /t-') y >- — 1 - /V] fj }V if, 
~AsT%/} -4~ (4~^fP7x/^) fc c, i^>' (163mg) Srx h 7 fc 

25 F B77V (20ml) \Z&fR £ *fc 0 2 0 7 i? (I04mg 
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Kxn, mmit&m (149mg, 98%) t LT#fc 0 

B:S I -MS (m/z) : 4 1 1 [M+H] + - 

J^tejgl 1 9 2) 4 - ( 2 - 7 g - 4 - ( 3 - [ 2 - (4-7 n 7 re n 
5 A-) ft!7 V^fK} 7i;»^) —6- {[4- (1 ■■-,/f/V^7> i 

^- 4 -4M ^ V 1 — t M j})Vi£~jV7 g y } g jj g i/y 
4 __ (4~75;-2-7^tn7s;apV) -6- {[4- (l-if/^tXy 
4 — f /U) fcf^y v>>- 1 ->f AO *^^=/UT 5 /} 5 -7> (9 8 m 
g ) i: (+) ~ 1 0 -75 yy T ~^^>Wk (7 9 m g) <Ox.# / —75-- (2. 0 rn 
10 1 ) WW. K 2 - ( 4 - 7 n 7 k = X-feTTVW-f y v"T * - h - h >" 
^ (0. 2 5M, 2. 0ml) SrMLfcTJP*:, 3. 5 fl#!BISfc# KJ&JRfc 

U SBS^y ilJf^isy^ n-^ h^77-f- (Fuji Si ly s i a N 
15 H, ; M^/^i^m^TVV- : y * y ~/t— 9 7:8) iU: 5 ffi*»U * 

(65. 2mg, 46%) & Sfet&5|5 1 L T#fc s 

: H •••• N M R Spectrum (CDC1 3 ) 5 (ppffi): 1. 4 0 — 2. 0 

0 <5H, m), 2. 3 0 (3.H, s), 2. 4 0-3. 0 0 ( 1 0 H, m), 3. 

7 3. (2H, s), 4. 0 0-4. 2 0 (2H, m), 7. 10-7. 4 0 (7H, 
20 m), 7. 62 (1H, d, J = 0. 8Hz), 7. 86 (1H, dd, J = 2. 4 

, 11. 6 Hz), 8. 3 3 (1H, d, J = 0. 8Hz), 8. 6 4 (1H, br 

s), 12. 4 0 (IH, b r s). 

ES I -MS (m/z) : 6 2 5 [M+H] + . 

JW&m 192 -1) 4- (2 - 2Jk^B - 4 F P 7 y r3 r v 7 ) - 6 - { [ 
25 4— ( 1 — y ■y -/^h°^' 7 v'V— 4 ~4/^) tf-^U V s >~ — 1 — -1* /V] TJ/i-yl^/^-y 
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4 _ r ^ j 6 _ ( 2 - -4~^M7x/ t° 3 X V>>- (10 0 m 
g) £Hm#EMT, Tf7tKP77> (2ml) fC^I^'-5tfc 0 7k7X»£PT 
>■ y zcf-tV7 $.y (0. 139ml), ?PP - (0. 125ml) 

5 »MT, mmzX 4 ~ ( 1 fvH^^ v>>- 4 — f /w) tf-< y yV (4 
4 Omg) ©N, N-'^WMrS K (4. 0ml) ?#»£PxT 2 H#R9Jfc 

s V $ FA** 7A^nv^77-f-(Fuj i S i 1 y s i a N H 

10 % ItmM ; g^it-'^/i— SS-^^ : A£V 9 7:3) Jr. D £ t 

(Ci 9*H^4* (104mgs 5 7%) tt#fc a 
*H— NMR Spectrum (CDC1 3 ) 6 (ppm):l. 4 0-2. 0 
0 C5H, m), 2. 3 4 { 3 H, s), 2, 4 0-3. 0 0 (10H, m), 4. 

0 0 4. 2 0 <2H, m), 7. 3 5-7. 4 5 (2H, m), 7. 7 3 (1H, 

15 d, J=0. 8Hz), 8. 0 7-8. 15 (2H, ra), 8, 3 2 { 1 H, d, J 

= 0. 8Hz). 

(IIfJl9 2-2) 4- (4-7^7 2 7/^07x7^) - 6- {[ 

20 4— (2— 7vV^-ta-4~= f-ny^/ ^y) - 6 - {[4- ( 1 -;>< ^vVh°-<y 

4 -—f /V) fc?^ y vV- 1 --</'<] ^7^/J?=;VT if V 5 5? y (10 4 

m g ) t\7 t K» y y > (15ml) tcgft¥& *fc 0 2 0 %7»ffcv ° 7 v 5 P A 
(7 Omg) »;tv 7K*#HmT-e-|%ff # Ufc 0 U ^ r y b 

25 EEf£M-f £ - £ ± 9 -SIBf ( 9 8 m g % feMM trMJtfe}!) » £ U T# fc 
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ES I -MS (m,/z) :4 3 0 [M+H] + . 
(MMM 19 3) 4 ~ ( 2 - yjVJr p - 4 - rJ_3jnI,2-..„(,4 ~ 7 /M' a y x. = =-_ 

a-} t±t&2 t± £ YA El 7j / 3^) - 6 z { C 4 - ( i - ^ f-/v^ U V s 

5 4 (4--T$ /~2-7;vtn7xy - 6 - {[4- Cl-^^vH^D 

v 5 ^- 4 --ov) e-<y 1 — < /i/j *A-7if=/ur ^ ./ ) tfy 5: v*>' C 1 3 4 

mg) t (+) ™10-.*y77-7.^>f (1 0 9mg) ©i^^ (3. 
Oml) 2 ~ { 4 ~7/KtP7i^/) T-tr^'M' y^T^ 1 - h - M" 

(0. 2 5M, 2. 5 m 1} SrML^T^n^, 3. 5«|^fc 5 

U SftSfc& 5 # 7^b h^77-f»(Fuj i Silys 
i a NH V ; I'WI^fvV— : jt 9 8 : 2) 0 If 

MLfc, @»BMISU (6 0. 7mg, 3 1%) 

15 Ltifc, 

1 H-NMR Spectrum (CD C 1 3 ) § ( p p m) : 1 . 50—2. 1 
0 (6H t m), 2. 2 0-2. 4 0 (4H, m), 2. 5 5-2. 6 5 (4H, m 
}, 2. 9 0-3. 10 (2H, m), 3. 5 0-3. 6 0 (4H, m), 3. 71 

(2H, s), 7. 10-7. 40 ( 7 H . m) , 7. 53 (1H, d, J =0. S 
20 Hz), 7. 3 7 (1H, dd ( J — 2. 4, 11. 6Hz), 8. S3 (1H, d 

, J ~ 0 . 8Hz), 8 . 44 { 1 H, b r s ) , 12. 38 ( 1 H, b r s ) . 
E S I -MS (m/ z ) : 6 2 5 [M+H] + . 

(WfeM 1 9 3 - 1 ) 4 - (2-7;td-p -4"^^P7x/^ » -6- ££ 
4 — { i — ^ ^-/u- y >' - 4 — -f A*) tf 7 v^— 1 - 4 /R] # ^7" ^ 

25 j } y g 

4 - 7 % J — 6 - ( 2 - P-4-=fo7x/ ^r^) tf 9 $ P > C 1 0 0m 
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g) trSSt^ffilCK ff7tKB77V (2m 1) ^ffi$-&1t 0 tt^^iT 
|C h 3 x-f-AsT %> {0. 139ml), ^nn =¥g|7 ^z^As ( 0 . 12 5ml) 

it* #llf(T\ ^S. T 4 - ( 1 - ^ fvV fcf^ y v' y ~ 4 - -4 As) 7 S? > { 4 
5 40mg) WN, N-t>^ f;^^A7 5. K (4. Oml) «%?JILtT 2 

$u Mfp«7k^»»L,, «-«7"Ky ^A-ei£#tfc 0 ««ra*t 

M&v-y *W7A^ n-v ^77-^" (Fuji Si lys ia 
NH, ; iMt^T"^— : * $ J —A"= 9 7:3) fc£ Q flHg"f*5 

10 rit J; 9 «ib^Hls (14 5 m g, 7 9 %) £ ITifc, 

1 H-NMR Spectrum (CDC 1 3 ) 6 (pp m) : 1 . 60 - 2 . 0 0 
(6H, jn), 2. 2 0-2. 30 (lH, m), 2. 28 ( 3 H, s), 2. 55 
-2. 6 5 (4H, m), 2. 8 0-3. 0 0 (2H,m), 3. 4 0-3. 6 0 ( 
4H,m), 7. 35~7. 45 (2H, m), 7. 73 £ 1 H, d, J = 0. 8H 
15 z), 8. 07~8. 15 (2H, m), 8. 3 2 (1H, d, J=0. 8 Hz). 

(MMI 19 3-2) 4 - (4 -T g I ~ 2 - 7 /^n 7xy^V) - 6 - { [ 
4 - ( 1 - / fcf^ >' > - 4 — ^ /W) ^ g H >' -1-4 A s] fJ Aj g T g 

y } tf'J^y 

4- (2-7 Asfr P - 4 - ^hP7 a ./ 3f v') ~ 6 - {[4- ( 1 ~ ^ ^ fc^ J/ 
20 vV™ tf-<7 1 -"f /H *^aR=/VT 5 7} v7y (145 

mg) & 7- V 7 t F n 7 7 > ( 2 0 m 1 ) «8? * *7t 0 2 0 %7»1 7 v ; r 7 7a 
mm (10 0.mg) »x., 7K«W«TT-It«L/t a «&'6Sru rfy 

r £ ic J: I? rnmit^ ( 1 3 4m g , 9 9 %) trl»fi«% £ Lt 

25 #fc 0 

E S I — M S (m/ z ) : 4 3 0 [M+H] + . 
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(Mt&ffl 19 4) 1 - [ 1 ~ ( 2 -i?? gvkZ LLZ^ gvj^ 1 4 - < 
3- [4- (4 - {3 - [2- (4-7^P7x=;M Ti?fvl-] 

3- [4™ (4-TS;y7cr.y -1- [1~ (2-S? 

5 ^ fWT 5 J xl*}~7V) fcV< y 4 ~-f /V] - I ;* 3vV ^7 1/7 ( 1 2 lmg) 

©jc£r y — /]> (2. Oml) SHfcfc (IS) - (+) -10-^^7 7 V 
|(119mg) ^M, »10^Wtfc. --{^ 2- (4~7^n 
7 « - /i'-) 7' "fe ^/M" V v' 7" b (2. 3 4m K 0 . 2 5 M h /U^ ^gfgj 
) fcjp*., giTCS 0 5Wftlf L>t 3 K^W^^/i— »»*SH" h P 17 

P * W# 7A^P7fy77^ — ( F u j i S i 1 y s i a NH N gfflt^f- 
/V~jf»cf-/V : ^ ^/-/U= 2 0:1-10:1) L/C,, S f»&-ai>if 

&&Mia>xmmvit Q mm** l c -ms (»tntt ; P a—*- h p ^ 

m&fflmi- h P ^^|SLfc 5 rillrllt, LT»>®f^% (26 

. 3 m g , 14. 8 %) <fc#fc, 

1 H — NMR S p e c t r urn (CDC 1 3 ) 5 (ppm): 1. 64 (2H, m 
), 1. 7 8 (2H, m), 2. 10 (2H, m), 2. 2 8 (6H, s), 2. 4 7 

20 (4H, m), 2. 8 8 (3H, s), 3. 10 (2H, m), 3. 7 0 ( 2 H, s 

), 4 . 16 ( 1 H, m), 6 . 5 5 ( 1 H, d d , J = 2 . 4, 5 . 6 H a ), 7 
. 0 8-7.16 (4 H, m) , 7. 20 ( 1 H, brs), 7. 2 5 - 7 . 31 ( 
2H, m), 7. 66-7. 69 (2H, m), 8, 06 (IB, d, J ~ 5. 6H 
z), 8. 8 2 (1H, brs), 12. 2 8 (1H, s). 

25 ESI —MS (m/z) : 6 0 8 [Ml H] + . 

mmm 1 94-1) 1 - [ 1 - ( 2 - y ^ ^7 ? j ^/v) ^ p ^-4 
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4 - {4 h n 7a y #v-) tf P v^- 2 ~--f /VT 5 V ( 1 1 6 m g) ©7 1 h 7 
t K P y 7 ( 5 . 0 m i ) Ml? h V xJf-fiST 5 >' ( 0 . 2 0 9 m I } 

5 x ^ cz n jflg? ^ ( 0 . 15 7ml) fcto*., t*fItTt?Ut' 3 0 

#tfc D K^JKSr«l6Ufco SiStN, N-^f^ATS K (2. Oml) 

TSV (4 6 3mg) ttx. £ffi^6l$|fi«#Lfc 0 KlS»»^^K IN 

^AT«Lfc, r_Ht«U BI%v'!;*m7^P-rf^7^ (F 
u j i Si lysia NH„ ; g'fIt-^~W^^ : * £ ^ 

2 0:1-10:1) tflUfc, Itti^^ll'L, LTSI 
ftl^t? ( 1 8 6 m g , 84, 1 %) &#f~ a 

15 ! H-NMR Spectrum (CDC 1 3 ) 8 Cppm) : 1. 65 (2H, m 

), 1. 7 9 (2H, m), 2. 10 (2H, m), 2. 2 5 ( 6 H, s), 2. 4 0 
-2. 5 0 (4H, m), 2. 9 0 ( 3 H, s), 3. 0 1 (2 H, m), 4. 15 
( 1 H, m) , 6 , 6 5 ( 1 H, dd, J = 2 . 4, 5 . 6Hz), 7 . 18 { 2 H 
, d, J = 9. 2Hz), 7. 25 (1H, brs), 7. 80 (1H, d, J ~ 2 

20 . 4Hz), 8 . 17 ( 1 H, d , J = 5 . 6Hz), 8 . 27 ( 2 H, d , J = 9 

. 2 Hz). 

ES I -MS (m/z) : 44 3 [M+H] + . 
( Matfij 19 4-2) 3 - [4-- (4-7S77x/ * y-j tf :J v^-- 2 4 A* 
1 ■ j j - ( 2 ~ v' f-J^T % J z^f- M \f ^ V > ; y " 4 - -f A-] -- 1 -- :^ ^ 

1 - [l- (2~vV^T5:y^^) t'^J) v : V-4 — f/ki - 1 -^^vU- 
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3 - [4 - (4-=hP7i;^) fcT y v'^- 2 • -f/i-" 7V7 (18 6 m g ) 
© T h 7fcKn77y (5. Oml) tC 2 0 9 *J 9 ( 5 0 m 

g) %m±s 7jci«Ts^i 2R#w»^fc 0 MKir-ssijLfc, 5»nri 

U r«fe«t»^ tT»fb'^ (12 1mg s 6 9. 8%) 
5 'H-NMR Spectrum (CDC 1 3 ) 5 (ppm): 1, 6 4 (2H, m 
), 1 . 7 8 (2H, m), 2. 10 (2H, m), 2, 2 6 (6H, s), 2. 4 2 
-2. 5 1 (4H, m), 2. 8 7 ( 3 H, s), 2. 9 7-3. 0 4 (2H, m) 
, 4 . 18 ( 1 H, m) , 6 . 4 8 ( 1 H, dd, J = 2 . 4 , 6 . 0 H z ) , 6 . 
7 0 (2H, d, J = 8. 8Hz), 6. 9 0 (2 H, d, J = 8. 8 Hz), 7. 
10 2 1 ( 1 H, b r s ) , 7 . 6 2 ( I H, d, J = 2. 4Hz), 7. 9 9 (1H, 

d, J^6. OHz). 

E S I —MS (ra/z) : 4 1 3 [M+HJ *. 

(HjfeMl 9 5) 4 - [ 3 - (S> S 7 ) Xi^v^- 1 - >f ^1 fcf V 

*Jy~l Tv'K [4- (4- {3- [2- U-y/l^j- n 

15 7x=^) T-feTTkl ft^WM 7 x/^'» tfys^ — 2 -. -f/V] T ^ K 

4 - [3 - (yVW5/) T^f~Z>>~- 1 ~-f/t^] fc^SJJ v'>~ 1 

y y ^ t ^ k [4- ( 4 ~r%; y * / * >-) y y - 2 - -i ?v\ r % K 

(91. 5 m g) CDX-f J -IV ( 2 . Oml) J&ffcfc (IS) - (+) -10-* 
20 y7 7^M>t (9 0. 7mg) M.TM 0£HB8fcJf L7fc D Cir.^ 

2 - (4-7Ha7i^) T-fe-^W 4 Vf-itS/T^— h (1. 2 8ml, 0 

mu^m^m^ h y ^tR^^kl^ tii^i7Kiit h y 7^«t 

, illf L fc B g&& & y 7J ->*/V* 7^nvf^77^~ (Fuj i S i 1 y s 
25 i a NH, it-lt^/Wg^^/V : ^ 2 0:1 — 10:1) "CftM 

Lfc 0 Bftft^t?®&«^*T»*gUfc. »LC-MS Otffi«;T1ih~ 
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immmtfcmj-yy <?&&im%tok.z. a ctimm^mmu %mm*m 
mimfrx-mftu f v v&x-nmhft, uv^mmu &t>tiiz%m 

5 x-r/K«tfc e m&g&giftjftU Bfe©*i: bT*»^tl/ {14. 2m 
g % 10. 5%) *#t e 

J H — NMR Spectrum (CDC 1 3 ) S (ppm): 1. 3 1 (2H, m 
), l. 7 2 (2H, m), 2. 16 (6H, s), 2. 3 3 (1H, m), 2. 9-4 
( 3 H, m) , 3 . 0 4 ( 2 H, m) , 3 . 5 6 C 2 H, m) , 3 . 7 1 (2 H , s 
10 ), 3. 9 0 (2H, m), 6. 5 3 ( 1 H, dd, J ~ 2 , 4, 6. 0Hz), 7 
. 12 (4 H. m) , 7. 26-7. 31 (3H ( m), 7. 6 3- 7. 69 (3H 
, m), 8. 0 4 (1H, d, J — 6. 0Hz), 8. 5 5 (1H, s), 12. 2 
6 (1H, s). 

ESI -MS (ra/z) : 6 0 6 [M+H] + , 6 2 8 [MtNa] + . 
15 (»M 19 5-1) 4 - [ 3 - 'f'lVT S J ) Tiff-v 5 ^- 1 ->f fc° 

^ p -^y- 1 -,t;'^>v' P y y~ T v' K [4 - ( 4 - = fc Q7»; fa" P 

^y-2 —f/^] T g K 

4 - (4-= f> D7x^ ^v') fcfp -yy- 2 ~>f /VT $ y ( 1 1 6 m g) (DT h 7 
fc K 3 7 7 VfiSS ( 5 . Oral) It, Silt* b P ^JVT $y (0. 2 0 9ml) 
20 N £ n n #7x^ ( 0 . 157ml) %M±, S«IKT»7! 3 0 5>Mff 

#ufc 0 mm%mmi-~ft e »fy^w?y (o. 6 9 7ml), n, n 

• - ;* ^ — N— [ 1 - (fcf^P^y-4—f ^) T "t? f - y - 3 - -f /V ] 7;y 
SMI {5. OmK 0. 5M N, N~v?^;vt/VA7? FliD^ * (0 



340 



WO 20«5/082854 



PC!7JP20»5/003?M 



iiysia nh, ; mm^^-wm^^ > * $ j ^= 2 0 : 1 ~ 

l 0 : 1) -eflHItfc, Stefeli^«r*l6U WSIi^l (1 

12mg, 5 0. 9 %) %#fc 0 

1 H-NMR S p e c t r um (CDC 1 3 ) 6 Cp pm) : 1. 3 2 (2H, m 
), 1. 71-1. 77 (2H, m), 2. 12 (6H, s), 2. 27 (1H, m 
) , 2 . 8 4 ( 3 H, m) , 3 . 0 7 ( 2 H, m), 3 . 4 8 — 3 . 5 3 ( 2 H , m 
), 3. 8 5-3. 9 1 (2H, m), 6. 4 0 ( .1 H, dd, J = 2. 0, 5. 6 
Hz), 7. 0 9 (IH, m), 7. 18 (2H, d, J = 9 - 2Hz), 7. 7 4 

( 1 H, d , J == 2 . 0 H z ) , 8 . 15 ( 1 H, d , J ~ 5 . 6Hz), 8 . 27 

(2H, d, J = 9. 2Hz). 
ESI —MS Cm/ a ) : 4 4 1 [M+H] + . 

f»#U 9 5-2) 4- [3 - (v^-TvKT S/) T-fef^>- 1 — f fcT 

4- [3 ~ ( 5? ;* f/W7 5 J ) TttV-y - 1 f A-] fc°^ U 5^- 1 - * 
v- !i 7 £ T v' F [ 4 - (4-^fP7x / =3r iX) if U v 5 ^ — 2 - / V] 75K 
(112 m g) ©ff7t K o 7 7^(5. 0ml) 2 0 7 *J V 

J»\m (50mg) SrJUDjt, 7fc*#B8ftT£Jr? 1 2«#lfc 0 Mi^BUL 
ft, 5^iiU«ft»at«l (9 1. 5 m g. 8 7. 8%) 

1 H-NMR Spectrum (CDC 1 3 ) S (p pm) : 1. 30 ( 2 H, m 
), 1. 7 0- 1. 7 8 (2H, m), 2. 12 (6H, s), 2. 26 ( 1 H, m 
),. 2. 8 2-2. 8 7 (3H, m), 3. 02 (2H, m), 3. 48-3. 55 
(2H, m), 3. 9 0 (2H, m), 6. 4 7 (1H, dd, J = 2. 4, 5. 5 
Hz), 6. 69 (2H, d, J ~ 8 . 8Hz), 6. 89 (2H, d, J=8. 8 
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Hz), 7. 4 0 (1H, brs), 7. 5 5 (1H, m), 7. 9 6 (1H, d, 
J = 5. 6 Hz). 

E S I ~MS (m/z) : 4 1 1 [M-fH] + . 
(Hjfeffjj 19 6) 4 - ( 1 ^/VTif ?-i?>- 3 A-) 1 
5 /V#> ;/'J r> 7VK [6- (2~y./l^P~4- {8 - [2~ (4-7/^ 

4 - ( 1 - / <?A'T-&'?-i?>— 3 — f /K) t'-<7^y~ 1 -*^#^V3J y £ T 
v'K [6 - (4™7U~2~7^tP7x;^) fcfy 4-^/^3 T 

10 5K (3 1. 8m g) <f>^#J<-fc (l. 5ml) (IS) - (+) -10 

-Ay77-^*>t(z9. 4m g) iivSrSnfi oa-RflSHfcUfc 

„ r IE 2 - ( 4 - 7 frit P7x T ir^/P -f 7fty7^^ h - h A<x y 
mm (0. 2 5M, 0. 6 3 4ml) MUXB 0^W9M*Lfc„ 

15 jfrU 7i^T^MLfc c rft&*isu »LC MS MM 

; r-fe f - h y ^~tk~ h v y *s*n%mm xmm ut« i ^ij^^-m u 

*&5fc t L.X&mi£& ! & ( 8 . Omg, 16. 9 %) £#fc 0 
20 1 H — NMR Spectrum (CDC1,) 5 (ppm):2. 3 6 (4H, m 

), 2. 4 3 (3H, s), 3. 0 3 (3H, ra), 3. 5 5 (4H, m), 3. 6 2 
(2H, b),.3. 7 1 (2H, s), 7. 12 (2H, xq), 7. 2 1 (1H, m 
), 7. 2 6-7. 3 0 (2H, m), 7. 3 4- 7. 3 9 (2H, m), 7. 63 
(1H, d, J^O. 8Hz), 7. 8 6 (1H, dd, J = 2. 4, 11. 2H 
25 z), 8. 3 3 (1H, d, J =0. 8 Hz), S. 5 9 (1H, brs), 12. 

3 9 (1H, s ) . 
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E S I - MS (m/ z ) : 5 9 7 [M+H] + , 

196- 1 ) 1 - ( 1 - jt f/vT-fe'f^y-- 3 — -f /V) ^7 B, 

sum 

1 —^t^-S^tf-S? ( 0 . 5 0 0ml) <D*# J~tV (25ml) 1 ~ 
B o c -T^f-Vy- 3 ~%~> (4 9 5ml k W&L (0. 18 2ml) Mx> 
^T'S^m^Ufco ^^laO%^?^^R* (3 0Smg) 

#h^t^«i 5Bt«#bfc e «%5S'ibfc 0 nm^mm^f-A—mm^m 

i>A-e«Ufcc rMlii, 4 — ^v^w-i- (l-Boc-TWv- 

t°-<yV> ©fi£jfc**#fc (ESI -MS (m/ z ) : 3 3 2 [M+ 
H] + ) (> ^Th7fcKa77> (10m I) Z.Z.KWfcffl^T* 
Tkmit V f"7A7//3;^!)A (2 19 m g ) ?L7c 0 !TJil»imT&r£±T* 1 5 

stti 5tm$mi>it^ lootts. 5Htf«iwa«ufc 0 mmm 

7k^Lfc 0 r. C !OX ( 0 . 2 2ml), 5 NTkSftt h V 7 ATkflSSUt ( 0 . 22m 
1) N 7k (1. lml) »x.s *m±T?lt$[H«#Ufc. ^fcSr^SULfc. 6 
Ii:4N«-ill^f/l'iI (2. 17ml) £JB;t. rillrlil, 4 — <y 
*Jfr— 1 - ( 1 — ^ f-A-Tiff- V 3— T A') ^ 7 *y~y Hffi[©fe4^fe 
(ESI -MS (m/z) : 2 4 6 [M+H] f ) Sr#fc a rtt&TK (2 5m 1). 

2 /V (25ml) »^$*-/r. n r. r. \Z 1 0 v 5 !)i«$ £ 6 i 

smg) ztL%&m%m%TmM.-v i 'zmmmwi-ito mm&miut a 
^mmmu &€,mi$ti,xmmitmmm&^ (3 8 2mg) %miz 0 

E S I -MS. (m/z) : 156 [M+H] + , 
(&BlffiJ 19 6 - 2 ) 4 - ( 1 -- jt f-;^7ff^>'" 3 — < ^) ^7 1 
- # =fr y l? y TvJl [ 6 - ( 2 - 7 ^ P - 4-^fP7x;^) 

}) %JlyziA^zdM ZJLH 
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Omg) (DT h 7 fc K P 7 7 > ( 5 . Oml) h S ~^?vVT \> (0. 1 6 

7 m 1 ) , ^ p p 7 * =/U ( 0 . 12 6ml) &j» &i&-C 3 0 #($g£J$ L 
fc„ &jS*8?£-S^U r.rj.:N s N™^WM7 5K (3. Oml), 1- 
( 1 ^A-TW^V- 3 —f As) fcf^7 ^> EJfcSfcSI (3 8 2mg), hi? 
jufvKT 5 >' ( 0 . 6 6 9ml), * (0. 3 0 m 1 ) »X.> m&T? 2 . 5 Hf m 

wmvtu &mmmwt^/K intJcbwist- h y f^k^^p^t, mt? 2 

2M8I67- 'J $ «a Ufc„ r fr&M u y # -h^-^ ^ 

77^- (Fuji S i 1 y s i a Nil &ffltt ; ffl«*^~lfflfc*?vl' : 
0 : 1-1. 0 : 1) -e»Mb7^ ^«^i^t, H&T^/W 
7 7 7 £ Uilfttft (69. lag, 40. 0 %) Sr#fc„ 
'H-NMR Spectrum (CDC 1 3 ) 5 (ppm):2. 34-2. 38 
(7H, m), 2. 9 1-3. 0 2 (3H, m) t 3/5 1-3. 5 8 (6H, m) 
, 7. 4 2 (1H, m), 7. 5.1 (1H, brs), 7. 7 3 ( 1 H, d, J = l 
. 2Hz), S. 11 (2H, m), 8. 3 2 (1H, d, J = l. 2Hz). 
ES I ™MS (m/z) : 4 3 2 [M+H] 

JllifM. j-. -Q. g - 3 ) 4 - ( 1 - > f2kZJ£±2 ^ Z 3 = -f ^) ^ Z 2 >- •"" 3- 
- TVgg j£ v- y 2 ^ Z k £ [ 6 — (4-7S/-2-7 /i^T g 7 g J ± -» g 

4 - ( 1 — > T^T^^> '~~ 3 - -f/U) t°^7 '7>-~ 1 -i&^Jj?*^ y y 7 T 
v- K C 6 - ( 2 --7/v.^p - 4 -~ K p 7 * / 3^7) t s y 5 4 --f ;W) T 

5 K (6 9. lmg) ©f f5 t K« 7 7 2 0 %tK«^7 i? P J* (15 
Omg) X.> **#gB&T^M-? 7 9#P«if tfc 0 fc&H&5$J bTto 6»$t 
fit. *fe#4M&£ LX&m4t&® (SI. 8mg, 6 4. 2%) &»fc„ 



E S I —MS (m/ 2 ) : 4 0 2 [M+H] + . 

(MMm is ?) i - [ i - ( 2 -- fJv^r g y ^-^/v) t°-< y v ? > - 4 
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~ „ 6 1 3 - [ 2 - (4~Z#i*' E Z £ Tir f vH frj^ 

3- [6~ (4-75/7*;^) t:MI ? v ? >"~4~-f^3 -1- [1- (2- 

5 119mg) (O^J-r^ (3. Oml) ffi&K US) - (+) -10-^7 

T-XAsTlsym (1 27mg) fchljJU t£tl5WLfc e (4 
-7^B7x^) h (4. 0 8m K 0 . 2 5M h 

W (lOmlK IW^^ (30ml) fc#i2bfc 0 

.o #u «^it+ b y ^^-ew-bft. «©tii«it, a«vy #y 

/V* 7^a h 9 y 7 4 - ( F u j i S i 1 y s i a N H\ ; 
^-»xf;V:^y-/V=2 0 : 1-1 0 : 1) ttSlfc. gi»fli#& 

, Ztl*nmU Bfel*Ht«l (12. 4mg) 
i h — NMR Spectrum (CDC 1 3 ) 5 (p pa) : 1. 86 (2H, m 
), 2. 2 0 ( 2 H , m), 2. 4 6 (6H, brs), 2. 6 2 (4H, m), 2. 
20 9 2 (3H, s), 3. 0 7 (2H, ra), 3. 7 1 (2H, s). 4. 2 2 (1H 

, m), 7. 12 (2H. ra). 7. 17 (2H, d, J = 8. 8Hz), 7. 2 6 
-7. 3 1 <.5H, m) f 7. 5 9 (1H, s), 7. 7 1 (2H, d, J — 8. 8 
Hz), 8. 38 (1H, s), 8. 46 ( 1 H, brs), 12. 2 7 (1H, s 
). 

25 E S I -MS (m/z) : 6 0 9 [M+H] + . 

m&Mi 9 7-1) 1- [i- (2-vV?-^T-;;xf;i /) tf^yv^-4 
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- 4 jy-] - i - f. *->u •- 3 - [ 6 — (4-^bo7 a. J v O g g g ye-'- 4 -4 . 

6- (4 sfo7*;^) t? y ? i?V-4-^/^T 5 >- (7 5. Omg) t©"r 

f 7 t Kp 7 ? V (4 . Oml) SHftK^ffiT? 1- P ^f-A^T 3 > ( 0 . 1 1 2 m 1 
}^ ^D^|7 S ^ (0. 089ml) fcJbll*., t?It3 0^WL£ o £ 
j£#S&i&*6U Mi-N, N-'^WA'ArU' (3. Oml), N- [1- 
( 2 - ^ T^AsT % J =^f-M y ^ y 4 - -f ;V] - N - ^ T^AsT % V (34 
lmg) StSPjU S£-e4 6BW#Lfc 0 £&&i£f»^3vU (30mlK 1 
N«ifct- h y 1 >A^« (2 Oml) »XL, is?iP$F»tt &J»£r 

5>iBtfc 0 *gtr«^f-^ (50mi) t-injifc. b y <7 

M$itfc 0 _hs%mf&£> mztmu mmmt i,xmm{&&m (1 3 im 

g , 91. 4 %) $r#fc 0 

"H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1 . 6 6 (2H, m 
), 1. 80 (2H, m), 2. 12 (2H, m), 2. 2 6 (6H, s), 2. 4 7 

(4H, m), 2. 9 0 (3H, s), 3. 0 4 (2H ( m), 4. 17 ( 1 H, m 
) , 7 . 3 1 ( 2 H, d , J — 9 . 0 H z ) , 7 . 4 2 (1H, b r s ) , 7. 7 0 

(1H, s), 8, 3 0 (2H, d, J = 9. OHz), S. 3 9 (1H, s). 
E S I ~MS (m/ z ) : 4 4 4 [M-f H] ~ ! ". 

m&Ml9 7~2) 3- 16- (4-7^ 7x/^) tf^v>y-4-l 
_i - [ i - ( 2 =z j£ 2l £r^Z a 1 3r -^^') ^ y v ? > / - 4 - 1 - £ 

I _ [ x ~ ( 2 - i- 5 .^ f'/l'T 3; / xf;k) k 3 ^ y Z/>' - 4 - -f />] - 1 - * 
3 _ [6- C4-^ht37*/^) try ?> 5 >~4— f^] (1 3 lmg 

) O-T V 7kKP77> (10. Oml) Sgi&fc 2 0 7 V ^* ( 5 

1. 8m g) %MZl, TkH^TiH-ClO. 5»»L-fc B ®»5Sl!U 



346 



WO 20«5/082854 



PO7.JP2lM»5/003?!H 



j&$3 ( i 2 2 m g ) 

ES I —MS (m/z) : 4 1 4 [M+H] + . 

mmm iss) 4 - [ 2 - (tfp 9 ^v- 1 zidM ^^k) ^7 1 

«#!S^T\ 4- [2- (fc"pyv>y-l- f/M V^y&^-X-U 
}Vi$. * V VvP T V K [ 6 - (4~75/"2~7 M p7j ./ * >') fc° y 5 
*?^-4-^/V] rSM4 9mg) %^$J~;V (2ml) fcjgflFUfcHs D- 
1 o-^y77-^A*yi (5 3m g) Sr^Rx*. 5 £W\ 8fcj$ b?t 0 K&f&iEO. 2 
5 M 2 - 7 /V-Tirfvwf y ft-VT^^ h - b >i8SSE ( 0 . 6 8 4ml 

VJ*7kmm (3 0ml) T^fELfc,, b P ^AtKM (3 

0ml),*(30ml), »'«7X (30ml) ««#bfc^ 
b y t> Lfr., *flE*r«EE«* LfcgL v' !i * 

(Fu j i Silysia NH> i^m$s 
?vi— i : s) iriDfltfe, B#jfeK#&t£ff«3&Ufc^ #£>ti./ta»^ 
^f-jvzL—'rfr ( l . 0ml) £-^rf-> (1. 5ml) *AP:i@#£MB&*£: 

„ utfc* w%m&zzbK.&y>m.mt&m (s. sm g , s. 4% 

'H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 8 1 (4H, m 
), 2. 4 0-2. 6 5 (1 0H, m) , 2, 6 6 (2H, m) , 3. 5 5 (4H, 
m), 3- 7 4 (2H, s), 7. 00~7, 4 5 (SH, m), 7. 6 4 (1H, 
brs), 7. 8 6 (1H, dd, J ~ 2. 0, 11. 6Hz), 8. 33 ( 1 H, 
b r s ) , 8 . 4 4 (1H, m) , 12. 42 (1H, brs). 
E S I ~MS (m/z) : 6 0 7 [M+H] + . 
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m;&M 198-1) 4 - [ 2 - f fcf p y i - ± m g ££] gd - z - ; ' >• 

- 1 - # /V/gJr %/ V 72 K [ 6 — f 2 -7/^^13 - 4 — fc P 7 a. 7 =rv' 

H^ffl^Ts 6- (2 ~7A'tn -4-^hP7x7 3rV) fc° y 5 v f >• 4 — f 

5 /ur 5 >' ( 1 0 0 in g ) %T f7fc Ko7?y (3ml) *fcfJL *tK^ 

Mff #TR- b 5 5^(0. 167ml) W^n * =7U ( 0 . 1 

(som i ) k®mmm&mi~ v y ^ A 7 jq» o om i ) t?^sat^ 0 ^ 

IXtfcW«&*&m^t7K*^ f y £A*8ftt OOnilK * (30ml), i» 
10 «7K (3 0ml) «*«-7- h 5 J !7A'-e|^Ufc 0 

ffiUfafetft:®^ #fo*ifc«SteN, N-^WMT^ K (3ml) &#P;lfc 
^ X_ [2- (fcfet y 1 — f/V) 31^] fcf^yv'V (2 9 5mg) ~N 

N~vVf;I^.'^7 5 K (0. 5m 1 X 3) 1 SS#ff»t/c 0 

ffi&W^f-fr (5 Om I) fclgffBS'ftT^^^AaKtSSft (30ml) 

is it. vt^mm &moffltT » a&m? ( 3 o m 1 ) , tk c 3 0 m 1 ) 
, ash*** (30m 1) -mmmL-tc-ik, v y ^Af^Lt # 

$0t«rSiEE«*Lfc&, »e>*xfc»i6$r> U 7^P^f ^ 7 -f - (F u 

j i S i l y s i a NH, jgffift ; -o^^SBfcx^vl^ 1 : 1 -HftSfc*^ 
/v-ftSxf/^ 19:1) MtTc, 

20 re £ t k x ?> mmmM<ommik&m 1 1 3 o m g , 70. 7%) %mm&mm 

t LTllfca 

1 H-NMR Spectrum (CDC 1 8 ) 6 ( p p m) : 1 . SO (4H, m 
), 2 . 4 0-2. 8 0 (1 2H, m) , 3.56 (4H, m), 7 . 34-7. 5 
0 (2H, m), 7. 7 3 (1H, s), S. 11 (2H, m), 8. 3 2 (1H, 
25 m) . 

m$m 19 8-2) 4 - [ 2 - y 2 k^z l — U kl ^7 ^> 
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- _1 v- liy-; 7VK [ 6 - ( 4 - T % J - 2 p7x/^ 

)_Jg j; ^ 4 ■-■OR] T 5 K 

i /wf? dp ■■/ jj y £ K [ 6 - ( 2 - y fo* a - 4 - ^^7*;^- 
>» y 5 4 ->f /K! rU*(12 9mg) I'f h 7fcKn77 >" (3ml 

} h*9J—*' (3ml) fein*fc!k 10^7^?^* (6 0mg) 

/U* 7^a? h ^77 ^ — ( F u j i Silysia NH\ ; BB^ 

\L X 0 WfaWfa^Mfc-k^ (98. 4m g) Sr^^T^/V^ r * t ttifc, 
l H — NMR Spectrum (CDC I a ) 5 ( p p m) : 1 . 7 9 (4H, m 

), 2, 4 5~2. 6 0 (10H, m), 2. 6 0 2. 6 9 (2H, m), 3, 5 

4 (4H, m), 3. 7 3 (2H, brs), 6. 4 4 (1H, m), 6. 5 0 (l 
H, dd, J = 2. 8, 12. OHz), 6. 9 8 ( 1 H, m), 7. 3 2 (1H, 
m), 7. 5 5 (1H, m), 8. 3 6 (1H, m) . 

(Mil 99 ) 1- T6- (2 ~7VRi"n --4~ 1 3- f2- (4-^/V^P 
2 a ^ /v) 7tf;i^] ^ r > W K ) / ± kl ^ I 5 >' - 4 --f /Rl - 3 - 

( i - ^ gvv; fe"-^ i J 2 y - 4 - -< /R) g W T 

$#ft$Sft0 1 - [ 6 - (4 7$/~2- 7/1^ P 7 3= / =r v) fc° P 5 4 — 

„ 3 __ v'>-~4--f/W (7 3. 9mgK 0. 

2M 2 ~ (4-7^p7x=^) A-f y^v'T^— h - M^Rfl$C 

(I. 6ml) i!?, mmit^m (5 0. 2m g, 4 4. 1%) L 

T#7C 0 

iH — NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1. 4 1 (2H, m 
), 1. 8 0 (2H, rn), 2. 0 3 (2H, m), 2. 15 (3H, in), 2, 5 2 
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- 2 . 7 2 (2H, m) , 3 . 4 9 (IB, m), 3 . 8 3 (2H, s ), 7 . 18 
(3H, m), 7. 2 6 (2H, m), 7. 3 0-7. 5 0 (4H, m), 7. 3 8 
(1H, m), 8. 3 7 (1H, s), 9. 4 8 (1H, brs), 11. 7 8 ( 

1H, m). 

ESI -MS (m/z) : 5 5 6 [M+H] + - 

(M-M19 9 -1) l-[6-(4-7S/- 2-7;^P7x;^) gjj 
_?^ v-4->f^l -3- 7VT 
1 - [ 6 - { 2 - 7 M p - 4 - ~ hP7*M V) y ^ ^ >' - 4 - >f ^] - 3 

- ( 1 ^As\?~< JJ v ; V- 4 -4 ;v) £ WT ( 8 0 m g ) £ 5 , 
fl5-&4fc (7 3. 9mg) mi»ilt#t 

ES I -MS (m/z) : 3 6 I [M+R] + . 

200) a - (en y 1 rrlZkO ^ ^ 1 ^ 

yy » TV K [ 4 - ( 4- {3 - [2- (4 - 7 a: Ttf/k l 

± V 4 K 1 7 rc / » vO fcf U ^ V - 2 - 4 AA T S E 

4 - (ifp u i -<<m y 1 -#/ws>v y * * r 

V K [ 4 (4-75; 7 * / V) tf y >' >' - 2 4 JV\ T (65, 3 m 

g ), D-10-^>77^P>f (7 9- 4mg)s 0. 2M 2- (4-~7 
Mc7:l^) yftV7^- h- F^^ViS (0. 2ml) £0 

(15. 3mg, 15. 5%) %&m*Mb LXmt, 
'H-NMR Spectrum (CDC1,) 5 (ppm):l. 18-1. 3 6 

(4H, m), 1. 6 5 (4H, m), 1. 7 8 (2H, m) , 2. 12 (1 
H, m), 2. 3 8-2. 6 0 (2H, m), 2. 8 6 (2H, m) , 3. 8 
2 (2H, s), 3. 9 6 (2H, m), 6. 56 (1H, dd, J = 2. 0, 
5. 6Hz), 7. 10-7. 29 (4H, m), 7. 3 0-7. 5 6 (3H, 
m), 7. 71 (2H, d, J = 8. 8Hz), 8. 12 (1H, d, J = 5 . 

6 Hz), 9. 19 (1H, brs), 11. 7 2 (1H, m), 12. 3 7 
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(1H, m). 

ES I -MS (m/z) : 5 7 7 [M+H] + , 

mmm 200-1) 4 - ( g g 9 ^ 1 --l ik) £^ ^ ^ v - 1 - # ^ 

[4-. (4--hn7s;^) tfp i?y-2-^^3 T'^K ? 

^-i/Kr-^r/V (7 5mg) N-v^ ^/WM^AT 5 K (3ml), 4- ( 

fcf n y *? V - 1 ~ /V) fc?^ y ^ (9 8. 6 m g ) «fc D 'h J* t fc 4 - (t'P ? v' 

tfy^V-2-> f/V] T 5 K (87. 6mg) J-^»»©?M 
(65. 3 m g ) «rlt fe$!» t h X . 
E S I -MS (m/z) : 3 8 2 [M4-H] X 

(mmm 201) 3 - r g ~ ( 2 -7;vt p - 4 - 1 3 - [ 2 - (4 
^ 1 ros) - 1 - * ^ /vtf o u 2k^z 3 ^ ^ ^ r 

3 - [ 6 - (4-X5/-2™ 7 * / * v') fc° P ? 4 — f /V] - 1 

^ /V _ x _ [ ( 3 S ) - 1 ~ / f-^V a P & > - 3 - 4 /k3 •> 1^7' ( 9 0 m g 

) N (+) ~io - # yy r —^;vw>m (53. SfflgK 2 - (4-7/^7 

T-fcfvW y ^ W*- h ~ ( 0 . 1 M, 3 m 1 ) £ V ft 

»fb&#» (23. Omg, I 7 %) & t VXmft* 

a H— NMR Sp e c t r urn (CDC 1 ,) 6 (p pm) : 1. 99 ( 1 H, 
m), 2. 13 (1H, m), 2. 3 0-2. 4 0 (2H, m), 2. 4 4 (3H, 
s), 3. 05 (1H, m), 3. 08 (3H, s), 3. 24 (1H, m), 3. 7 
1 (2H, s), 4. 12 (1H, rn), 7. 10-7. 40 (7H f m), 7. 7 
'l (1H, d, j=0. 8Hz), 7. 84 ( 1 H, dd, J-2. 4, 11. 2 
Hz), 8. 34 (1H, d, J-0. 8Hz), S. 42 (1H, brs), 12 
. 3 6 (1H, b r s). 
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(Mif W 2 0 1-1) 3 - [ 6 - ( 2 - VJV^ r a - 4 - ~ fc n 7 g ./ j£ tf ^ 
5 v\V~ 4 -- 1 - £ 5v^~ 1 - r ( 3 S 3 — 1 tjk ^ g 2 g£ 3 - 

4 „ T 5 j _ 6 _ ( 2 ~7/M"P - 4 -~ b n y 3i y =¥->■) tf !J 5 v 5 ^ (10 0m 
5 gk h y =c-*5~A/7 5 >' C 0 , 140ml)v ^oo^*7s=^(0. 125m) 
h ( 3 S ) ™ 1 - * fvU— 3 — ^ <f*fV7 5. 7 V ^tifi ( 4 5 8 m g ) 

CO N, N - 7 5 K ( 2 . 5ml) «\ V ^)V7 5 V ( 0 . 7 

ml) £ 9 *M-(b'^#J ( 9 3 m g , 6 0%) & 6 M£H £ LT&fc„ 
i H — NMR Spectrum (CDC1,) 8 (ppm):2. 0 0 (1H, 
10 m), 2. 14 (1H, m), 2. 3 5- 2. 4 5 (2H, m), 2. 4 6 (3H, 
s), 3. 0 7 (1H, m), 3. 09 (3H, s), 3. 2 7 (1H, m), 4. 1 
0 (1H, m), 7. 3 9 { 1 H, m), 7. 8 1 ( 1 H, d, 8Hz), 
8. 0 7-8, 14 (2H, m), 8. 3 3 (1H, d, J=0. 8 Hz). 

(»0l2Ol-2) 3 [6- (4-7^-2-7^P7s „Z,^,) .....O, 

15 5 > ? >-- 4 ~^/Vl - 1 - j< ^/V- 1 [( 3 S) - 1 -pt ^faf P P 3 - 

3 ( 2 ~?;V$rxi -4~^bc7x7 v'j t° 9 5 v'^- 4 — i /U] - 1 
__^^__ x „ [(3s) - i ~/f.^t a a y ^ 3--f/k] »7 >7 (93mg 

20 E S 1 -MS (m/z) : 3 6 1 [M+H] + , 

mmm 202) (is. 4s) - 5-^ f -^~ 2 , 5 -y7f^ * c 2 . 

2 . .1 ] ^ t ?Vif^S Vyf T -> K f6 - (2~7^p-4- 

{ 3 ~ [2- (4--7,^t3 7^=;H r-fe^/t-] f.t^^--f F ) / ^V) ef 

y ^ — 4 — r/i-i 7; if 

25 (IS, 4 S) ~5-^^/V—2, [2. 2. ll^T^V- 

2 - # v- JJ y ^ T V- K [ 6 - ( 4 - T X J - 2 - ~7 M P 7 =c / ^ v-) 
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tf JJ 5 v ; >- 4 ->f 75 K (42. 7mg)v (+) -10-3&>7 7 — J^VJfc 

>g (2 7. 6mgh 2- (4~7/VtJ37i=/V) 7tf /l-^ 7f 

h-h ( O • 1 M, 1 . 5ml) £9 (48. 2 m g s 73 

5 1 H-NMR S p e c t r um (CDC ! 3 ) 5 (p pm) : 1 . 7 7 (1 H, 

m), 1. 9 7 (1H, m), 2. 4 4 { 3 H, s), 2. 7 3 ( 1 H, m), 2. 9 

3 (1H, m), 3. 3 3 ( 1 H, dd, J = 2. 4, 8. 8Hz), 3. 5 3 (1 
H, brs), 3, 6 2 (1H, m), 3. 7 1 (2H, s), 4. 5 4 ( 1 H, m 
), 7. 0 0-7. 4 0 (7H, m), 7. 6 9 (1H, d, J = 0. 8 Hz). 7 

10 . 8 6 ( 1 H, d d , J-2. 4 , 11. 2Hz), 8 . 3 3 (1 H, d , J = 0 

. 8Hz), 8, 4 3 (1H, brs), 12. 3 8 (1H, brs). 
(SIS 2 0 2-1) ( 1 S , 4 S ) - 5 - £ ±A^ 2 , 5 - i>T^ P F 

2. 2. l]^y"2~W^7 ] Jy^ T^R [6-(2"7^P- 

4 -~ ^hP7x ./ =fr vp if y $ 4 - /lj 7 $ K 

15 4-7?;™6 - (2-7/Kta - 4~-]^o7x/ dp- >•-) fcf JJ $ 5? >' ( 1 0 0 m 

g ) , h ? ^}VT 5 >' ( 0 . 13 9ml), :7 P P 3f St7 x ^/V ( 0 . 125ml 
) (IS, 4 S ) -2-^ ^/l— 2 , 5 - v~T fHfv^ a [ 2 . 2. 1 ] — ^ > 

( 3 5 9 m g ) ON, fM;^7 5 K (3. 2ml ) D 

ft <9 5mg, 61%) »mt&*£UT#fc, 

20 1 H-NMR Spectrum (CDC3 3 ) 5 (ppm):l. 7 8 ( 1 H, 

m), X. 9 8 (1H, m), 2. 4 5 (3H, s), 2. 7 6 (1H, m), 2. 9 
2 (1H, m). 3. 3 5 (1H, dd, J=2. 4, 8. 8Hz), 3.. 54 (1 
H, s), 3. 6 3 (1H, m), 4. 5 6 (1H, br), 7. 14 ( 1 H, br 
s), 7. 4 1 (1H, m), 7. 7 9 ( 1 H, s), 8. 0 8-8. 15 ( 2 H, 

25 m), 8. 3 2 (1H, s ). 

(M^m 2 0 2 - 2 ) (IS, 4 5) -5~^^/U-2 , 5 — ^Tjf ^ y-;7 a f 
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2 . 2 . 1 ] ^<f$ y- 2 - ft/lstf^-is V 77 F [ 6 - ( 4 ~~T^ J ~ 2 

-yjv^ny^j^y) fa"l)^>'-~4— 4 AA T K K 
(IS, 4 S ) - 5 - 97V -2, 5 - v'7 if ^ *S2 v C 2 . 2 . 1 j 7° 7 7 - 
2 _ # V y S / T 7 K [ 6 - ( 2 ~ 7 A-^ 3 - 4 - z= h P 7 a / ^ V') 

5 If IJ 5 77- 4 -7 /V] T 5 K ( 9 5 m g ) ±9, ^Pfcfrfe (42. 7 m g . 4 

9 %) & e ^ t x#fc c 

ES I -MS (m/z) : 3 5 9 [M+H] 7 
($1^2 0 3) 5- [6- (2- 7/M- H-4- {3 - [2- (2-7/l-TfP 

2 £ ^/7) r-fc^l V W K} 7 =e / jE± 3 hP S a 4 z^Qk] - i - 
10 > fvjiz: 1 -- ( i - 7-'^ y 77- 4- 7 7) gJTT 

3 _ [ 6 - (4 _ T -5 ../ 2-7 D :7 a: / 3f v') fcf 3 5 7> - 4 f /V] - 1 

_ ^ ! _ ( i - y, ^./u fcf-t y v 5 V - 4 A) ^1^7 (5 7. Omg), D 

-10- * 77 T -7 7^ 7gl (35. 3 m g ) s 2 - (2-7 /Vi" P 7 » -~/7) 

r-w/w y^7r^- vmg&m x v (IS. 3 m g , 17. 7 % 

J H — NMR Spectrum (CDC 1 3 ) S (ppm):l. 50-1. 76 
<2H, m), 1. 8 1 (2H, m), 2. 12 (2H, m) , 2. 3 1 ( 3 H, s 

), 2. 86-3. 04 (5H, m), 3. 7 7 (2H. s), 4. 2 0 ( 1 H, m 

)., 7. 0 8-7. 5 0 (7H, m) , 7. 6 8 ( 1 H, s), 7. 8 7 (1H, d 
20 d, J -2. 4, 11. 6Hz), 8, 34 ( 1 H, s), 8. 63 (1H, brs 

), 12. 3 6 (1H, brs). 

E S I M S Cm/ z ) : 5 9 2 [M+N a ] + . 
(HfcM 2 0 4) 3 - [ 6 - ( 2 - 7/V^"P - 4 - { 3 - [ 2 - ( 8 --7 'IX'^' 

Tx ^M T^AA s f-*t?\"< Y) 7x/^) hf]?gv ? 7-4-^ fZk] -1" 
25 ^ i — ( 1 — ,^ b ° ^ ^ ~77 —4— 4/1-'} *7 7 T 

3 — [6— ■;4-7?./~2~7Mn7x;^» fc?!J 5 7 7 — 4 — 7 /7] - I 
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- y 1 - ( i - y f)v y v?^- 4 -— y /v) (57. 5mg), d 

-10~*>77 — (3 5. 8 m g ) 2 - ( 3 - 7;^a 7 a ~fr) T 
■fe /W y T ^ ~~ b J: 5 aEHflS^ (15. 3 m g , 17, 4 % ) 

5 'H-KMR Specti urn (CDC 1 8 ) § (p pm) : 1 . 6 2-1. 75 

C2H, m), 1. 8 2 (2H, m), 2. 12 (2H, m), 2. 3 1 (3H, s 
), 2. S5~3. 02 (5H, m), 3. 77 (2H, s), 4. 20 (1H, ra 
), 7. 10-7. 5 0 (7H, m), 7. 6 8 (1H, d, J = l. 2 Hz), 7 
. 8 7 ( 1 H, dd, J = 2 . 8 , 11. 6Hz), 8 . 34 ( 1 H, d, J = 1 
10 - 2 Hz), 8. 5 9 (1H, brs), 12. 3 5 ( 1 H, brs). 

E S I -MS (m/z) : 5 9 2 [M+Naj + . 

(HMM 205) 4 - ^ f7^'-<7^y- 1 y y ^ T -> K [ 6 

- ( 2 - 7/U:t p - 4 ~ 13- r 2 - ( 4 - 7 frit P7x =/tQ X -ferTyw] f-ir 7 
U4 F ) 7 ^ y ^ ) y $ v ; V z 4. - /V] T $ K 
15 4~y ?vVfc?^-7V- 1 7*> K [6 ~ (4 -T 5 J - 2 

7 a y ^ V) fc 8 y 3 v'>'- 4-4 frl TZ K (1 1 9mg)> (+) - 1 
0-j?y7r — ^/VjJ? >M (7 9. 9 m g ) , 2 - (4 -7/I^f- P 7 ^ =/V) Tir 

ffr4 ytti/T*— h - hfr^ymm (o . im, 4. . 5ml) it), atHKb-& 

ft (65mg, 3 5 %) £ 6 LT#fc. 

20 l H-NMR Spectrum (CDC 1 3 ) 6 (p pm) : 2. 34 (3H, 
s), 2. 4 2- 2. 5 0 (4H, ra), 3. 5 2-3. 5 8 (4H, ra), 3. 7 
1 (2H ; s.) ( 7. 10 7. 4 0 (7H, m), 7. 6 3 ( 1 H, d, ] =Q, 
8Hz) f 7. 8 6 (1H, dd, J — 2. 4, 11. 2Hz), 8. 3 3 (lH, 
d , J = 0 . 8Hz), 8 . 45 ( 1 H, brs), 12. 38 ( 1 H, brs). 

25 (Stiff! 2 0 5- 1) 4 -y f-frtf^i?^- I -%frtf*r*s D y 9 TJ/ K 

re- (2-7 frj: p - 4-=hP7x;^ g y 5 > ; >• - 4 - 4 fri r -x k 
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4~T^/~6— (2 — 7/U-frvi- 4--ha7*/ ^» K° ■) * i?y (1 2 5m 
g) s h!/ xf;V7 5 ^ ( 0 . 180ml) v ^pp^7x^- (0. 16 0m] 
K 1 - >t fVP t°^- V *J > ( 0 . 4 2 4ml) X l 0 s ^SMb^* (135. 5 m g 

% 7 2%) ISMKi lt#t 0 

i H — NMR Spectrum (CDC1 9 ) 5 (pprn):2. 3 5 (3H, 
s), 2. 4 5 - 2. 4 9 (4H, m), 3. 5 5- 3. 5 9 (4H, m) , 7, 3 
9-7. 44 (2H, m), 7. 73 (IH, s), 8. 08-8. 15 (2H, m 

), 8. 3 2 (1 H, s). 

_ ( jgjfeffij 2 0 5- 2) 4 - /- £± 2 2 >' " I - # ^ ± k ^ y £ Z-k K 

[ 6 - (4 — T g / - 2 - p 7 / vO t:' U ^ y?^- 4 - j #J 7^ K 

4-p< ?vV tf^ 7 V >■ - X fr&Zris V 5/ ^ TV K [6 ( 2 - 7A't o - 

4-=fP7sy * v) t? y 5 *J y~~ 4 - -f /K! 75 K ( 1 3 5 m g ) «t 9 , *JH 

(1 1 9mg> 9 6%) S:Sfe*&*fc LXW^ 
E S I -MS (m/z) : 3 6 9 [M+Na] + . 

(»#ij2 0 6) 1~ {Z-Vt^^TX/y'KVfr) "3- [6- (2-7/P 
..... 4 - { 3 „ [ 2 -- (4-7^tP7 »=/V) T- fe^-] £±» K) Z S 

y ^ vO OJUg >- ~ 4 " ^ - 1 - ^ r > l ^ r 

3™ [6 - (4-757-2- 7 * 7 t c »J ? v*>'- 4 — f iV\ - 1 

- ( 3 - v-y fvWT 5 J - I ~ y W ( 1 1 1 m g) * (+) - 1 

0-*y7r-^*yR (7 2. 5mg), 2- (4-7^n7a=^) T'fe 
3vWf yftvr^- h - r /t^MSS ( 0 . 1 M, 4 . Oml) J: 9 SMi'b-n* 
(35. 4m.g, 21%) % tT^fc 0 

1 H — NMR Spectrum (CDC1 3 ) 5 (ppm):l. 7 2-1. S 
2 (2H, ra). 2- 30 (6H, s), 2. 3 4-2. 4 2 (2H, m), 2. 9 
2 (3H, s), 3. 3 6-3. 44 (2H, m), 3. 7 1 (2H, s), 7. 1 
0-7. 4 0 (7H, m), 7. 5 2 (lH, s), 7. 8 3 (IH, dd, J = 2 
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. 4 , 11. 2Hz), 8 . 3 2 ( 1 H, s ) , 8 . 4 4 (3.H, b r s ) , 12. 

3 6 ( 1 H, b r s). 

(Satfff 2 0 6- 1) 1 ~ ( 3 - v>y* ^/U-T 5 ,/ Z p g±3 Z 3 Z [ 6 ~ (2 - 
y?Vir P-4-=l'P7x;^» if y ^ v^- 4 - ^ XA - 1 - )? y x 

5 4 T 5 J - 6 - ( 2 - 4~~ t? ]i $ ^ >' ( 1 2 0 m 

g), MJxW5V (0. 16 7ml), ^nn^l7x-;l/(0. 15 0ml 
K N, N, N ' ™ b y <f-}V— 1 , 3-^P^yS?7?y (O. 4Sml) XJ) 
W&it&fy (128mg, 6 8%) 

1 H-NMR Spectrum (CDC1,) & (ppm); 1. 75-1. 8 
10" 5 (2H, m), 2. 3 1 (6H, s), 2. 3 5-2. 41 ( 2 H, m) , 2. 9 

4 (3H, s), 3. 4 0-3. 4 4 (2H, m), 7. 40 ( 1 H, m) , 7. 6 

0 (1H, d, J=0. 8 Hz), 8. 0 6-8. 13 ( 2 H, m), 8. 3 1 (1 
H, d f J = 0. 8 Hz). 

(M»j2 0 6-2) 3- [6- (4-T\ J 2 7;^p7x^'» 

15 >^v--4--^/v] -i- Q-^W^/^n^) -l-^^^l^T 

1 - ( 3 - *Sr)VT 5 / tfA-) - 3 - [ 6 - C 2 - 7>t a - 4 - ~ h n 7 

x y e y ^ s?^- 4 — f - 1 f-ju^ur C 1 2 8 m g ) i f? N Sin 
■fbl^t! (1 1 lmg) £r£&tt#tt& t--C#fc n 
ESI-MS (m/z) : 3 6 3 [M+H] + , 

20 (MMm 2 07) 3 - ( g p y 2>zzi — £ ^) z^g± 2 >• - 1 - ^ >" 

hjj T v-K [6- (2-7/^p-4— {3 - [2- (4-7;kjc7xy 

3 - ( t°n J7 •£? y~ l — i ;u) l-ft ;Ut$* %/ y y $ T v" K [ 6 

- (2-7/^n-4--fP7i;^) fc* y 5 >' ~ 4 - 4 /U] 75 K (90 
25 . 3mg) i9 -frfifc Lfc3~ ( n y v'> - 1 }V) Tir^v 5 >-- l ~ * /l^V 
M 16 - (4 — T $ 7 - 2 ~7/^D7i/^) fcf y * v : >'- 4 — i JV] T % 
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K (ESI —MS (m/ z ) : 3 9 5 [M+N a ] + ) N ( 1 S ) - ( + ) ~ 1 0 
>'7 7-7M;/| (8. 5mgK 2- (4-7;l/^n7x=/l') 7tf;H'y 
f,ti/7^f (0, 2MK/H>fS, l. 12ml ) £ l 0 , fife®*t IT* 
Mifc-a #J ( 8 . 3 m g s 6 . 5 3%) £#7c 0 
5 l H — NMR Spectr urn (CDC 1 3 ) 6 (p p m) : 1. 8 4 (4H, m 

), 2. 5 2 (4H, m), 3. 39 (1H, m), 3. 7 1 (2H, s), 4. 0 1 

(2H, m), 4. 13 (2H, m), 6. .8 9 ( 1 H, s), 7. 12 (2H, m 
), 7. 2 1 ( 2 H, m) , 7 . 2 9 ( 1 H, m) , 7 . 3 6 ( 1 H, m) , 7 . 6 5 

(1H, d, J-O. 8 Ha), 7. 8 6 ( 1 H, dd, J = 2 . 4, 11. 6H 
10 z), 8. 3 3 (1H, d, J = 0. 8Hz), 8. 4 7 ( 1 H, s), 12. 3 8 

(1H, s). 

E S I -MS (m/a) : (n e g .) : 5 6 6 [M-H] ~. 

(M»j 2 0 7-1) 3 - (tf n U -y V- 1 TWt>>-~ 1 --fl/WEfr 

i/ijy^ TVK [ 6- (2 -7^P-4-^>g7x/#V) tTH^V- 
15 4 — f/Kl If 

6 ( 2 - y-nsjt u-a-^y^ y * y t 5 y v^v-4-f^7?y ( 1 5 

0 id g )„ h y S >' (0 . 209ml), ^pp =¥^7 ( 0 - 15 0 

ml), 3 - ( t? p y i? y - 1 - >T /i-) T •€ ^ >' IhP7 /l> n C 1 - 

06g), h 9 x^^T 5^(1. Oml) =£ D v jfejlfer 7 * t LTfl 

20 ft-^t) (90. Sag, 37. 4 %) SrWfco 

1 H— NMR Spectr am (CDC 1 3 ) 5 (ppm) : 1. 68 (4H, m 
), 2. 5 3 .(4H, m), 3, 3 9 (1H, m), 4. 0 3 ( 2 H, m), 4. 16 
(2H, m), 7. 0 6 (lH, s), 7. 4 1 (1H, m), 7, 5 5 (1H, d 
t J=0. 8Hz), 8. 08-8. 14 (2H, m), 8. 32 (1H, d , J — 

25 0. 8 Hz). 

E S I -MS (ra/ z ) : 4 2 5 [M + N a ] + . 
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(MMM 2 0 8 ) 3 - ^2A32kZ^ - ; T^f'P > ~~ 1 - HcM ± 2 - J 2 Z ^ 

_K [ 6 — { 2 ~ p - 4 ~ f 3 - £ 2 - (4 - D7x T-gfyy 

] 7 W K } '» g I? $ > - 4 - 4 )V\ 7 g F 

3 ~ v 5 ^ ^/l-'T ? y T If ^ V' V - 1 ~ i) M&$r y 7v'F [ 6 - ( 2 - 7 

5 ^to-4-=hP7s;^) tf y 5i?^-4->l'^] 7 5 K (8 8mg) J; (J 
3 -V**?)VT % J TttPl/- 1 -^WaS^VP y * 7U K [6- 
{ 4 — T 5 ./ ■ 2 - p 7 * y * >o f !)5^y~-4-^ ;v] T 5 Kfe^Ma 

(ES I —MS (m/z) : 3 6 9 [M+Na] 4 ) ©1/21, (I S) - (4-) 
-10 -:h 1/7 7 — Xfrfr ym (25. S m g ) x 2 - (4-7 /l^n 7 

io r-fe^v -rvwr^f (o. 2M}-/'«>ti, o. 5 5 6mi) efc 1 ^ 

SfetettttSftti (2 2mg) &#fc D 

1 H-NMR Spectr urn (CDC 1 3 ) 5 Cppm) : 2. 2 0 (6H, s 
), 3. 16 (1H, m), 3. 7 1 (2H, s), 3. 9 5 (2H, m), 4. 0 9 
(2H, m), 6. 9 7 ( 1 H, s), 7. 0 9 (2H, m), 7. 2 1 (2H, m 
.15 ), 7. 2 6- 7. 3 7 (2H, m), 7. 6 6 (1H, s), 7. 8 6 (1H, d 
d, J = 2 . 4 , 11. 2 H z ) , 8 . 3 3 ( 1 H, s ) , 8 . 7 4 (1H, b r s 
} , 12. 41 ( 1 H, s ) . 
E 5 I -M S (m/ s ) : 5 6 4 [M + N a ] + . 

(§13 2 0 8-D 3 - it* fJkZ ^ ^ Z g £ ^ > " - i " * ^ 2 y ^ 

20 77 F [ 6 ( 2 - ZJkAE -4-^hP7s/ =frV> t:* 3J 5 vV- 4 — f />] 
Til 

6 ( 2 - 17 ^i" n-4~^hn7x/ -» tf .9 S - 4 - << /VT 5 V (1 5 

0 ra g ) v £ nn ( 0 . 150ml), 3 - (tTo y y^- 1 /V) 
r-£W >' - r y n Hftjlofiilt: C 1 . 28 gh z^f-iVT 5 VJ: t> 

25 . ttfe7^7r^i UTSM'fb^ (8 8. Omg, 3 9. 0%) 

1 H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 2. 21 (6H, s 
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), 3. 18 (1H, m), 3. 9 7 (2H. va) , 4. 12 (2H, m), 7. 0 0 
(1H, s), 7. 4 1 (1H, m), 7. 7 6 ( 1 H, s), 8. 11 ( 2 H, m 
), 8, 3 2 (1 H, s ). 

E S 1 -MS (m/z) : 3 9 8 [M+Na] + - 
f^-MttM 2 0 9) 4 — {[(3 R) - 3 ~ i £2* ^ r 1 ^ jJ 
x _„ f -jr/k^^T g;} - 6 - ( 2 - 7 /1 ^ p - 4- {3 - [2 - (4-7 

4 „ (4-7*;-2-7^tti7s;^) -6- {[(3R) -.3- (v^^V 
7$;^ tvu) n }) v T v- l -^/p] %?vi$^;vT X J } tf (95. 3 

rag), (+) -10-*y7r-^*^R (5 7. 5m gh 2- (4-7^ 
p 7 a: — /U) T'fef'/W 7f.t:/7^- h - h /l^at (0 . 1 M, 3 . 3 m I 

) ± 5 *J®ffc£* (4 1. 4 in g. 2 9 %) £S# t $fcfci: LT&fc, 
1 H-NMR Spectrum (CDC! 3 ) S (ppm): 1. 7 2 (1H, 
m), 2, 10 (1H, m), 2. 25 (6H, s), 2. 2 9 - 2 . 3 2 (2H, 

m), 2. 50 (1H, m), 3. 20 (1H, m), 3. 4 0 3. 7 0 (3H, 

m), 3. '71 (2H, s), 7. 10-7. 40 (7H. m), 7. 7 0 ( 1 H, 
s), 7. 8 6 (IH. dd, J = 2. 4, 11. 2Hz), 8. 3 2 (1H, s) 
, S. 4 4 (IH, brs), 12, 3 8 (IH, brs). 

(»M 2 0 9 - 1 ) 4— ff(3R) —3— ( 'J^ tJk T % / £ tf P 2 ^ 

>- - 1 - /V] g jMj^ZkZ IZl - 6 " ( 2 ~ Zlk ± P-4~^h P7 g. / j£ v- 

4 5; y — © — (i—y/vfru — A yny^/^rU) tl ^v'^ (1 2 5m 
g ) ^ ^ d n * =^ ( 0 . 1 5 0 m 1 } s ( 3 R ) - 3 - ( v 5 / fTl'T 5 7 ^ 

^/U) tfuJJ-S?^ "Ml-if (6 0 3mg) ©N, N-v^WMT^ K (3 
5ml)«f y ou^T mmit^m ( 1 1 2 m g s 55 %) Ir^B 
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1 H-NMR Spectrum (CDC1,) § (ppm): 2. 0 5-2, 2 
5 (2H, m), 2. 2 6 (6H, s), 2. 3 0-2. 3 2 (2H, m), 2. 5 

2 (1H, m), 3. 2 2 (1H, dd, J - 3 . 2, 9. 6 Hz), 3. 4 8 (1 
H, m), 3, 6 0 - 3. 7 0 (2H, m), 7- 23 (1H, brs), 7. 41 

(1H, m), 7. 7 9 (1H, d f J = 0. 8 Hz), 8. 0 7 8. 14 (2H 

, m), 8. 3 1 (1H, d, J=0. 8Hz). 

„(,Mit^ 2 0 9-2) 4- ( 4 - T J - 2 - 7^ P7x,/^) - 6 - j [ 
( 3 R) - 3 - (v^ S 7 ^yiQ fc'ri g ~ 1 -^,'^1 ^/j^/VT § 

y) try yv'y 

4 - {[( 3 R) - 3 - (v?/- 5. J * fAd t°* y vV- l —f/i/j 

$ j } 6 - ( 2 ~ yjvirv — 4 f p y * y * vO tr y * ( 1 i 2m 

g) i») Mfcl=H& (95, 3 m g % 92 %) 4«fi«tJ £ LT#fc 0 
E S I -MS (m./ z ) : 3 7 5 [M+H] + . 
(HMffij 2 10) 3 - [ 6 - ( 2 - - 4 - { 3 - [2 - ( 4 - ~7 j\>Jr n 

pt^A>- i - [( 3 S) - ( Lzi2Lf2L£g ^ ? E^r 3 >' gvjj » 

3 _ [ 6 - (4 ~7 ^/-2-7;^27xy^v') fc? y 5 v ; y - 4 - 4 /v] - 1 

1- [( 3 S ) ~ ( 1 ~ 7* 5VVfc' ci J) yy — 3 -^/k) / ^/V] £ 
(I6 2mgh { + ) -10-^777"^/^>'S (9 7. lmgK 2~ (4 
- a "7 k Tir V^l/T*- h ~ h ( o . IM, 5 
. 6ml) £ D s Slft^ (76. 8mg> 32%) SrSfiSJ*^ tT?#fc 0 
i H-NMR. Sp e c t r um (CDC 1 ») 5 (ppm): 1. 4 8 (lH, 
m), 2. 0 1 (1H, m), 2, 21 (1H, m), 2. 3 2 (lH, m), 2. 3 
8 (3H, s), 2, 4 8 (1H ( m) ( 2. 6 6 (1H, m), 2. 9 8 ( 3 H, 
s ) , 3 . 0 2-3. 2 0 (2H, m), 3 . 49 ( 1 H, dd, 1 = 11. 2 f 1 
4. 8Hz), 3. 7 1 (2H, s), 7. 10-7. 4 0 (7H, m), 7. 6 1 
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(1H, s), 7. 8 5 (1H, dd, J = 2. 4, 11. 2Hz), 8. 3 3 (I 
H, s), 8. 4 8 (1H, brs), 12. 3 7 ( 1 H, fars). 

(IBUM 2 10—1) 3 - [ 6 - ( 2 — - 4 -=-fP7x/ ^- vp fcf !i 

^v ; ^--4-^7k] -1-^^— 1- [(3S) - ( 1 - ^f;'/i:°P D 3 

5 -JM **f-&\ 7^7 

4-75 7-6- (2-7;^n-4-^KP7xy^rv') ^jj (12 5m 

g ) , >. y xf;V7 5 >' ( 0 . 16 7ml), 9 P n 3rft 7 s=/V ( 0 . 150ml 
h ( 3 R) - 1 J- As- 3 - (pt 5vbT 5 / ,7 fvW) t s B>Ji?y ( 4 4 9 in g ) 
©N, N - ^/Uafc/UA T 5; (3. 5ml ) £ 9 fflit:i3 v #J (1 74mg 

io , 8 6%) %mmw;m t vrntz* 

ES I -MS im/z) : 4 2 7 [M+Na] \ 
(MSffffl 210-2) 3 - [6 - (4-7 5/ - 2 7 :r / fc° iJ 

g;v^-4"^^] - 1 - / fvW— 1 - [(8S) 
— QV) .^fvl-] frVT ' 
15 3 -- [ 6 - ( 2 -4-=hB7x/dr:/) fcfJJ$^~4 — -f A- J - 1 

[(3S) ~ ( 1 -^f;H^n y 3 — Y/P-) t)W7 

( i 7 4 m g ) j; d > ww&m c 1 e 3 m g ) «:ts#/»» it#fc 6 

ES I -MS (m/z) : 3 7 5 [M-f H] +. 

( Ijjfj 2 11) 4 - ( fc' n D v ; >- l - 4 ;v) ^ jJ 1 - 77 fVM^y 3 

20 7 yF [ 6 - (2 — 7/K:f n — 4 - (3 - [2 - ( 4 — y A-3r n 7 ^ 

) 7-fe^/v] 7W K) 7»/ #V) tf g 5 v g > -4 ->fAp 7 5 K 
M#li!^T\ 4 - (tfn U i- ? >-- 1 — iiv) fcf^sj? i?^- i -*^#^f*/jj y ^ 
7 v' K [5- (4~7?/~2~7/i'tP7i./^V) tfJJ^^V— 4 — f/V] 
75 K (2 2 6mg), 1. OM 2- (4-7;KfG7xr;l/) TtW^V 
25 7^ — h-N, N - ^/ f/^M75 Ktgflfe ( 1 • 7ml) £ 19 ( 9 

8. 9m g, 3 0. 3%) £&fet&5fc£: LT»fc. 
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1 H-NMR Spectrum (CDC3 3 ) 5 (ppm) ; I. 5 0 — 1. 68 
(2H, m), 1. 8 0 ( 4 if , m), 1. 9 7 (2H, m), 2. 2 4 ( I H, in 

), 2. 5 8 (4H, m), 3. 0 4 (2H, m), 3. 7 2 (2H, s), 4, 0 2 
<2H, m), 7. 10 (2H, m), 7. 14-7. 2 1 (2H, m), 7. 2 4 
5 -7. 3 4 (2H, m), 7. 3 8 (1H, brs), 7. 5 8-7. 8 6 (2H, 

in), 7. 9 6 (1H, brs), 8. 3 4 ( 1 H, brs), 10. 5 3 ( 1 H, 

b r s ) . 

E S I -M S (m/ z ) : 6 0 2 [M + Na ] \ 

10 K [4- (3--7/^n--4- {3 - [2- (4-7;Vt37x^) 71rfvk 

1 f2t t^f Fj v-) b" g - 2 — jf /V] 7 g K 

*<y*J/v ( 4 - { 2 - [(4— v 5 .* ^-/V7 5 ./ fcf-^ y > ? >'— 1 - 7 
5/] fcf }J 4 — f V} -2~7^o7i=-/l/) #/W«* — f (1 2 

2mg)i?^U4- p* ?'^r $ y y iyy- 1 - v y y # 7 

15 [4- (4-7^™'3-7;Vtn7x;^7) fcTJJ ^V-2--f/k3 75 

CES I -MS (m/z) : 3 74 [M+H] + ) ©l/2ft, (IS) 
- < + ) 7-^^* I'gfc (55. 8 m g K 2- (4 - 7//,tn 7 - 

) 7ir^;v -i* yftVT^- h 0.2Mb ;i-=c yffifc ( 1 . 12ml) £9 % 
UTSJlft^* (18. Smg) 
20 1 H-NMR Spectrum (CDC I 3 ) S (ppa): 1. 4 2-1. 53 

(2H, m), 1. 8 8 (2H, m) , 2. 3 0 ( 6 H, s), 2. 4 0 (1H, m 
), 2. 9 1 .(2H, m), 3. 7 2 (2H, s), 4. 12 (2H, m), 6. 5 7 
(IE dd, J = 2. 0, 6.' OHz), 6. 91 (2H, d, J = 8. 4Hz 
), 6. 9 3-7. 14 (2H f m), 7. 2 5- 7. 3 1 (2 H, m), 7. 3 7 
25 (1H, brs), 7. 6 8 ( 1 H, d, J = 2. OHz), 8. OS (1H, d, 

J = 6. 0 H z ) , 8. 3 2 (1H, m), 8. 7 9 (1H, brs), 12. 3 1 



363 



WO 20«5/082854 



PC!7JP20»5/003?M 



(1H, 3). 
E S I —MS (m/ z) : 5 6 9 [M+H] + . 

( 9£Wffl 2 13) 4 - ( b° n }) $? V— 1 - V v ? >-- 1 - # yWff 3f- jJ 

y jy T->K [4- (3~7/V^-n-4- {3 [2- (4-7^P7x^V, 

5 ) T^f-AA 9 W 17 7x;^/) f g 5? V - 2 - -7 T % R 

^ V v?^ [ 2 ~ 7 fr* u-4~ ( 2 - { C 4 - (fc"n U > - 1 - 4 M fcV* y 
v ; >-- 1 75/} try ^-4-7A--;^v') 7rc~.;V] #;W</ 

- h ( 1 5 5 m g ) X 9 #mx Lfc 4 - ( tfu y 1 -7 bf^c I? v 5 V- 1 ~ 

#/^#3rv' 3J y ^ T v" K [4- (4 -T 5 / - 3 7/ / fc° U 

10 i ? >'- 2 -7 A] T $ K (E S I -MS (m/ % ) : 4 0 0 [M+H] 4 ) <0 1 ./ 2 

ft, 2- (4 -7/Vi-n7i--A') T-teTfr 4 y^T't— b 1. OM 
V« ( 0 . 6 3 5ml) £9, i: LT35«£*t? ( 2 . 6 m g ) 

'/he 

1 H-NMR S p e c t r ura (CDC 1 3 ) 6 (ppm): 1. 5 5 (2H, m 
15 ), 1. 8 2 (4H, m), 1- 9 5 (2H, m), 2. 3 0 ( 1 H, m), 2. 6 4 
(4H, m), 2. 9 6 (2H, m), 3. 7 3 ( 2 H, s), 4. 0 4 (2H, m 

), 6. 5 2 (1H, dd, J ~ 2. 0, 5. 6Hz), 6. 8 7-6. 9 2 (2H 

, m), 7. 0 7-7. 12 (2H, m), 7. 2 6-7. 3 2 (2H, ra), 7. 

6 2 (2H, d, J = 2. OH z), 8. 0 5 ( 1 H, d, J = 5, 6H2), 8. 
20 15 (1H; m), 8 . 2 3 ( 1 H, s ) > 10. 66 (1H, s ) . 

ES I -MS (m/z) : 5 7 9 [M+H] + . 

fflj 2 14) 4 - / j-sUT % J tf ^ 3 Z? > —1-~?J/U $ =fr 7 P y # T >' 

R [ 4 - ( 3 - 7jUzt£ " 4 - { 3 - [ 2 - ( 4 - 7 ;l^T P 7 ^ ~-7-) 7'-fe 'f'/U 

] 7 W R } 7x/dr 7) y y ? >-- 2 -7 7 $ K 
25 -"OvW (4 — { 2 — [(4 ~iP^f-/UT % J fc7<P I -~j7/l>T$~/U) T 

\J~j t° y 7~ 4 —7 ;Vt#v"} ~ 2 — 7/V;r n 7 ;x. zz-jV) # A"< * — h { 1 2 
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2mg) i D ^ bfc 4 - iS* *$~)VT 5 / fc?^ !J 5? V- 1 y y r y T 

>-K [4- (4-7$y-3-7;Kta7s./^>-) tf y S?y - 2 — f/l/J 75 
K (ES I -MS (m/z) : 3 74 [M+H] + ) ©1/2*, 2- (4-^/Kt 

o7j r * y vt*— b i. cm h >itM ( o . 3 e 0 m 1 

5 ) X 0 „ Sffifti^ ( 0 . 5 5 m g . 0 . 8 3%) £#fc 0 

1 H-NMR Spectr urn {CDC 1 „) 5 (ppm) : 1. 4 2-1, 55 
(2H, m), 1. 9 0 <2H, m), 2. 3 3 (6H, s), 2. 4 3 (1H, m 
), 2. 9 0 (2H, m), 3. 7 3 (2H. s), 4. 13 (2H, m), 6. 5 3 
(1H, dd, J =2. 0, 5. 6Hz), 6. 85-6. 92 (211, m), 7. 
10 11 (2H, ra), 7. 2 9 (2H, m), 7. 4 5 -7. 6 9 (3H, m), 8. 

0 5 (1H, d, J ~ 5. 6Hz), 8. 16 ( 1 H, m) , 10. 1.3 (1H, s 
)- 

E S I -MS (m/z) : 5 5 3 [M+H] + , 5 7 5 [MtNa] + . 
(3gfl&08 2 1 5) 1- [4- (3-7/^g-4~ (3- [2- (4~7^n 

1 - y fvn?^ y ■£> 4 z^ /iO £ 

"-£>'vyt- (2-7^t3-4- { 2- [3- (1 -y^/^t*--<y -;/>■--- 4--f/k 

) ! 7WM try 4— f ^t^^i 7x.-/u) #/w*y — h.fa^#j (97 

. Omg) £t>-&$Lfcl- [4™ ( 4 - 7 5 / - 3 - 7/1-t o 7 s 7 ^y') fcfy 

20 v 5 >■ ■- 2 — y a-] - 3 - c i - y ^ t°-< y >" - 4 - >f /v) >7 v r <oi/i ft, 

(IS) ( + ) -10-*>'7T^*7| (5 1. 6mgk 2- (4-7? 

^P7*=;V) T-fe5"/^ -< y-7.t-77^ h (0. 2Mh;^>-^f^ 0. 
8 3 3 m 1 ) XV, &&&%ib LTMm-it'&m (18. 5 in g) £#7c 0 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppa):l. 58-1. 70 
25 (2H, m), 1. 9 8-2. 0 6 (2H, m) , 2. IS ( 1 H, m), 2. 3 0 

(3H, s), 2. 7 5 (2H, m), 3. 7 6 (3 H, s), 3. 8 1 ( 1 H, m 
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), 6. IS (1H, d, J — 2. OH z), 6. 5 5 (1H, dd, J = 2, 0, 
6. OHz), 6. 9 0 (2H, m), 7. 10 (2H, m), 7. 2.8-7. 3 3 
(2H, m), 8. 0 8 (1H, d , J — 6. OHz), 8. 3 0 (1 H, in), 9 
. 4 3 (1H, b r s), 12. 3 8 (1H, s). 
E S I -MS (m/z) : 5 5 5 [M+H] + . 

JW&ffl 2 15-1) ^-y^/^ ( 2 - ~4- {2- [3 - ( 1 - y 

y-Jiv [ 4 - ( 2 - r ?, y tf y *J>- 4 — f /v.^^-v') -2- 7;M" a 7 » - 

JU] %JW</ -b (2. lg}, h y xf.;vr 5:^ ( 2 . 4 9ml), ^ P P «7 
^/Kl. 64ml) */BV^fcbftfc^*Wfc0> 1/6IH 
-^^^!}i>'y (5 6 6mg) £ !K fcBfeifti*** Lt*II^®8« 
$ ( 9 7 in g ) Sf#fto 
E S I —MS (m/z) : 4 9 4 [M-f H] + . 

2 16) 4 {[( 3 R) - 3 3 / V 1 — f ^1 

#/U^/VT LZJ ~ 6 f2-7/ktP"4- { 3 - [ 2 - ( 4 - 7 fr* g Z ^~ 

4- (4-r?;~2-7^o7x/^) ™6- {[(3R) 

^ ytf a U 1 - -f /U] */V-^"./U7 5 7 } ifKi/y (1 3 OmgK (+) 

-10-^^77"^ Vtt (78. 5mg), 2 - ( 4 - 7 /V* P 7 * -A') 

r-fefv^ yftvr^- b— b/^y^B (o. 2M, 2. 7 5m 1) £ 3e 

(88. 9mg, 47 %) & 6&ffcfc £ LT»/t n 
1 H — NMR Spectrum (CDC1,) 5 (ppm): 1. 9 2 (1H, 
m), 2. 2 1 (1H, m), 2. 3 0 (6H, s), 2. 7 8 (1H, m), 3. 2 
6 (1H, m), 3. 4 0-3. 5 2 (1H, m), 3. 6 4-3. 8 4 (2H, m 
), 3. 7 2 (2H, s), 7. 10-7. 40 (7H, m) , 7. 70 ( 1 H, d 
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j zzzz o. 8 H z 5 , 7 . 8 7 ( 1 H. dd, J = 2 . 4 , 11. 2Hz), 8 . 3 
4 (1H, d, J=0. 8Hz), 8. 44 (1H, brs), 12. 39 ( 1 H, 
b r s ) . 

_mmm 2 1 6 - 1 ) 4-{[(3R) - 3. - ±£Z AsxbJL2>^z l~± 

;yl ^/k^ 7 ;-/l - 6- (2-7^P-4-^hP7x;^) giLlv ? 

4 _ T *y_ 6 - (2-7^tn-4--hB7x/^) ^ U 5^ (1 2 5m 
g ) N f y J-fvPT S y C 0 . 167ml), « ^ i^/W ( 0 . 15 0ml 

K ( 3 R) ™ 3 -*J* f-W % J J) (0 . 3 3 0ml) £ (> N ^affc-gNfe 
( 1 3 2 m g , 6 8 %) £ LT#7c 0 

2 1 6 -~ 2 ) 4- (4-7^/- 2-7/^P7x;^) --6-- {[ 
__( 3 R) - 3 ~ v 5 ^ ^/V7' 5 / t'P I? v'>- 1 — Uk l &£fe^Z S / } ^ U * 

4- {[(3R) -s-^^^rs:/ trn y v^-i-^/k] */u#^t$/} 

-6 - (2-7;ktn-4-r4P7x/^) £9 5 (I3 2mg) £ 19 , 
«Mfb##J (13 0mg) LT#fco 
ESI — M S (m/z):3 8 3 [M + N a 3 ! ". 
(M^J2 17) 3 - f 6- 4- (3- 12- (4-7Mn 

3 __ r 6 ._- ( 2 -7;i/tn-4--hn7*;**» ^ 5 v 5 V - 4 - 4 jv j -1 
_ ^ ^„ ! _ [ 3 _ (trn J? 1 — O^) 7 s a fcf/V] ?V7 (1 3 5 m g ) 

h 9 Lfcs 3 - C 6 - (4 -T 5 y - 2 -7^87 a y * ■ V) tf U 5 ^>'- 

4 ( ; v] - i - ^t^~ 1 - C 3 - (tfn JJ v ? >'~~ 1 ->f /U) 7*a fcM 

(ES I ~MS (m/z) : 3 8 9 [M+H] + ), (1 S) - (+) - 1 0-*>7 
7~7M>'« (I42mg), 2- (4-7^t37x^/P) TW/V yf- 



367 



WO 20«5/082854 



PC!7JP20»5/003?M 



^-v-T^-f (o. 2ivn/^yiS, 3. 4 2ml) J: '0 , &&&$ib L-xm.m 

lb##J (43. 8 m g , 23. 3 %) 

l H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 7 8 (2H, m 
), 1. 9 6 (4H, m), 2. 5 0 ( 2 H, m), 2. 5 7 (4H, m) , 2, 9 3 
5 (3H, s), 3, 4 3 <2H, m), 3. 7 1 <2H, s), 7. 12 ( 2 H, m 

}, 7. 2 1 (1H, m), 7. 2 5-7. 3 5 (3H, m), 7. 5 1 ( 1 H, s 
), 7. 84 (1H, dd, J-2. 4, 11. 6Hz), 8. 28 (1H, s), 
8. 51 (1H, s), 11- 5 4 (1H, brs), 12. 3 6 (lH, si- 
rs S I -MS (ra/z) : 5 8 4 [M4H] + . 

io m mm 217-1) 3 ■-- [ g - (2 y.^- p - 4 - ~ f n y £ y b £ 9 

5 — T/Vl - 1 -jt^vV- 1 ~ [3 - (fcTn I? ^> 1 4 /V) T^p bVW 

] frvr 

6 - ( 2 - 7^ n - 4 ~ - I- n 7 ^ y vO If ]} 5 v? V — 4 - -f /I^T 5^(12 
Omg)> r iJxf;U7?v>' (0. 3 3 4m 1), ^nQ^ri7x^ (0.18 1m 

15 I), t ( 3 ~ fcf o y 1 ---f/V^n fcf/lO T 5 >- ( 3 4 1 m g ) Jt 

, ^Ml^ttSmfe (135mg, 6 7. 2%) £#fc 0 
1 H — NMR Spectrum (CDC 1 3 ) S (ppm): 1.80 (2H, m 
), 1.9 6 (4H, m), 2.5 2 ( 2 H, t, J = 6. 0Hz), 2.5 8 (4H, 
m), 2. 9 4 (3H, s), 3. 4 5 (2H, t, J ~ 6 . 0Hz), 7. 4 0 ( 

20 1H, m), 7, 6 0 (1H, s), 8. 0 7-8. 13 (2H, m), S. 2 6 ( 

1H, s ), 11. 6 4 (1 H, brs). 
ES I —MS. (m/z) : 4 1 9 [M+H] + . 

(g&jffi 2 1 8 ) 3 - [ 6 - ( 2 ■■■--7 /R-j-g -- 4 ~~ { 3 - [ 2 - (4 yfr&U 
y ^ J * ->) T±v-A^ ±A. r > W K} 7 ^ 7 ^vO g )j g v> V- 4 - ± JV\ - 1 

25 -y^/t—-i- r3- (yW-^v-i — i_M -fu\f/v} r?yz 

3 — [ 6 - ( 2 ~ '7)Vir P™4-=fP7x/ fc° y 5 v ; > - 4--Y - 1 
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~*^)V~-1- [3~ (Tif^V- 1 ~^rv) /P fcf/l/} (I04mg) 
«t ! 9 i^55c Lit 3 - [6 - (4 -T 5 / - 2 ~7;^B7 =c J fc° J) * 4 

— f^] —l-ffAr-x - [3- (r-tf^V- 1 -^Vv) yntf/i^] ( 
ES I -MS (m/z) : 3 7 5 [M+H] ",3 9 7 [M+Na] + K (I S) - 

( + ) ~10-;i?>'7 7 — X/V^ (142jng), { 4 - y/> ;r n 7 ^ ^/k) X 
-fe-^vV ^7ffv7^f 0. 2Mf;l-x>#Ss 2, 7 3ml) J; 5 , 
fei' iTf-gf^ft (1 2. 9m g, 8. 81%) £#fc 0 
1 H — NMR Spectrum (CDC I 3 ) 8 (p pm) : 1. 6 3 (2H, m 
), 2, 2 6 (2H, m), 2. 4 6 ( 2 H, m), 2. 8 9 (3H, s ), 3. 2 9 

(4H, m), 3. 3 7 (2H, m), 3. 7 1 (2H, s), 7. 12 ( 2 H, m 
), 7. 2 9- 7. 3 5 (4H, m), 7. 5 2 (1H, 3), 7. 8 5 (1H, d 
d, J = 2. 4, 11. 6Hz), 8. 3 5 ( 1 H, s), 8. 4 8 ( 1 H, s), 
12. 36 ( 1 H . s ) . 
ES I —MS (m/z) : 5 7 0 [M+H] + . 

(S^»j 2 18- 1 ) tert --f^fr ( 3 -T-te^H?^- 1 -- Y;V~ 3 
b y sr-'f-fl'T \> (4. 4 2ml) ©N, N- f/V*/^7 ? K^KftTi^ 

(2. 9 e g ) srauji, 05>raa«iUfc o r.rtB o c -b e 

t a —ALA — OH ( 5 . 0 0 g ) N 1 - =c=f-jv- 3- (3 - /■ 5 J 7° n 

AO ^A^iM * Fi&IfSi ( 7 . 5 9 gh 1 - lr K* ^v'-OV f. JJ 7" 5/—^ 
(5. 3 5 g) tel®^ B«jf Lfc. 

^EEHIg Lfc, affi&->' y # -^>* 7^d?F^77^- (^fcfci^ ; ititrc^- 
;l,~~mm=z^ 10:1) til bfc n g &tj#3M£ v SrMl±^li U 
I^M-feil^t?^ tTSM'fb^ft! (5. 9 9g. 9 9. 4%) &#fc 0 
1 H — NMR Spectrum (CDC 1 3 ) a (ppm):l. 4 8 (9H, s 
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) , 2 . 2 8 ( 4 H, m) , 3 . 3 7 ( 2 H, m) , 4 . 0 3 (2H, m), 4 . 12 

(2H, m), 5. 2 7 (1H, b r s). 
ESI MS (m/z): 25 1 [M+Na] } . 

(M-3t#H 2 18-2) 7* ( 3 -Tif f- v : V- 1 — f /K7»p T 5. > 

t e r t { 3 -Tff^y- 1 — (As- 3 -jt^Vfv tf/k) 

-V ( 5 , 9 9 g ) ©f f7tKn7?y (150ml) »n * 
« y f £ A 5 1? A ( 2 . 9 8 g ) * KM X. fc e «»!»T, w *l & 
1 5 5>ffJ»_t, 4 5«i£«Ut «#ffi'^T8 0°C-C8« 

lfl»lt $ b K» S**B8SSTx KJ&»& 1 0 0 Tre 3 4 «M3tgf£ Ufe 
q Ma^lfc, rr^»T\ * (2. 93ml), 5N*Slft^ 

MJ^AzMSffli (2. 9 8ml), 7k (8. 94ml) rtL&^i&t? 
3Hf«#L-^ W#)t'6SijLfc, 5tlriEI»L, t#feW#3 1 LTHH-fb 
-a-#J ( 2 . 7 8 g , 8 2. 8 %) *#fc„ 

'H-NMR Specti urn (CDC 1 3 ) 6 (p pm) : 1 . 52 (2H, m 
), 2. 0 5 (2H, m), 2. 41 (3H, s) f 2. 4 3 (2H, m), 2. 5 9 

(2H, m) f - 3. 15 (4H, m). 
E S 1 ~MS (m/ z ) : 12 9 [M-S-H] + . 

(M &l 218-3) 3 ~ [ 6 - ( 2 - 7 p - 4 - ~ h g 7 £ / ± yp tf 3 
$v ; ^-4 — f/W - l-;^vW-l - [3- (Tif5-v'>-- 1 --Y/l--) :/g fcf> 
] frVT 

6- (2-7;Vtn-4~~l^7^y^) tf D ^ v>>'- 4 — i fVT 5 V ( 1 2 

0 m g , f V.^f-A^T %y (0.334ml), *r§tl7^~;U (0.181m 

1 ), 3- ( 3 -Tif^v 5 ^- 1 —f;P7*P fcf/W) T 5 >' ( 3 4 1 m g ) £9 
, M-ft^fe ( 1 0 4 m g , 5 3. 6 %) &#7t 0 

1 H — NMR Spectr nm (CDC 1 ,) 5 (p pm) : 1. 6 5 ( 2 H, m 
), 2. 2 7 (2H, m), 2. 4 7 (2H, t, J- 6. OH a), 2. 9.1 (3 
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H, s), 3. 3 0 (4H, m), 3. 38 (2H, t, J « 5 . 6 Hz), 7. 4 
1 (1H, dd, j=7. 0, 9. OHz), 7. 6 1 (1H, s), S. 0 7-8 
. 13 (2H, m), 8. 3 4 (1H, s), 12. 5 6 (1H, brs). 
E S I —MS <m/-z) : 4 0 5 [M+H] + . 
5 ( %ISM 2 19) OS) -3-^ fvVT ^ / ^/t- pUi?y-l-,t /W? 

j r'>i]y^ 7VK [4~ (3-7/V^-p-4- {3- [2- (4-7 ;^p7 
ai T -fe fW ] g U -Y K } 7 ^ / ^ vp P > ~ 2 - 4 AA T X K 
--^v^ ( 4 ~ { 2 - [( 3 S) - 3 - y/ 5 / 7" A* ¥v P V s >'~ 1 - 
% ;U^=^A-1 T % J) e y v ; >• - 4 - -f A^^y) ~2-7/^B7x .--^-) * ^ 

10 AM-h ©ft^fifc* C 1 2 8 m g ) £9 t fc < 3 S ) - 3 - v> / ?vUT 5 J * 
*f-jV fc° a y v 5 V - 1 -ft >V$*c V 'Jy? Tis K [4- (4-7^7-3- 7 4^ 
ta7x,/^ S/) hf y v 3 > - 2—7 /l7j 75K (IS) - (4- ) -10-^^7 
T^/V*y| (5 8. 5m gk 2- (4-7/^n7x^) 7tf^ V 
^t-i/T^—b (1. 8 9ml, 0. 2M & 13, Sfetet It 

15 mmit-^m (17. 5m g) £#fc B 

'H-NMR S p e c t. r urn (CDC 1 3 ) 5 (p pm) : 1 . 7 0 (I H, m 
), 2. 0 8 (1H, n), 2. 2 4 (6H, s), 2. 2 8 (2H, m), 2. 4 7 
(1H ( m), 3. 17 (1H, m), 3. 4 3 (1H, m), 3. 5 4 - 3 . 6 8 
(2H, m), 3. 7 2 ( 2 H, s), 6. 5 5 (1H, dd, J -2. 0, 6. 0 

20 Hz). 6. 9 2 (2H, d , J = S . 8 Hz), 7. 11 (3H, m) , 7. 2 6 

- 7 . 3 1 ( 2 H, m) , 7. 7 6 (1H, d , J = 2. OHz), 8 . 07 (1H 
, d, j=6. OHz), S. 32 (1H, in), 8. 67 ( 1 H, s), 12. 2 
9 (1 H, s ). 

E S I -MS (m/z) : 5 6 9 [M+H] + . 
25 immm 2 19-1) -<yy> [ ( 4 - { 2 - COS) - 3 - ^/UT g ,7 

y f/^'n y 1 7^7} tf y i7>-- 4 — f - 2 - 
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-< y i?tv [ 4 - ( 2 — r 5 y tr y y- 4 - W /M- ~~2~-y >v%- n y 

/V] #/!^V—h (3 0 0mgK ^nn#7^-/MO. 2 6 6ml) (3S) 
- 3 -- (v 5 .^ Tvl'T 5 J * ftv) fc's >J -yy ZUttBfcS ( 4 . 2 5 m l v 1 - 0 M 

(1 2 8mg) $r-#fc 0 
(H flgfll 220) 3 " [ 6 - ( 2 ~ 77^±5 ~ 4 ~ * 3 "" E 2 ~ C 4 
7xr.ji/} y -fefy i/j 5M"»7- W Fl y.-r_y^vQ h°!J ^ v'V- 4 — fjV] — i — 
££^- = i - [ 4 - ( i f a D i?y~ 1 -- ^ ju) t±M g U7 
10 3 ~ [ 6 - { 2 - y n-4-=fo7 x. y 3r v") fc° 9 3: >• - 4 — /W] — 1 

~/f/K 1 ~ [4~ (fpi;^-l-^) y^^] 7VT (7 6mg) £D 
Lfc 3 - [ 6 ~ (4™75;-2- y/K^n - y » y * t 3 J? 3; 4 - 

-f/kl - 1 -y f-A— i- [4 - { fcf n y i>y- 1 -^v) y^/v] t> (e s 

I -MS (m/z):40 3 [M-fH] \U (IS) — (+) -10-;^>77^ 
15 yM (30. 8mgK 2 - ( 4 - ~7 At u y * rvw) T i?r ?W >f V =f-^y 

3 H-NMR Spectrum (CDC 1 3 ) S (p p m) : 1. 59 (4H, m 
), 1. 8 1 (4H, m), 2. 5 6 (6H, m), 3. 0 4 ( 3 H, s), 3. 3 9 

20 (2H, m), 3. 7 1 (2H, s), 1. 12 ( 3 H, m), 7. 19-7. 3 1 

(3H, m), 7. 3 5 (1H, in), 7. 5 7 (1H, brs), 7. 6 3 (1H 
, d, J = l. 2Hz), 7. 85 (1H, dd, J-2. 4, 11, 2Hz), 8 
. 3 3 (IB, d, J = l. 2Hz), 12. 3 8 (1H, s). 
£ S I -M S (m/'z) : 5 9 8 [M+H] + . 

25 2 2 0 -- I ) 3 ■ [ 6 --• ( 2 ■ y ^ g - 4 ~ = r P y x / 3r vQ fc° U 

g y y - 4 - ± fvi - i - y i - [ 4 - ( tf p u y > - - 1 -- y /*-) 
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q (2-7 A- # a - 4 - r-hc7^/^ V < V >' )V T %>' (SO 

m g ) N hV x-J-A'T 5 > ( 0 . 166ml), ^on ^Sfe7 ^ ( 0 . 12 4m 
Ik [4 - (t s ny^"l --f;P) ^..'W] T $ >' (2 5 Omg) i 

•5, k LXmmit&m (7 6mg, 54. 9%) &»fc 0 

5 H-NMR Spectrum (CDC 1 3 ) 5 (ppffi): 1. 54-1. 72 

(4H, hi), 1. 8 0 (4H, m), 2. 5 2 (6H, in), 8. 0 4 (3H, m 
), 3 . 4 0 {2 H, m), 7. 4 1 ( 1 H, rn) f 7 . 7 4 ( 1 H, b r s ) , 7 . 
7 8 (1H, s), 8. 11 (2H, m), 8. 3 2 (1H, s). 
ES I -MS (m/z) : 4 3 3 [M+H] 

(Hftff'j 2 2 1) 1 - [ 1 - ( 3 - io * ^ A'T ;/7'p W U 2. > - 4 ~ 
}; 6 _ (2- 7^^-p- 4- { 3- [2- (4~7/^n7x^) 

z 

1 ----- [ 1 - ^/l-'T tf/v) 1^ P - 4 — f A/\ - 3 - [ 6 - 

C 2 - 7 a ~ 4-=fP7x7 fcf U 5. v 5 ^ - 4 4>] - 1 - * ^;\> $ 

V7 (135mg), 2 0%/M^7V i 7^l (SOmgK (IS) - ( + ) 
- 1 0 - tf 1/7 T >m ( 9 9 m g ) s 2 - ( 4 - 7 JV$r p 7 * n/V) 7t 

y^aj-^r*- y£v, hxmmimm (41. 3 m g % 22 

. 7%) 4r#fc„ 

1 H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1 . 5 8 — 1 . 8 4 
(6H, m), 2. 0 7 (2H, m), 2. 2 3 (6H, s), 2. 2 9 (2H, m 

), 2. 3 7 {2H, m), 2. 9 2 (3H } s), 3. 0 3 (2H, m) , 3. 7 1 
(2H, s), 4. IS (1H, s), 7. 12 (2H, m), 7. 2 2 (1H, m 

), 7. 26-7. 3 1 (3H, m), 7. 3 6 (2H, m), 7. 6 8 (114, s 

), 7. 8 6 (1H, dd, J = 2 . 4, 11. 4 Hz), 8. 3 4 ( 1 H, s )., 
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12. 3 S (1 H, s ). 
E S I ~MS (m/ z ) : 6 4 1 [M+H] + . 
($&M2 2 1--1) te rt- ^ [1- Q-^W^/^Pft 
M if -< j) >- — 4 — -f )V\ # JW< * — h 
5 4- (tert-yhty'W^H?/) fcf^Uv^ (1. 9 g) ON, N — 

^f;^;^7? F (3 0ml) Sffifc, N. N~yVf^7?r/nt"t>f 
SSS ( 1 . 46 gk h y 5^(1. 45ml). 

h P 7 ^ ( 1 . 9 3g), - 3 - ( 3 - 'f-J^T fcT/u) 

^/Mt^f K III (2. 1 9 g) %M?L, «#»vT^T"2 7. 5« 
10 »#Lfc 0 R««l£-^ (200ml), f&ffl«7k (5 0ml), 1 NTKSfe 

fb^ h y ^i-NTk^ (somi) mire 3 o#«#ufc@L C^S:5>S 

M«EMU ^ifeilH'Ctlit:^ (2. 9 6g, £#fc 0 

15 ES I -MS (m/z) : 3 0 0 [M+H] + . 

(MifM 2 2 i 2 i N- [1- iS^^W U ^ t^y^V- 
4 _ ^ ^ ■- N jj ±AS7 % >' 

t e r t -y^/W [ 1 - ( 3 -vV J-frT Vfr—fr) ^ 3 > ; >" ~ 4 ™ 

-f /Vj # /W<! ^ - b ( 2 . 7 3 g ) »f f7 t F P 7 -7 >' (30ml) 0»7KJ£ 
20 U rrjCTkStft V ~T ?&T/U*~VJ* ( 1 . 0 4 g ) »K.fc c wtl 

T7B#PflOT«^b7> 0 R^«7k^U rrC, * (1. 0ml), 5N«m 
i~hV 7A7klSM ( 1 . 0m 1 k 7k (5. Oml) %IH»^, jK^-t'C W L 

25 g, 83. 2 %) &#fc 0 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 3 2-1. 42 
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( 2 H, m) : 1 . 6 7 { 2 H, m) , 1 . 8 9 (2 H . m) , 1 . 9 8 (2 H, ra 
), 2. 2 2 (6H, s), 2. 2S (2H, m), 2. 3 2 — 2. 3 8 { 2 H, m 
), 2. 4 3 (3H, s), 2. 9 0 (2H, rn) , 3. 16-3. 2 4 { 1 H, m 
). 

5 ESI —MS (m/ z ) : 2 0 0 [M+H] + . 

(MM! 2 2 1-3) 1 - [ 1 -- ( 3 - J-frT If ^ D v ; >-- 

4 — f /V] — 3 [ 6 — (2 —ytVfru -- 4 -- ^fP7 a: / ^ vQ fc" V ^ v : V- 4 
- 4 +J - l - ^ i)U7 

6 - (2-7^*n-4--Ha7 ^ 7 3r $/} t* '9 ^y- 4 ~- -f/V7$ > ( 1 2 
10 Omg), Y3 -"T-zi-T 5 >- ( 0 . 19 1 m Us ^ » p ^gy^^ ( 0 . 150 

ml), N- [1~ (3-v^f7Vr S Z^ntVU) b°-<y ^V- 4 -—f /V] -N 
- ^ 5 >- ( 4 7 8 m g ) &*> s mm&n^ t LtSII^l! (135m g> 

5 9. 1 %) &#fc 0 

1 H-NMR Spectrum (CDC 1 ;i ) S (ppm): 1. 63~1. 8 6 
15 <6H, ra), 2. 0 8 (2H, m), 2. 2 3 (6H, s), 2. 2 9 { 2 H, t 

, J = 7 . OH z), 2, 3 8 ( 2 H, t . J = 7. 8Hz), 2 . 94 ( 3 H, s 
), 3. 0 3 (2H, m), 4. 18 (IB, m), 7. 4 0-7. 4 3 (2H, m 
}, 7. 7 8 (1H, d, J — 1 . 2Hz}, 8. 0 3™ 8. 14 (2H,' m), 8 
. 3 3 (1H, d, J«l. 2 Hz). 
.20 ESI -MS (m/z) : 4 7 6 [M+H] + . 

(mt m 222) i - [ i - ( 3 - 22* 5 y wo ^ p 4 ----- 

-3- [4- (3-7 Asfr p - 4 — { 3 - [ 2 ~ (4-7;Vta7 ^ ~ ;U) 

;<l/*J;v [4- (2 - {3- [1™ (3~^W^/^ntr» \f^)*J> 
25 - ^--f/Kj -~3~^fA' r >WK} tf y > - 4 — f As$-*c '» -2™7;^n 

7 * =/]/] * /W* / — f- ( 2 0 6 m g K 20 %7kBit^V & V AmI ( 5 0 m g 
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) N (IS) ~ (+) -1 0-*>'77 ta -^># (1 1 6mg), 2— (4— 7 
Mc7i^/P) 7tf;v ^fywr^- h (0, 2Mf;i/xyfi x 2, 6 
7ml) £ 9 „ LT&flHfc&ttf (51. 3mg, 2 2. 5 %) %#7t n 

'H-NMR S p a c t t um (CDC 1 a ) 8 (p pm) : 1. 6 2—1. 85 
5 (6H, m), 2. 0 7 (2H, m), 2. 2 7 ( 6 H, s), 2. 3 3-2. 40 

(4H, m), 2. 9 0 (3H, s), 3. 0 1 (2H, m), 3. 7 2 (2H, s 
), 4. 17 (1H, m), 6. 5 7 (1H, dd, J = 2. 0, 5. 6 Hz), 6 
.92 { 2 H, d , J = 8 . 8 H z ), 7 . 12 ( 2 H, m) , 7. 1 4-7. 3 1 

(4H, m), 7. 7 4 ( 1 H, d , J = 2 . OH z ), 8 . 0 9 ( I H , d , J — 
10 5 . 6Hz), 8 . 33 ( 1 H, m), 12. 30 ( 1 H, s ) . 

BS I -MS (m/z) : 6 4 0 [M+H] + . 

(»j 2 2 2-1) -O'P/u [ 4 - ( 2 - 13- [ 1 - ( 3 - * ?-JUT 3 

jy°u ¥M ^i?^y-4->f/^ 

— 2 -- y/VTTK z £ ^ZkJ #ikzl2i — 

15 'O'vvP [4 -■ ( 2 -T 5 J t° 9 W— 4 ~->f /V^-^f- >■-) - 2 - r?/!^ a 7*=. 
;V] — h (1 5 Om gh h J) 5 V (0. 169ml), ^pp^t 

By x.—A' ( 0 . 13 3ml), N - C 1 - ( 3 -i? *v>T 5//o fcf/k) fcf-< 
y > ,„ 4 _ ^ - N - ^ $y (4 2 4mg), J: 0 , SMibiS^ SrSfcKfe 
ft&tt ( 2 0 6 m g , 8 3. 8 %) t L"C#fc. 

20 1 H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1 . 62-1. 74 

(6H, m), 2. 0 2 (2H, m) , 2. 2 2 ( 6 H, s), 2. 26-2. 38 
(4H, m),. 2. 8 9 (3H, S), 3. 0 0 (2H, m), 4. 16 ( 1 H, m 
), 5. 23 (2H, S), 6. 52 ( 1 H, dd, J = 2. 4, 5. 6Hz), 6 
. 8 5-6. 9 0 (3H, a), 7. 2 1 (1H, brs), 7. 3 4- 7. 4 2 ( 

25 5H, m), 7. 6 8 (1H, d, J — 2 . 4 Hz), 8. 0 5 (1H, d, J = 5 

. 6Hz), 8. 12 (1H, brs). 
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ES I ~MS (m/z) : 5 7 9 [MtH] + . 
(MW\ 2 2 3) 1 - [ 1 - (2 - v J J * gV^Z g Z g2~±) bV< ]j V- 4 
— 3- {4-- [2-7^^- g--4— ( 3 - .? ^-/l-T^T A-i^" ft W F) ? 

5 3 - [4 (4 -T 5 7-2 —-7 fritxi? x. J \?V P>- 2 -4 As] - 1 — 

[I - ( 2 - 9^-'?" 5 / ^A-) If 9 v^- 4 ->f /w] - 1 £ P-T 

(lOOmg), CIS) ( + ) -10-*y77-^*J / 8 (1 16mg), 
2-7i ^/VT -te f-J^ V ; ?->r VT^- h (0. 2M N> N — ^ ^vVafcA- A T 
5 Klgtt 1. 7 4ml) ttill'^ft (19. 4m g, 13 

10 , 8%) &r#7t„ 

1 H — NMR Spectrum (CDC 1 3 ) 6 (ppm) : 1. 6 4 (2H, m 
), l. 7 8 (2H, m), 2. 11 (2H, m), 2. 2 8 ( 6 H, s), 2. 4 8 
(4H, m), 2. 8 8 ( 3 H, s), 3. 0 1 (2H, m), 3. 7 4 (2H, s 
), 4. 16 (1H, m), 6. 5 5 ( 1 H, dd, J -2, 4, 6. OHz), 7 
15 - 17 (2H, m), 7. 3 0-7. 4 5 (6H, m), 7. 6 7 { 1 H, d, J = 

2, 4Hz), 7. 8 9 (1H, dd, J ~ 2 . 4, 11. 6 Hz), 8. 0 6 (l 
H, d, J — 6 . OHz), 8. 6 9 ( 1 H, brs), 12. 4 5 ( 1 H, s). 
E S I -MS (m/z) : 6 0 8 [M+H] + . 
(Mi &ffl 2 2 3- 1) 3 - [ 4 -- (2-7^P-4-=FP7x;^r '>') U 
20 ^y- 2 — f /R] - 1 - [ 1 - ( 2 - V* ±JkZ % I V " 4 —f 

4 _ ( 2 - p-4-^fn7 x / * f) ^ y ^>'-2--f;!/7^ (200 

mgh MJ^^/t-T^>' (0. 2 5 2ml), ^oo^|7i^ (0. 2 5 2m 
1 h N— [ 1 ~ (2 - ^ ^/^T 5 7 -^/W y 5* >' - 4 ~ 4 }V\ ~~ N - 
25 fflsT % y (5 9 5mg) «fc 9 v S®ffc&4& ( 2 9 6 m g , 8 0. 0 %) 

1 H — NMR Spectrum (CDC 1 3 ) 3 (ppm): 1, 6 3 (2H, m 
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), 1. 7 9 (2H, m), 2. 10 (2H, m), 2. 2 6 (6H, s), 2. 4 7 
(4H, m), 2, 8 8 (3H, s), 3, 0 1 ( 2 H, m), 4. 14 (IB, m 

), 6. 6 5 (1H, dd, J — 2. 4, 5. 6Hz), 7. 2 3 (1H, brs) 

, 7 . 3 0 (1H, in), 7 . 7 5 (IH, d , J - 2. 4Hz), 8 . 11 ( 2 H 
5 , m), 8 . 16 (IH, d , J = 5. 6 H a ) . 

E S I -MS (m/z) ; 4 6 1 [M+H] + . 
(ggji&ffj 2 2 3-2) 3 ~ [ 4 - (4— T^/~ 2 — p 7 ^ ,7 g U 

~J^-2 -f /VJ -- 1 - [" 1 - ( 2 - TVl'T $ / g^Vk) ^ lj£Zz: 4 ~-1 J 

10 3 - [4 - ( 2 - 7 Asf P - 4 -- ~ r D 7 x / v') t° !) v 5 2— f /V] - 1 - 

[ 1 - ( 2 - 5? y ^/UT 5 J 9 i? > - 4 - ^ ;V] - 1 ~y ?VH7 l/j 

( 2 9 6 m g k 2 0 %«fb^ 7^!)AM ( 7 0 m g ) «t 9 , SSfeffi^ft t U 
-CayEffc-g-*) C 2 6 0 m g , 9 3. 9 %) £&fc 0 

1 H — NMR Spectrum (CDC 1 ,) .5 (ppm) : 1. 6 3 (2H, m 
15 }, 1. 7 2~1. 82 (2H, m) t 2. 10 (2H, m), 2. 26 (6H, s 
), 2. 2 7-2. 5 0 (4H, m), 2. 8 5 (3H, s), 3. 00 (2H, m 
), 3. 7 5 (2H, brs), 4. 15 ( 1 H, m), 6. 4 2-6. 4 5 (IH 
, m), 6. 4 8-6. 5 3 (2H, m), 6. 9 5 (IE m), 7. 2 1 (IH 
, m), 7. 6 4 (IH, d, 1 = 2. 4 Hz), 8. 0 2 ( 1 H, d, J = 6. 0 
20 H z ) . 

E S I -MS (m/ z) : 4 3 1 [M+H J \ 

mm-m 224) 1 -- [ 1 - (2 --- tjkZ g / y 4 - .< 

M -3— [4- (l^TMHzlz ~' 3 ~ ^ 2 ^ 4 7^tn7a^ A-) T 
■fe 5-;^] ^ W K) 7 / =fr V) b° y >- - 2 - JU] - 1 -- y 1/7 
25 3— [4— (4— 7 5! /— 2— 7^0 7*y# s » ify^>~2 — f /V ] — 1 — 

[ 1 - ( 2 - / f-A-T 5 ./ =cf-;V) fc^ IJ > - 4 - -f A'] - 1 - * fvk ^ V'T 
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(lOOnxg), (IS) - (+) - 1 O-joyy r—7,/^>m (I i 6mgh 
■MMi^m (19. 2m g, 13. 2%) £#fc e 

1 H-NMR S p e c t r urn (CDC 1 3 ) 5 (p pm) : 1. 6 5 (2H, m 
5 ), 1. 7 2- 1. 9 0 (2H, m), 2. 14 (2H, m), 2. 3 6 (6H, s 

), 2. 5 4 (4H, m), 2. 8 8 (3H, s), 3. 0 3 (2H, m), 3. 7 2 
(2H, s), 4. IS (1H, m), 6. 5 5 (1H, dd, J — 2 . 4, 6. 0 
Hz), 7 , 10 - 7 . 36(7H, m), 7 . 67 (1H, d , } — 2. 4 H z ) 
, 7. 8 9 ClH, dd, J — 2 . 4, 11. 6Hz), 8. 06 (1H, d, J 
10 =6. OHi), 8. 5 7 (1H, brs), 12. 4 0 ( 1 H, s). 

E S I -MS (m/z) : 6 2 6 [M + Hj + . 

( ^ifefltf 225) i - [ i - ( 3 - ^ gvvr IZXg j^Vk) *^ y v 5 V~ 4 - 

-3- [ 4- (2-7^a-n-4~ {3- [2- (4~7;VtP7x^) 

15 3- [4- (4-T^y 2-7Mp7i/^) if]}^^~2~~4^1 ~~ 1 — 

[ 1 - ( 3 - f/u7 5 7 :7' p £VW y >' - 4 - -< /!/] - 1 ~ * f-jU r> U 
T <OU£.0M (102mg), (IS) - (+ ) ^ >1t ( 9 

0. 4 m g K 2- (4 - 7 a: T±^A- A S1f'±>'T*— h C 1 

, 8 3m K 0. 2 5 M hA^y^W £ «3 6 LT*jgft^fe (12. 

20 8m g) IHtfc 0 

1 H-NMR S p e c t r urn (CDC 1 3 ) 5 (p pm) : 1. 67 (2H, m 
), 1. 8 3- 1. 9 3 (4H, m), 2. 14 (2H, m), 2. 4 3 (6H, s 
), 2. 46 (2H, m), 2. 57 ( 2 H, m), 2. 89 ( 3 H, s), 3. 05 
(2H, m), 3. 7 3 (2H, s), 4. 19 (1H, m), 6. 5 5 ( I H, d 

25 d, J = 2. 4, 6. OHz), 7, 10-7. 2 0 (4H, m), 7. 2 7-7. 

3 5 (4H, m), 7 . 6 4 ( 1 H, d , J = 2 . 4 Hz). 7 . 90 (1H, d d 
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, J ■ = 2 . 4, 11. 6 H z ) , 8 . 0 6 ( 1 H, d , J ~ 6 . OH?,), 12. 4 
1 (1H, s). 

ES I "MS (is/ 2) : 6 4 0 [M+H] . + . 

mMm 225-1) 3 - r 4 - c 2 - z*dL s / ± vo g y 
y:x-~ 2 -4 }V\ --- 1 — [ 1 - ( 3 - ijjt ±^Z \/zfu W p -^>-~ 4 - 

4- { 4 -~~ h P7*y^) y 2 --f /l^T ^ > (200 

m g ) , ^'f-A'T 5 >' (0. 2 5 2ml), ^gg7 ^^/V ( 0 . 2 5 2m 

1), N— [1— (S-^/^W^/PtVv) fc'^y ^^-4-^/^3 -N- 
7! f-iVT 5 V ( 5 9 5 m g ) £ 9, BsIS t LT«lb» ( 2 2 6 m g N 5 9 

. 3 %) &mc 0 

1 H-NMR S p e c t r am (CDC 1 ,) 8 (p pm) : 1. 6 0-1. 84 
(6H, m), 2. 0 5 (2H, m), 2. 2 6 (6H, s), 2. 3 5 (4H, m 
), 2, 9 0 (3H, s), 3. 0 1 (2H, m), 4. 15 (1H, m), 6. 6 5 
(1H, dd, J = 2. 4, 5. 6Hz), 7. 2 5 (1H, brs), 7. 30 ( 

1 H , m) , 7 . 7 5 ( 1 H, d , J - 2 - 4Hz), 8 . 11 ( 2 H, m) , 8 . 

16 (IK, d, j -5. 6 Hz). 

ES I -MS (m/z) : 4 7 5 [M+H] + . 

J@PMi2 2 5 -2) 3- f4- (4-7U-2-7/^P7x;^» bfj3 
Z>^~~ 2 -<< AA - 1 - [ 1 ~ ( 3 ~ W ^7*0 fcf /tQ ^ y v^— 4 - 

3 __ [ 4 _ (2-y;M-n-4-^ }>P7x;^) fc? 9 > ; >'™ 2 - + - 1 - 
[1 - o-^^f^/^y/n fc7l-) tf^ JJ >• ~ 4 — { /V] — 1 — ^ ^A' £ > 
T ( 2 2 6 m g ) s 2 0 %zk »flS'*7 i^^S** ( 7 0 m g ) ^Sfeffl W 

£ LT«ffifba-# ( 2 0 5 m g v 9 6. 8%) &#fc 0 

•H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : I, 64-1. 78 
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(4H, m), 2. 0 5 (2H, m), 2, 2 5 (6H, s), 2. 3 1-2. 3 8 
(4H, m), 2. 8 8 ( 3 H, s), 3. 0 0 (2H, m), 3. 7 5 (2H, m 
), 4. 16 (1H, m), 6. 4 9-6. 5 2 (3H, m), 6. 9 5 (1H, m 
), 7. 2 7 (1H, m), 7. 64 (1H, d, J = 2 . 0Hz), 8, 01 (l 
5 H, d, J = 5. 6 Hz). 

ES I -MS (m/z) : 44 5 [M + H] + . 

J^jgg[2 2 6) 4- (2 $ J x-f-M - [1, 4] i?TH;<y~ 

I -%/]s7$ *i/}) y# 7v' K [6 - ( 2 - 4 - { 3 - [ 2 - (4 - 

10 1 T g K 

4 ( 2 - v ; ,* -?-^T 5 / - C 1 » 4] S?T "If 1 ~*^^v- y jy 

^ T v" K [ 6 - ( 2 - 7 JU& B-4--fn7 ae / ^ ■>') fcf Hv7 - 4 - 

75K{14 4mg) «fc9£#Ufc4- (2-^W5/xf;V) - [l 
, 4 ] ^T^Vn'V- 1 ~^;^>v- j) 5> ^ X f K [6 - (4-757-2-7 

15 /^n7 * y y 5 W- 4 — f /v] T S (68. Bag), 

D-10-*>7t — X/V^ (76. 4mg), 0 . 2 5 M 2 - ( 4 - 7 A- 
td7.T.^'/) T-fe^/W y=r-^v'T^- r - h/V^>'mm ( 1 • 31m!) X. % 
%mik&%3 (2 0. 5mg, 2 0. 4%) UTWfc, 
l H — NMR Spectrum (CDC I 3 ) 5 (p p m) : 1. 95 (2H, m 

20 ), 2. 2 5 (6H, s), 2. 4 2 (2H, ra), 2. 6 4 (2H, m), 2. 7 1 

(2H. m), 2. 80 (2H, m), 3. 5 9 (2H, m), 3. 64 ( 2 H, m 
), 3. 7 1 (2H, s)„ 7. 12 (2H, m), 7. 16-7. 3 8 (SH, m 
) , 7 . 6 8 ( 1 H, m) , 7 , 8 6 (1H, dd, J = 2. 4 , 1 1 - 6Hz), 
8 . 3 3 (1H, m), S . 4 9 ( 1 H, b r s ) , 12. 38 (1H, b r s ). 

25 E S I —MS (m/z) : 6 1 3 [M+H] +. 

( M3t#l 226-D ( 2 - [ l , 4 3 2Z^1>^=: 1 z^£JtE±M tJt 
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t 5: > Hifegfeti; 

:«#kt> [x, 4 j *?T&<y~ 1 -j/mwrvy ^ r >• k -<vv ; .^ 

xXf;!' (2ml) tN, N— v>> f^*;u^7 K (2 Oral) fcSPx.7if^ $ 
m?J '0 9 & ( 6 . 6 7 g ) £ 2 - 5?j* ? 7 =^vW£ d 7 -f K ( 1 . 6 7 g ) 

»so *c* t*#m $ i mm®& Lit, &.j&mz 2 - * ^a-t $ j ^-/vp 

uyj K (4 2 0rng) $:£fe»X., 2««-b7t e L- 
fc, (1 0 Om 1 ) t fmmt TV^-V AftMm (5 Oml 

) -c^eu^ :.jtmm%mmit7 >■?■ = (somiK ?k c 

10 5 0ml), mft-k&fr (50ml) Xli!&» LfrM, h V £ At'fi 

-f- (FUJI SILYSIA NH, ; -"-r^ 4 : 1 

* =f A-T 5 / ^xfW) - [ i , 4 ] ^T-feV^- 1 -^^vt'^v y v $ T v- K -< 
15 y^J^(7 2 4mg, 2 4. 5%) ^f#,»itt#fc 0 

±fSBJ*ta» (7 2 4m g) \Z.*9J>~JV (72ml) SrAfi^fcftv «#»ET 
, 2 0°/o»7V ;| )^ (X. 0 7g) tf7JP;L W*li/)0Sl!-T4flK 

.Hfc?*ffi&MJ±«1"5 - 1 £ J: 9 SMffrg* ( 6 6 0 m g . 9 9. 2 %) Sr»fe 

ES 1 —MS (bo/z) : 1 7 2 [M+H] + . 

(sfiSM 2 2 6- 2) 4 - ( 2 - io* fvkg g / ~~ E 1 . 4 3 >"T -gV-? 

25 > - 1 - Astf is 3 y$ 7 v- K [ 6 - ( 2 - 7 ,'»t g r 4 - - M?.x^ 
v-) tf I? § - 4 — j f±} 7 S F 
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6 — (2—7 sUsf a — 4 Y n7xM vO fcf V $ v 5 > — 4 — 4 JVT $ V (10 
Omg), xf7t-Fn77>' (4ml)> ^nn^|7x^ (0. 151ml) 
s (2 - [1,4] i-?Tif^>— 1 — ^f/J^^u) v/.^f^7^y H^H^ (3 3 
7mgK MJ^^/VT?. ^ (0. 16 7ml) «fc D , SS&fb£-*& (l44mg, 
5 8 0. 3%) ^feitilHTifc, 

E S I -MS (m/z) : 4 4 8 [M+H] + . 

(UliM 2 2 7) I — [ 1 — ( 3 - tV^T XS-fn fcf ^< yj/^~-4- 

4M - 3- [4- (4- {3 - [2- (4-7^g7x=;P) T^*?)V\ ±# 

ft t- £Kj 7 s y ;>) t s D-^y-2 ■- <j r-A 1 - ± 7 ur 

10 3- [4- (4-75;7x;^y) t° j) v>V- 2 — -f /V] -1- [ 1 - (3-i? 

^ 5-/^7* ? 7 7° o t?A0 fc 0 -< V i? V - 4 - <f /^J - 1 - ^ 7^7 ( I 0 4 m g 
)„ (IS) - (+) -10"^77T"^>f (9 6. 4mg), 2- (4~ 
y/V± P 7 * ~-/V) -f h '( 1 . 95ml, 0 . 25M(> 

;^y®m J; 9, &^*HttIjk^I (2 6. 4m g, 1 7. 4%) 

15 fc„ 

'H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 62-1. 94 

<6H, m), 2. 0 5 (2H, m), 2. 2 6 (6H, s), 2. 3 5 (4H, m 
), 2. 8 9 (3H, s), 3. 0 0 (2H, m), 3. 7 1 (2H, s), 4. 15 

( 1 H, m) , 6 . 5 5 ( 1 H, d d , J ~ 2, 0 f 5 . 6Hz), 7 . 09-7. 
20 13 (4H, m), 7. 18 (1H, s), 7. 2 6-7. 3 1 (3H, m), 7. 

6 7-7. 6 9 (3H, m), 8. 0 6 (1H, d, J = 5. 6Hz), 12. 2 8 

(1H, s).. 
E S I -MS (m/z) : 6 2 2 [M+H] + . 

(§BiM 2 2 7-1) 1 — [ 1 - ( 3 - *f-fi S 7 % J 7p fcf/ W U y V- 
25 4 — yj/j — 1 — ^ ^yk— 3 — [ 4 — (4-^hn7 a ;j f-j/) fcf 3 J y > - 2 — 
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4 - (4~=|vn7x J =3f >') tT y 2 - -Y A-'T $ >' (92. 5mg), h D 

jcf-j^T 5 >' ( 0 . 167ml), ^no ^r§7x^ (0. 15 7ml), N— [ 

( 3 I 9 m g ) £ D , bT»jb##5 (I40mg, 7 6. 7 %) 

5 «r#fc 0 

'H-NMR Spectrum {CDC 1 3 ) 5 (ppm) : 1. 62-1. SO 
(6H, m), 2. 0 4 (2H, m), 2. 2 2 (6H, s), 2. 2 6-2. 31 
(2H, m), 2. 3 4-2. 3 9 (2H, m?> 2. 9 0 (3H, s), 3. 0 0 
(2H, m), 4. 15 (1H, m), 6. 6 5 (1H, dd, J = 2. 4, 6. 0 
10 Hz), 7. 19 (2H, d, J -9. 0 Hz), 7. 2 5 ( 1 H, fars), 7. 

8 1 (1H, d, J — 2 . 4Hz), 8. 17 ( 1 H, d, J — 6 . OH a), 8. 

2 7 (2H, d, J - 9. OHz). 

ESI —MS (ra/a) : 4 5 7 [M-fH] + . 

2 2 7 - 2 ) 3- [ 4- (4 -T^/7^y^'» b° y v ; >'~ 2 -4 )V 
15 ] -1- [1- (3 -i^^A'T^/ynhy^) fav<y j?^- 4 -^/K] -j-^ 

i - [ i - ( 3 - s? * ^-a-t ^ / b tvv) tr-^t y 5? >■ - 4 — -f /u] - 1 - ^ ^a- 

----- 3 ----- [ 4 - (4 h n y J tf p 2 ~~4 /V] '7 1/7 (1 4 Omg 

h !0%A'7^ r )A^I (10 Omg) i.»t*H-T*IMI) ( 

20 1 0 4 m g s 7 9 . 4 %) £?#fc 0 

•H-NMR Specti urn (CDC 1 3 ) 5 Cp p m) : 1 . 6 4 1 . 82 

(6H, m), 2. 0 6 (2H, m), 2. 6 2 (6H, s), 2. 3 2-2. 4 0 
(4H, m), 2. 7 1 (2H, brs), 2. 8 8 (3H, s), 3. 0 1 (2H 
, m), 4. 17 (1H, m), 6. 4 8 (lH, dd, J -2. 0, 6. OHz) 
25 , 6. 70 (2H, d, J ~ 8. 8Hz), 6. 90 ( 2 H, d, J = 8. SHz 

), 7. 25 (1H, brs), 7. 6 2 (1H, d, J -2. OHz), 7. 98 
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(1H, d, J = 6. OHz). 
ES I -MS (m/z) : 4 2 7 [M+H] + . 

(»J2 2 8) 3- [6- (4- {3- [2" (4~7;Vjg7x^) 7 T i? 

^a-fr W K) '7^7 =frV) tf p 5 4-4 1 - j* f-/y-- 1 - { 
i -■ f-fv v & > 4 — - Y ^) ft V T 

3 „ [ 5 „ (4™7$/7x/^^) t'U v77-4~^;^] ~ 1 - ^ ^yl— 1 - 
( 3 _ ^ i) ^ y - 4 AO 7 H (131mg), (+) -10~*y7 

7 -^,/ly^>S (Sling), 2- (4-7/VtP7a^) Ttf /M 7f -tv" 
^vxyf^ (0. 2 5M, 3. Oml) £ Mfbl^t> ( 4 6 . 3 
m g , 2 3 %) t LTfflto 

1 H-NMR Spectrum (CDC! 3 ) 5 (ppm):l. 6 0-2. 0 

0 (4H, m), 2. 10~2- 2 0 (2H, m), 2. 3 3 ( 3 H, s), 2. 9 
0-3. 0 5 <5H, m), 3. 7 1 (2H, s), 4- 2 1 ClH, m), 7. 1 
0~7. 35 (7H, m), 7. 59 (1H, d, J-0. 8Hz), 7, 69-7 
. 7 4 (2H, m), 8. 3 7 (1H, d, J = 0. 8Hz), 8. 4 4 ClH, b 
r s), 12.27 (1H, brs). 

E S I -MS (m/z) : 5 5 2 [M+H] + . 
(M^lM 2 2 8- 1) 1 - t gV±n 1 - ( 1 ~ ^ *f~^' y V s > 4 — f - 
3 r 6 _ ( 4 - -hp 7 xy» 0 b° I) » - 4 — [ Aj) tf YZ 
4„ 7 ^ / /»6- (4-^f-!3 7xy^v') tf?v^' (lOOmg)v M) 
/VT^ (0. 150ml), ^PD^f7x=/V {0. 135ml), l-tf-fl' 
~4~ f/V7 ^ / ) v-> ( 3 3 1 m g) £ <9 *Mlb##J (1 6 0 m g , 

9 6 %) £ UT#-7t 0 

1 H-NMR Spectrum {CDC 1 ,) 5 (ppm) ; 1. 60-2. 0 
0 (4H, m), 2. 0 9-2. 16 (2H, m), 2, 32 (3H, s), 2. 8 
0-3. 0 0 (5H, m), 4. 2 0 (1H, m), 7. 2 9- 7. 3 8 (3H, m 



385 



WO 20«5/082854 



PO7.JP2lM»5/003?!H 



), 7. 7 0 (1H, d, J-0. 8Hz), 8. 14-8. 33 (2H, m), 8 
, 3 9 (1H, d, J = 0. 8 Hz). 

m&\ 228-2) '3 - [6 - (4- 7 IJ^JJtk l ¥ g § ~ 4 - ^ 
;Ki - 1 - ^ 1 ■- ( 1 - J* ^ P ^ ~ x " 4 - -f t-T 

5 1 ■•- * 'f-.il— 1 - (I—/ t"-< y^y- 4 — f /1-) - 3 - [ 6 - ( 4 -~ h n 

77 ^ ./ ^ -v) tf p ^ *J >• - 4 - -Y >7 ( 1 6 0 m g K 2 0 7 i? 

(120 m g ) x % &m&m ( 1 3 2 m g , 90 %) & t lt 

E SI-MS (m/z) : 3 5 7 [M+H] + . 
10 4- {[ 4- b--<D 1 -^f/V 

] #;l^~-7VT ^ - 6- (4 - {3 - [2- (4-7//tn7i^) 7tf 

v-i— ^ f/v] *;*;!/75/l tfU^^y- (nomgK (+) - io~*y 

15 77-7/^y| (7 1. 5mg), 2- (4-7/^37x^1 TW/W y 

(0. 2 5M, 2. 6ml) £ 9 % XJBfcgfe (4 
6 m g, 2 5%) SrS&Bfcfci: ttifc, 

'H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 10 — 1. 3 
0 (2H, m), 1. 7 5 (1H, m), 1. 8 0-2. 0 0 (2H, m), 2, 1 
20 0-2. 45 (SH f m), 2. 8 5-3. 0 0 ( 2 H, m), 3. 71 (2H, s 

), 4. 0 0-4. 2 0 (2H, m), 7. 10-7. 3 5 (7H, m) , 7, 5 4 
(1H, d,.J«0. 8H2), 7. 6 9-7. 7 3 ( 2 H, m), 8. 36 (1H 
, d, J — 0, 8Hz), 8. 44 ( 1 H, brs), 12. 27 (1H, brs) 

25 E S I -MS (m/z) : 5 6 6 [M+H] + . 

mmm 2 2 9 -- y 4 - i [ 4 - ( ^/ gy^x § / 1 ±m v 2 ^- 1 - 
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-f/K3 jj;UT^ =z/ VT % y } —6 — (4-^hP7g:^V) ¥ }) Zi» 
4-7? J - 8 - (4™^fn7s./ >-) tf U $ > 5 ;./ (lOOmg), 9 ct p ^ 
i®7 ^ ( o . 13 5ml), 4 ~- (v^ 5Vt'T ^ / * V ZJ& 

US (464 m g ) , h y ^^/l-T 5 > ( 1 . 06ml) «fc 9 v ( 1 3 

7 m g v 7 3 %) t LtHfc, 

1 H-NMR Spectt urn (CDC 1 s ) 5 (ppm) : 1. 1 0—1. 3 
0 (2H, m), 1. 7 3 ( 1 H, m), 1. 8 0-1. 9 0 (2H, m), 2. 1 
0-2. 2 0 (2H, m), 2. 2 4 (6H, s), 2. 8 0-3. 0 0 (2H, m 
), 4. 0 0-4. 2 0 (2H, m), 7. 2 9- 7. 3 3 ( 2 H, m), 7. 39 
(1H, brs), 7. 6 7 (1H, d, J = 0. 8Hz), 3. 2 8-8. 3 3 ( 
2H, m), 8. 3 8 ( 1 H, d, J*=0. 8Hz). 

mmm 229-2) 4 - i±ziZ±z z zJJtM - g - il 4- 
4 — { [ 4 - (sm f/i^r 5/^ fw) tr^ y v-y- 1 — >f /1/3 * /wk~. a-t 5 y 

} -6- (4-=fB7x/^) fc?y?v 5 >' (137mgK 2 0 %;Ml'b^7 
5> £ ( 1 0 0 m g ) ± >K *JB4kfr«) ( 1 2 0 m g N 9 5 %) & & M» t 

LT#fc c 

ES I -MS (m/z) : 3 7 I [M+H] + . 

OgjfeffU 2 3 0) 4 - ( 4 - { 3 - [ 2 - (4.™ :7 /W:?- r^r. ^) T ir gvV] 
g^t g V' -j K j '-7 x^V ) - 6 - i [ 4 - ( 1 - A fc s ^< 7 ^ > ' - 4 - -f /V) 
\?*< y y ; ^ - 1 - /V] # /l-T $ J } P ? 2 >' 

4 __ ( 4 -7;;7x/^) -6- {[4- ( 1 fv^fc 0 ^ 4 — f /V 

) fcf-s y 1 — f /Kl #/wK~/VT 5/1 hf 9 5 >J>- (133mg), (+) - 

10-*y7T-^*>i(13 5mg), 2 - (4-7 P 7 a T -fc 

yf-^yy^- f - h/^>"» Co. 2 sm, 2 . 6m 1 ) ± »? % SM-fh 

Ml! (45. 3 m g N 23 %) % L-T#7t 0 
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3 H-NMR Spectrum (CD C 1 8 ) 5 ( p p m) : 1 . 40-2. 0 

0 (5H, m), 2. 3 3 (3H, s), 2. 4 0-3, 0 0 (1 0H, m), 3. 
7 1 (2H, s), 4. 0 5-4. 2 0 (2H, m), 7. 10-7. 40 ( 7 H, 
m), 7. 5 4 (1H, d, J— 0. 8 Hz), 7. 6 9 — 7. 7 3' {2H, m), 

5 8 . 3 7 ( 1 H, d , J ~ 0 . 8Hz), 8 . 4 5 (1H, bra), 12. 27 ( 

1 H, b r s). 

ES I -MS (m/z) : 6 0 7 [M+H] + . 

JMM 2 3 0- 1) 4 -- i [ 4 - { 1 - £ i-fr ■-- 4 -- 4 ;V) jj 

io 4 - r 3; y - e - ( 4 h p - ? x y v') e y $ > 5 >- doomg), b y 

5 ^ (0. 150di1Upd ^«7s=;!/ (0. 135ml), 4 - (1 - 
y ^A- tf ^ y *J y - 4 — 4 M y s? >- (40 0mg) X t> , Sfift-a-tt C 1 4 
8mg, 7 8%) &M-fei«H.X#fc 0 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppo):l. 4 0-2. 0 
15 0 (5H, m), 2. 3 1 (3H, s), 2. 4 0-3. 0 0 (1 0H, m) , 4. 

0 0-4. 2 0 (2H, m), 7. 2 7- 7. 3 3 ( 2 H, m) , 7. 41 (1H, 
brs), 7. 6 5 (1H, d, J=0. 8Hz), 8. 2 9-8. 3 2 (2H, m 
), 8. 3 8 ClH, d, J -0. 8 Hz). 

JMjtfll 2 3 0 - 2 ) 4- (4-7;; Z*J-*±) 6 " UAzZ (l-^T 
20 /Wc'^y 4 zzdlk). 1 #/WK~.;l-7 g / ) bf V ^ v ; >- 

4- {[4- (l~^f^tV7v?y-4--f^) tf-^y I ~-A)V] jj)vw 

~A-7 %J\ - 6 - (4"-^fo7x; tf y 5 i>>- ( 1 4 S m g ) , 2 0 % 

?»m^9> 5r 7A^* (1 OOmg) *®ffr&* (I 3 3m g, 9 7%) £ 

tttfc, 

25 ESI-MS (m/?,):412 [M+H] + . 

(g »]2 3l) 4- (4- {3- [2- ( 4-7^P7^^) T'fe^/i--] 
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f^?KKl Z^Zid>0 — § " ^ 4 ~ i 1 — £ 1 J 2 - 4 - a-) 

1 Y #7^-/177" g / } y § 2^. 

4 - (4-7577x7 3f is) -- 6 - f [ 4 - (1-7 t'-< JJ %7 >' - 4 - -f ^ 
) fcf-<y v^~- l — f ;k] ^/i/**^;V7 5 7 } v 5 ^' ( 1 3 1 m g k ( + ) - 

5 1 0 - A 7 7 — ^ ^ (133mg), 2 - (4-7 /l':*' P7i =./I^) T" -fe 

^/W y^-^v-T^- h - K^>1^&" (0. 2 5 M, 2, 6ml) £ «k ^Ml'b 
£tt (44. 3 m g N 23 %) 4r frfe©* £ LT#7t 0 

1 H — NMR Spectrum (CD CI,) 5 (ppm):l. 5 0-2. 0 
0 (6H, m), 2. 2 6 - 2. 3 6 (4H, m), 2. 5 4 - 2 . 6 4 (4H, m 

10 ), 2. 9 0- 3. 0 4 (2H, m), 3. 4 8-3. 5 6 (4H, m) f 3. 7 1 

( 2 H, s ), 7 . 10-7. 35 (7H, m), 7 . 54 ( X H, d , J = 0 . 8 
Hz), 7 . 6 9- 7. 7 3 ( 2 H, m) , 8 . 37 ( 1 H, d , J = 0 . 8 H z ) 

8. 4 4 (1H, brs), 12. 2 7 (1H, brs). 
E S I -MS (m/ z )■ : 6 0 7 [M+H] + . 

15 (SWf 2 3 1 - 1 ) 4 - { [ 4 - (1-7 f-fls fc"^ 3J *? V -- 4 - ^ 7 

y~ 1 f fj^n^fVT § 7 } - 6 - (4-=ho7x/^) h a P g y>- 
4-T 5 7-6 ~ (4--bP7x 7^7) fc" D 5 V (10 0 m g k h JJ 
/UT K> (0. 150ml), ^tin ^Sfe^* ( 0 . 13 5ml), 4 - ( 1 - 
^f/','fc'^!J-77™4"7;l') (4 5 2m g) «£: 9 > ilft'^ll (1 4 

20 2mg, 7 5 %) &mn&W&Mk Ltffc, 

1 H— NMR Spectrum (CDC 1 3 ) 5 (ppm):l. 60-2. 0 
0 (6H, m), 2. 2 0-2. 4 0 (4H, m), 2. 5 0-2. 7 0 (4H, m 
), 2. 80-3. 00 (2H, o), 3. 40-3. 60 (4H, m), 7. 2 9 
-7. 3 4 (2H, m), 7. 37 (1H, brs), 7. 6 6 (1H, d, J = 0 

25 . 8Hz), 8. 2S-8. 33 ( 2 H, m), 8. 38 (1H, d, J = 0 . 8H 

z). 
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4 _ { [ 4 ( i jt. J- jv V i? y~4-~J/ls) tf 7 v 5 > - 1 — f A-] # /V # 

^/UT^yl -6- (4'-^f37x/^>') fU^-tx^ (14 2mgK 2 0% 
TKH^y^!?'^* (1 OOmg) mmih'^ (l 3 ling, 9 9%) £ 

E S I —MS (m/z) : 4 1 2 [M+H] + . 

23 2) N- ( 3~7/^p-4 - { 2 - [ 3 - (1 -^^/V^D i? 

1 H-NMR Spectrum (CD C 1 a ) 8 (pp m) : 1 . 5 0 - 2 . 0 7 
(4H, m), 2. 24 ( 2 H, m), 2. 32 (3H, s), 2. 76 (2H f m 

), 3. 6 3 C2H, s), 3. 8 1 (1H, m), 6. 2 7 (1H, m), 6. 6 6 
(1H, dd, J»l. 2, 6. OHz), 7. 0 1 (2H, m) , 7. 14 (1H 

, m), 7. 2 8 (1H, m), 7. 5 4 (2H f m), 7. 6 7 ( 1 H, m), 8. 

0 5 (1H, d, J ~6. OHz), 8. 3 5 (1H, brs), 9. 3 5 (1H, 

b r s), 9. 7 2 (2H, m). 

ES I -MS (m/z) : 5 3 9 [M+H] + . 
(gjfeffj 2 3 3) N - (4 ■- { 2 - [(A ~ W S / ^ 3 H >~1~~ % 

— ( 4 — 7 A^" p7 x - y g + g K 

! H~NMR S p e c t r urn (CDC 1 3 ) <5 (ppm) : 1. 4 5 (2H> m 
), 1. 8 6 (2H, m), 2. 2 8 (6H, s), 2. 3 4 ( 1 H, m), 2. 9 0 
(2H, m), 3. 49 (2H, s), 4. 0 7 ( 2 H, m), 6. 5 9 (1H, d 
d, J = 2. 4, 6. 0 Hz), 7. 03 (2H, m) , 7. 13 (1H, m) , 7 
16-7. 4 0 ( 2 H, m) , 7. 4 5-7. 6 0 (3H, ra) , 7. 7 0 ( 1 H 
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dd, J = 2 . 4, 12. OHz), 8. 0 6 (1H, d s J = 6. OHz), 8 
. 6 8 (1H, b r s), 9. 2 4 (IH, s). 
BS I — MS (m/z) : 5 5 3 [M+H] \ 

__mmm 234) 4-12 - yjv± n -- 4 - [ 3 - (2-7^ ~;vr -fe $ 
1,4 k] 7x; ^v-l - 2 - L(4 -^-y ^y^y- 1 #A^~/t-T 

1 H — NMR Spectrum (CDC1 3 ) 5 (ppm):2. 40-2, 6 
0 (4H, m), 3. 7 6 (2H, s), 3. 7 6-3. 8 3 (4H, m) , 6. 5 
4 (1H, m), 7 . 0 0 -7. 6 5 ( X 1 H, m) , 8 . 04 ( 1 H, m) , 10 
, 5 8 (1 H, s ) . 

E S I -MS (m/ z ) : 5 2 8 [M+N a ] 4 . 

(gj| 2 3 4 -- 1) 4 - ( 2 - 7/i^n ~ 4 - E b E 7 sZ *±3 - 2 ~ [ ( 
4 y b"^ y i? >- 1 --^ A-) fl/t^—^T % 1 1 ^ y 
1 H— NMR Spectrum (CDC1 3 ) 6 (ppm): 2. 4 0 — 2. 7 
0 (4H, rn), 3. 7 0-3. 9 0 (4H, m), 6. 6 7 (IH, dd, 3 = 2 
. 4, 5 . 6Hz}, 7 . 3 3 ( 1 H, m) , 7 . 4 8 (IH, fa r s ) , 7 . 7 3 

(IH, d, J = 2. 4Hz), 8. 10-8. 30 (3H, m). 

mmm 234- 2) 4- (4-7^-2-7^7?/^) -2- [( 

4 -- # gr y tr-< y v ? ^ - 1 - d * frtf—^T s: / 1 y e>> 

'H-NMR Spectrum (CDC 1 8 ) 6 (p p m) : 2. 5 0 — 2 . 6 
0 (4H, m), 3. 7 6 (2H, brs), 3. 7 9- 3. 8 3 (4H, m), 6 
4 5 (IH, dd, J = 2 . 4 , 5 . 6 H z ) , 6 . 5 0-6. 5 2 (IH, m 
), 6. 9 0- 7. 0 0 (IH, m), 7. 4 3 (IH, br), 7. 61 (IH, 
brs), 8. 0 3 (IH, m). 

J»#ii2 3 5) 2- (T4 - (^W^/) tf^y^>'-l-^/Vl 
fe^T 1ZJ - 4 - ( 2 -7/V^-p - 4 - [ 3 - C 2 -y^—jVT-tf-fr) t? ^ 
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1 H — NMR Spectrum (CDCl 3 ) 5 (ppm) : 1. 4 0—1. 6 
0 (2H t m), 1. S0~2. 00 (2H, m), 2. 28 (6H, s), 2. 3 
5 (1H, m), 2. 8 0-3, 0 0 (2H, m), 3. 75 (2H, s), 4. 0 
5 0~4. 2 0 (2H, m), 6. 5 3 ( 1 H, m), 7. 10-7. 6 9 (10H, 

m), 7. 7 0 (1H, s), 8. 04 (1H, d, J — 5. 6Ha), 10, 5 7 
(1H, s). 

E S I -MS (m/z) : 5 3 5 [M+H] + . ' 
(|M 2 3 6) 2 - { [ 4 - (T-g^-^ > J - 1 - }) -- ^ )V 

10 1 ^fe/j^A/J "4- | 2- 7VM-P-- 4- [3- 

) g w k] z g / an) b ° y 

1 H NMR Spectrum (CDC 1 3 ) 8 (ppm); 1. 2 0 — 1. 3 
5 (2H, m), 1. 6 0- 1. 8 0 (2H, id), 2. 00-2. 10 (2H, m 
), 2. 2 0 (1H, m), 2. 9 5 - 3 . 0 5 (2H, m), 3. 10-3. 2 0 
15 (4H, m), 3. 7 5 (2H, s), 3. 8 0- 3. 9 5 (2H, m), 6. 5 2 

(1H, m) , 7 . 0 5-7. 4 5 (8 H. m) , 7 . 5 5-7. 6 5 { 2 H, m) 
, 8. 0 2 (1H, d, J — 5 . 6Hz), 8. 11 ( 1 H, s), 10. 6 0 (1 
H, s). 

ESI —MS (m/z) : 5 4 7 [M+H] + . 

20 ( mM-m 3 3 7 ) 4 - - ^ g i ^ g 2 - 1 ~~ # ^ ^ > J iJ y ^ r ^' 

yj g g -<v ? >--4-^/^} y^K 

l H-NMR Spectrum (CDC 1 3 ) 8 (ppm); 1. 5 0 (2H.ni) 
, 1. 9 1 (2H, m), 2. 3 0 (6H, s), 2. 3 9 (lH, m), 2. 9 6 
25 (2H t m), 3. 7 4 ( 2 H, s), 4. 12 (2H, m), 7. 2 1 (1H, m 

), 7. 2 8-7. 3 2 (2H, m), 7. 3 2-7. 4 8 (5H, m), 7. 63 
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(1H, m), 7. 8 6 (1H, dd, J = 2 - 4, 11. 6 Hz), 8. 3 3 (1 
H, m), 8, 4 0 (1H, brs), 12. 4 2 (iH, brs). 
ESI —MS (m/z) : 5 5 2 [M+H] + . 

mm 2 3 7 1 ) 4 - j?t f-^T K / ^ ^v>"l" # j/ D y ^ 

5 T >- F [ 6 - ( 4 --- T S ./ - - 2-7 frit P7x/ If 3 % p y - 4 - -4 frl 

7 g K 

'H-NMR Spectrum (CDC 1 3 ) 6 (p pm) : 1. 4 9 (2H, ra 

), 1. 9 0 (2H, m), 2. 3 0 (6H, m), 2. 3 7 (1H, m), 2. 9 5 
(2H, m), 3. 7 3 ( 2 H , brs), 4. 11 (2H, m) , 6. 4 5 (IH 
10 , m) , 6 . 5 0 (IH, in), 6 . 9 7 (IH, m), 7 . 3 2 ( 1 H, brs) 

, 7. 5 6 (IH, s), 8. 3 7 (IH, s). 

ES I ™MS (m/z) : 3 7 5 [M+H] + . 
(»MS2 3 8J N~ (2-7/P^- p -4- (2 ~ [ 3- (l ~~ ^f-frif^V z> 

is-A-^M frWK] t'i)^y-4- ,f; ^v/j Z *Z~M -jS/ ~ (4~ 
15 7/'/tP7x^) vnf $ K 

i H-NMR Spectrum (DM SO™d 6 ) § ( p p m) : 1 . 34~I. 

4 4 (2H f m), 1. 7 8 (2H, m), 2. 0 3 ( 2 H, ra), 2. 15 (3H 
, s), 2. 5 8 (2H, m), 3. 4 8 ( 1 H, m) , 3. 5 8 (2H, m), 6. 

5 7 (IH, dd, J = 2. 4, 6. OHz), 7. 01 [2H, m), 7. 17 ( 
20 2H, m), 7. 2 5 (IH, dd, J -2. 4, 7. 6Hz), 7. 6 3 (2H, 

dd, J = 5. 0, 8. 6 Hz), 7. 91 (IH, m), 8. 0 4 (IH, m), 
8. 09 (IH, d, J = 6. OHz), 9. 03 (IH, s), 10. 11 (IH 
, s ), 11. 2 6 (1 H, s). 
E S I —MS (m/z) : 5 3 9 [M+H] + . 
25 (jii2 3 9) N- [4- (2- {[4- (T^f^v ? > — 1 -~-f/V) ^Hjg 
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/y] -n " - f 4 - 7 M n y a. ~M -ygf ^ K 

1 H-NMR Spectrum (DMSO-d,) 5 (ppn):l, 0 6 (2H 
m ), i. 5 5 (2H, m), 1. 9 0 (2H, m), 2. 12 (1H, m), 2. 
9 8 (2H, m), 3. 0 5 (4H, m), 3. 5 8 (2H, s), 3. 7 9 (2H 
, m ), 6. 60 (1H, dd, J*=2. 0, 5. 6Hz), 7. 00 (1H, m) 
7. 17 (2H, m), 7. 24 (1H, dd, J = 2. 6, 7. 4 H z } , 7. 
40 (1H, d, j-2. 0Hz), 7. 63 (2H, dd, J = 5. 4, 9. 2 
Hz), 8. 0 3 (1H, m), 8. 12 (IK, d, J - 5 . 2 Hz), 9. 17 
(1H, s), 10. 10 (1H, s), 10. 2 5 (1H, s). 
E S I -MS (m/ z ) : 5 6 5 [M + H] 4 . 

(tfe:i2 4Qj n- (4z: f(4-^f^7U fcf^V^^-.i-^.. 
-■ (4— -yotg K 

i H NMR Spectrum (DMS O- d ,) 5 ( p pm) : 1 . 18 — 1 . 

3 1 (2H. ra), 1. 7 2 (2H, m), 2. 15 (6H, s), 2, 2 3 (1H 

, m), 2. 7 5 (2H, m), 3, 5 8 (2H, s), 4. 0 9 (2H, m) . 6. 
6 0 (1H, dd, J = 2 . 0, 5. 2Hz), 7. 0 1 (1H, m), 7. 17 { 
2H, m), 7. 2 4 ( 1 H, dd, J = 2. S, 7. 6Hz), 7. 4 0 ( 1 H, 
d, J -2. 0Hz), 7. 6 3 (2H, dd, J — 5. 0, 9. 0 Hz), S. 0 
3 (1H, m), 8. 13 (Hi d, J = 5. 2Hz), 9. 21 (1H, s), 
10. 10 (1H, s), 10. 2 5 (1H, s). 
ES I "MS. (m/a) : 5 5 3 [M+H] + . 

K 1 6 ~ r 2 - 2 /u^- s - 4 - ( 3 - 7 ^ -f ^ ^ f) -.7 x;^' ^3 

tf ij ^ ~J>'— 4 --f;W X % K 1 H— NMR Spectrum (CDC 1 3 ) 5 ( 
ppm) : 1. 4 0-1. 7 8 (2H, m), 1. 9 2 (2H, rn) , 2. 3 3 (6 
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H, brs), 2. 3 0-2. 5 2 (lH, m), 2. 9 6 (2H, m), 3. 7 5 
<2H, s), 4. 13 (2H, m), 7. 10-7. 2 0 (2H, m), 7. 2 9. 
( 2 H, in) , 7 . 3 2- 7. 46 (4 H, m) , 7 , 5 5- 7. 6 6 (3H, m) 

, 8. 3 4 (1H, s), 10. 5 5 (1H, brs). 

E S I —MS (m/z) : 5 3 6 [M4-H] + . 
( jgfefffl 2 4 2 ) 4 - (X if f-v-^- 1 --f ^0 ^ P v-V -- 1 -^/^v' U 

y g Z ^ H I 6 - f 2 - 7 P - 4 - (3-7 ^ ri/l-T -fe 7 W K) 7 

^ j -ic v-] V $ >' - 4 — f ;H TiLE 

'H-NMR Spectrum (CDC 1 3 ) 5 Cp pm) : 1. 3 2 (2H, m 
), 1. 7 3 (2H, m), 2. 0 7 (2H, m), 2. 2 4 (lH, m), 3. 11 

(2H, m), 3. 19 (4H, m), 3. 7 5 (2H, s), 3. 8 9 (2H, m 
), 7. 1 5 (2 LI, m), 7. 2 2-7. 4 6 ( 6 H, m), 7. 58-7. 65 

(2H, m), 7. 8 0 (1H, brs), 8. 3 3 (1 H, m) , 10. 5 7 (1 
H, brs). 

ESI —MS (m/ z ) : 5 4 8 [M+H] + . 
(m^M 2 4 3) 4 - (Ti? v ; V- 1 - j A-) ^ U -7^ - 1 - # V V 
y$ K j 4 - [ 3 ZLZJk^L n 4 — (3-73: ^^7tf^ 7 W K) 7 

1 H-NMR Spectrum (CD 3 OD) 5 (ppm) : 1. 15 <2H, m 
), 1. 7 8 (2H, m), 2. 0 9 (2H, m), 2. 3 4 (1H, m), 2. 9 0 

(2H, m). 3. 3 1 (4H, m), 3. 7 2 (2H, s), 4. 0 8 (2H, m 
) , 6 . 6 0 . ( 1 H, dd, J — 2 . 0, 5 . 8Hz), 6 . 95 ( 1 H, m) , 7 
. 04 (1H, dd, J=2. 8, 11. 6Hz), 7. 2 6- 7. 3 6 (6H, 
m), 8. 0 8 (1H, d, J = 5. 8Hz), 8. 2 0 (IB, m). 
E S I -MS (m/z) : 5 4 7 [M+H] + . 

CH&gffjf 2 4 4 ) 4 - ^ jt ffrT % J ^ jj v ; >- - 1 " % !k3$ y# T is 



395 



WO 20«5/082*54 PCTYJP20»5/003?M 

K {4— [3-y/^g~"4— (3—7^- Tig fvl- ^7^4 K) y „r. / -> j 

t° V 2 z^L Od XJ K 

1 H-NMR Spectrum (CD 3 OD) 5 (ppm): 1. 4 0 (2H, rn 
), 1. 9 2 (2H, m), 2. 3 0 (6H, s), 2. 4 3 (1H, m), 2. 87 
5 (2H, m), 3, 7 2 ( 2 H, s), 4. 18 (2H, m), 6. 6 1 (1H, d 

d, J = 2. 4, 5. 8 Hz), 6. 9 5 (1H, m), 7. 0 4 ( I H, dd, J 
-2. 4, 11. 2Hz), 7. 2 6-7. 3 6 (6H, m), 8. 0 9 (1H, d 
, J = 5 . 8Hz), 8. 2 1 (1H, m). 
ESI —M S (m/ z ) : 5 3 5 [Mr H] + . 
1 0 jgSUg 2 4 5) 2 ~ { [ ( 3 R ) - 3 - v-7< <?)VT 5 / fc° a V >J 1 ~~ 4 }V\ 

#/Mf -~ }VT % 21 - 4 - {2 - y/V^"CT - 4- [ 3- (2 -7 S=^Z± ±2k2 
^ » W K] Z S Z ±> d g g 

1 H—NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 8 6 ( 1 H, 
m) , 2. 17 (1H, in), 2 . 2 7 (6 H, s ) , 2 . 7 4 (1 H, m) ,3.2 
15 1 (1H, m), 3. 4 1 (1H, .m), 3. 6 5 (1H, m), 3. 7 0-3. 8 

0 (1H, m), 3. 7 4 (2H, s), 6. 5 6 (1H, dd, J = 2. 4, 5. 
6 Hz), 7. 00 (1H, s), 7. 18 (1H, m), 7. 3 0- 7. 4 7 (6 
H, m), 7. 6 9 (1H, d, J =2. 4Hz), 7. 89 (1H, dd, J = 2 
, 4, 12. OHz), 8. 05 (1H, d, J = 5. 6 Hz), 8. 49 (1H, 

20 brs), 12. 44 (1H, s). 

E S I -MS (m/z) -.5 3 7 [M+H] + . 

( &3iflii 24.5-1) 2- {[( 3R)-3-^ t£Z g / fc» n U ^V- 1 -^f 
,/V] ^;t-?j-?"-;t.-T ^ 7 } - 4 - ( 2 - 7iV± p ~4-=Fp7x; jHgj 

1 H — NMR Spectrum (CDC 1 8 ) 5 (ppm): 1. 9 1 (1H, 
25 m), 2. 19 (1H, m), 2, 2 8 (6H, s), 2. 7 6 (lH, m), 3. 2 

3 (1H, m), 3. 4 3. (1H, m), 3. 6 0-3. 8 0 (2H, m) , 6. 6 
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7 (1H, dd, J ~2. 4, 5. 6 Hz), 6. 8 3 ( 3. H, m) , 7. 10 (l 
H, b r s), 7. 7 8 (3.H, d, J = 2 . 4Hz), S, 0 9™8, 17 (3H 

, m) , 

(WMfM 2 4 5 ~ 2 ) 4- (4 ~7yy -2~7;vt n 7a;^i,/) -2- (f 
5 ( 3 R) - 3 - -J.* tJkZ % I V I —4 #/V #?~/WT 5 7 } If I? y? 

1 H-NMR Spectrum (CDC3 3 ) 5 (ppm) : I. 86 ( 1 H, 
m), 2. 17 (1H, m), 2. 2 7 (6H, s), 2. 7 3 (1H, m), 3. 2 
.1 (1H, m), 3. 4 0 (1H. m), 3. 6 5 (1H, m), 3. 7 0-3. 8 
10 0 { 3 H, m) , 6 . 4 2-6. 5 5 (3H> m), 6 . 9 0- 7. 0 0 ( 2 H, m 

), 7. 6 5 OH, d, J = 2. 4Hz), 8. 01 (1H, d, J = 5. 6Hz 
). 

mmm 246) 2 - { [( 3 s ) - 3 - $;tfpy^y- i — r 

-4- {2-7^g-4 - [3- ( 2 ~7a ~>^Tigff/lj_ 
(Mif ffii 2 4 6-D 2- ( [(3S) -s-vV^ /uy -^y gp ps?^- 1-4 

/l/j ^/^' --/V7 ^ 7 } - 4 - (2 ^TME ! 7 ^ ^ b° I? y : >- 

E S I -MS (m/z) (nag.) : 3 8 8 [M— H] ~. 
Hi 2 4 6-2) 4 - ( 4 — 7 * S, y 1 — 2 — ~7 u?^/ * - 2 - f [ 
20 ( 3 S) -3 fvi-T / bfn g 1 -—Y/i/j ^/j^j^T j/J If V 2 

2 4. 7 ) N ( 4 7/ktP7^ ~/V) -- N " — [ 3 — ~7 j)/$r n — 4 — 

{ 2 - { C (3R) -- 3 ■ v ; t< 3vVT > ; > - 1 — f/u] ;fr/ufe/i-y * / 

} fcfl? ■^V— 4 -•Y/V^-^fv-) 7x^]-7Pfg K 
25 1 H-NMR Spectrum (CDC1 3 ) 6 (ppm) : 1. 8 4 (1H, 

m), 2. 14 (1H, m), 2. 24 ( 6 H, s), 2, 74 ( 1 H, m), 3. I 



397 



WO 20«5/082854 



PO7.JP2lM»5/003?!H 



9 (1H, m), 3. 3 8 ( I H, m), 3. 4 8 (2H, s), 3, 6 1 (1H, 
m) , 3 . 6 7 (1 M, m) , 6 . 6 6 £ 1 H, d d , J = 2. 4 , 5 . 6Hz), 

6. 9 5-7. 0 5 (3H, m), 7. 11 ( 1 H, ra), 7. 2 2 ( 1 H, m), 

7 , 4 9~7. 54 (2H, m) , 7 . 59 (1 H, d , J = 2 . 4Hz), 7 . 6 
6 (1H, dd, J = 2. 4, 12. OHz), 8. 08 (1H, d f J = 8. 8 
Hz), 8. 9 3 (1H, brs), 9. 4.7 (1H, brs). 

(MMn 2 4 8) N - ( 4 - y/M-t-i y s ^) - N " - [ 3 - J A'?f u - 4 - 
( 2 - { f ( 3 S ) - 3 - gvtjT § - y ^ p g ^> - 1 "4' /U] ^;^^/V7 g / 

} jj ^ :/ - 4 - -4 /i- ;f =fr v') 7x= a-3 -7Pf» K 

(«W 2 4 9) 2 -■ { [ ( 3 R ) ~ 3 - fvPT i?>-~- 1 -~-4 £j 

#;l^f.~/^y ^ ,7 > -4 |2--7/Wj-n-4~ [3- ( 2 - 7 ^^Z^Jkl 

w K3 7 j. y =fr >■•} h* y > 

3 H— NMR Spectr urn (CDC I 3 ) 5(ppm):l. 86 (1 H, 
in), 2. 17 (1H, m), 2. 2 7 (6H, s), 2. 7 3 (1H, m), 3. 2 
0 (1H, m), 3. 4 0 (1H, m), 3. 6 5 (1H, m), 3. 7 3 (1H, 
m), 3. 7 5 (2H, s), 6. 5 4 £ 1 H, dd, J ~ 2 . 4, 5. 6 Hz), 
7. 0 1 (IK, s), 7. 10-7. 20 ( 2 H, m), 7. 2 9-7. 4 5 (5 
H, m), 7. 6 4 (1H, dd, J -2. 4, 12. OHz), 7. 6 6 (1H, 
d, J — 2. 4 Ha), 7. 93 ( 1 H, brs), 8. 04 ( 1 H, d, J = 5 . 
6Hz), 10. 5 9 (1H, s). 



ES I -MS (m/z) : 5 2 1 [M + H] + . 

(gfejlM2 5.0) 2~ {[(3 S) — 3-y^T-.-^r ^/ bTn I? v^- 1 --f/Kj 



i?/^=/V7 5 .7 } 4 - 


{z-ytuxv — 


4™ [3- (2~7^^A'Tir9"vi-0 


£ W K] 7^.7^V} 






{Hlgfij 2 5 1) 4 ~ 




- [ 3 — ( 2 y ^JVT-^^M *?■ 




-2- {[(23) ~ 
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1 H-NMR Spectr um (CDC 1 8 ) S ( p p m) ; 1 . 60-1. 
7 0 (1H, m), 1. 9 0-2. 10 ( 3 H, m), 3. 4 0-3. 8 0 (4H, 
in), 3. 7 5 (2H, s), 4. 15 (1H, m), 6. 5 2 (IH, in), 7. 1 
5 0-7. 5 0 (8 H, ra), 7. 8 9 (1H, a), 8. 0 6 (1H, m), 8. 4 

5 (1H, brs), 12. 4 5 (1H, brs). 
E S I —MS (m/z ) : 5 2 4 [M+H] + . 

(Mxt fiJ 2 5 1 - 1 3 4 - ( 2 - 7 JV^ru - 4 ~ b p 7 x ./ fry') - 2 - { [ 

i 2 S J —2 — 11 R p >- ;^ 'f- fa* p I* > ? ^ ~ 1-4 A~\ frffi ~ /K7" \J \ gjj 

10 

1 H-NMR Spectrum (CDC 1 3 ) 5 (p p m) : 1. 69 (IH, 
in), 1. 9 0-2. 0 0 (2H, m), 2. 0 6 (IH, rn), 3. 40-3. 8 

0 (4H, m), 4. 14 ( 1 H, m), 6. 6 2 (IH, dd, J = 2. 4, 5. 
6Hz), 7. 30 (IH, m), 7. 75 (IH, d, J = 2. 4Hz), 8. 0 

15 8-8.16 (3H, rn). 

C$m*i 2 5 1 - 2 ) 4 - ( 4 - '7 § / - 2-7 tVlr n vO - 2 - { [ 

( 2 S) -- 2 - t. Kg ^v^! ^A'^o P > ; ^"~ 1 —OKI %?Vi$=-fV7 y 

1 H-NMR Spectrum (CDC1 3 ) 6 ( p p m) : 1 . 6 6 (IH, 
20 a), 1. 90-2. 20 (3H, m), 3. 4 0-3. 8 0 (6H, m), 4. 1 

5 (IH, m), 6. 4 5 (IH, ra), 6. 4 7-6. 5 3 (2H, m), 6. 9 
5 ( 1 H, m) , 7 . 6 3 ( 1 H, brs), 8 . 01 ( 1 H, d , J = 5. 6 H z 

). 

(Hfif ll 2 5 2 ) 4- (2-7 p - 4 - [ 3 - ( 2 - 7 ^ ^/VT ir *?vV) f ' 
25 a-fr W K] 7^7 3^1 -2- j[(2R) -2-K Rp ^7 fv^ Bl.^." 

i — OKI ftstM^kZJLZl Ov'^ 
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(W&ffl 2 5 2- 1) 4 — (2-7 frit p — 4"^4 n7 s / 3r v J ) - 2 — { [ 
( 2 R ) - 2 -~ b K P^ y'^ y 1 - -f /V] #/l-^;lT § / } tf V 

ESI —MS (m/z) : 3 9 9 [M+Na] + . 
5 (illrffij 252-2) 4- (4-7^-2- ZJzK* Z S ^ "" 2 ~ ^ 

(2R) -- 2 - f/vt c a y 1 — %jvj $~AsT S / 1 U 

mmm 253) n ----- ( 4 - 12- r ( 3 - tJkZ % / zm±¥^ zJ^z%l 
a^k ~ /u) r g y 1 ^ y ^ > -- 4 — y m t&d --2-7 P 7x = ^ - n : 
10 (4— 7 p y j- — ^) g ^ ^ k 

1 H— NMR Specti urn (CDC I a ) 3 (ppffl): 2, 1 8 (6H, s 
), 3. 13 (1H, m), 3. 5 5 (2 H, s). 3. 9 0 (2H, m), 4, 0 4 
(2H, m), 6. 5 5 ( 1 H, del, J ~ 2 . 4, 5. 6 Hz), 6. 8 1 (1H 
', s), 8. 9 1 (2H, d, J = 9. 6Hi), 7. 0 4 (2H, m), 7. 5 3 
15 (2 H, m) , 7 . 6 5 (1H, d, J — 2 . 4Hz), 8 . 06 ( 1 H, d , J - 

5. 6 H z ) , 8 . 2 7 ( 1 H, m), 8. 6 7 (1 H , s), 8 . 7 8 (1 H, s 
). 

ES I —MS (m/z) : 5 2 5 [M+H] \ 5 4 7 [M+Na] + . 
(Mi2 54) 4- il(3S) - 3 -i^ "f~A'T 5 ^ fcf P P .^.^.-..l.zirL^d 
20 ;ft/t^~-/V7~$./} -6 (2~7'/^p~4- {3- [2- (4"7;Pt n7x 

! H~NMR. Spectrum (CDC1 3 ) 5 (ppm):l. 9 2 ( 1 H, 
m), 2. 2 1 (1H, m), 2. 3 0 (6H, s), 2. 7 8 ( 1 H, m), 3, 2 
6 (1H, m), 3. 4 0-3. 5 2 (1H, m), 3. 6 4-3. 8 4 (2H, m 
25 ), 3 , 7 2 ( 2H, s), 7. 10-7. 4 0 (7H, m), 7. 7 0 (l.H„ d 

, J=0. 8 Hz), 7. 87 (1H, dd, J = 2. 4, 11. 2Hz), 8. 3 
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4 ( 1 H, d , J = 0 . 8 Hz), 8 . 4 4 ( 1 H, brs), 12. 3 9 ( 1 H, 
b r s ) . 

E S I — M S Uji/ z ) ' { n e g . ) : 554 [M- H] 
(MSa 2 5 4-1) 4 - { [ ( 3 S ) - 3 - 5* j* tJkX $ S t- " U 1. ~. ti . 

5 ^ # su-ft—jnsT $ y ) — 6 — (2 — 7.^:4- n — 4 — l»P 7x / 3r v-) tf I? 5; y> 

l H-NMR Spectrum (CDC 1 3 ) 6 Cp pm) : 1 . 92 ( 1 H, 
m), 2. 2 1 (1H, m), 2. 3 0 ( 6 H, s), 2. 8 0 (IE m), 3. 2 
8 (1H, m), 3, 4 7 ( 1 H, m), 3. 6 0- 3. 8 5 (2 it. m), 7. I 
10 9 ( 1 H, s ) , 7 . 4 2 ( 1 H, m) , 7 . 8 0 (1H, d , J — 1 . 2Hz), 

8 . 0 8 - 8 . 15 (2 H, m), 8 - 3 3 ( I H, d , J — 1 . 2 H z ) . 
(M»j2 5 4- 2) 4-- (4-7$;-2-7;^P7x/^) -6- {[ 
{ 3 S ) - 3 - tJtZ ? - J g a ^ 1 /t>] ^^^s;l/7 5 / ) b° U g 

15 1 H-NMR S p e c t r urn (CDC I 3 ) 5 (p pm) : 1. 8 9 (1 H, 
m), 2. 2 0 (IH, m), 2. 3 0 (6 H, s), 2. 7 7 (1H, m), 3, 2 

5 (1H, m), 3. 4 4 (IH, m), 3. 6 0-3. 9 0 (4H, m)/ 6. 3 
0-6. 5 5 (2H, m), 6. 97 (1H, m), 7. 12 (IH, s), 7. 6 
1 (IH, s), 8. 3 7 ( 1 H, s). 

20 (.mmm 25 5) 3 - 1 4 - 1 2 -t^m-p - 4 - 1 3 - (2 7x?/i/7tf 

./P) ft»KK1 Z^Z±Kl V)z?>~2--4M 1- [(2R) •••• 2 - 

Kp^ 3-- (t'o ;)^y-i--^;i>) ^otf/u] --i--y?vv»wT 

3 H-NMR Spectr urn (CDC 1 „) 8 (p pm) : 1 . 76-1. 8 

4 ( 4 H, m) , 2 . 3 7 (IH, d d , J = 4 . 0 , 12. 0 H z ) , 2 . 4 6 — 
25 2. 5 6 (2H, m), 2. 6 4-2. 7 4 (3H, m), 3, 0 0 ( 3 H, s), 

3. 32-3. 44 (2H, m), 3. 74 (2H, s), 3. 9 3 (IH, m), 
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6. 4 9 (1H, dd, 3 = 2. 4, 5. 6Hz), 7. 16 (1H, m), 7. 3 
0 7 . 4 6 (7H, ni), 7. 5 7 (IH, d, J =2. 4Hz), 7. 88 (1 
H, dd, J = 2 . 4 , 12, 0 H z ) , 8 . 08 (IH, d , J = 5 . 6 H z ) 
, 12. 4 2 (IH, s). 
5 ESI -MS (m/z) : 5 8 1 [M+H] 

(M ^t#ij 255-1) N ^ vVl— N - gVhi: N - ( 2 S ) ~ ^ 3r V J 7 ~ }V 

tiSKTs TkSH&T* MJ £A (60%, 8 8 m g ) t'T V y t Kn7 7 >' ( 5 
m J ) te&tftfcTJRWS*, »Ti'CN-^^/t--<>-^/V7$>- (0. 2 8 4m 1 
10 ) «Tlt a 1 Slit, (2R) -?W&>V h->\/- b (4 5 7mg) 

M-e It. 50VX~7. 5i#fH«#Ui:. K»«it^^^i*^IflL 
fc a lll^il04iiT«U ^ATWlt ttttfcttBEfl 

* u fc^s a® & v- y * -tvk* 7^nv^ ^ 77^- (?& ; sb&x tvw \c 

Jt 5 »It^ <~ > J: 0 , &iB-ffc£«l C2 25mg, 6 4 %) £lKfe«'#? t It 
15 #fr. Q 

X H — NMR Spectrum (CDC2 3 ) 5 (ppra) : 2. 3 3 ( 3 H, 
s), 2, 3 6 (IH, m), 2, 4 9 (IH, m), 2. 7 2-2. 7 9 (2H, 
m), 3 . 12 (IH, m) , 3 . 5 2 (Hi, d , J ~ 1 3 . 2Hz), 3 , 6 7 
(IH, d, J -13. 2 Hz), 7. 2 0-7. 4 0 (5H, m) . 
20 (iti 2 5 5- 2) (2R) -1- (^/^ ^/kT S 7 ) - 8 - ( P g 

>' - 1 - A fr) - 2 - 7/ n / V — /k 
»#ffl^T, N-</">7^"N-^f;',-N- (2S) -t d rv'7^^f^7 
5 >- (3 1 8mg) $t? hyfc Kp77^ (3. 5ml) fcMi&fcT^S? & irfc^e 
s jf#T!^c^^y (1. 5m I) ^ITlfc, &&T*~ife, 7 0 3 Ct~-S» 
25 Ufc 0 KMt&MJ3ETMit tfc^ v v-y *^vi-;t7 7 pvF ^7 

(Fuj i S i 1 y s I a NH S ; SB&x.?vlO JcJt •? n £ £ 
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X V s atBlb^#j (4 2 Omg v 9 5%) zM&mfcy!} t L-xmt* 

1 H NMR Specti um (CDC 1 3 ) 6 (ppm) : 1. 7 4 — 1. 8 

0 (4H, m), 2. 2 5 (3H, s), 2. 3 7-2. 6 5 (8H, m), 3. 5 

2 (IH, d, J = 13. 2 He), 3. 6 3 (1H, d, J = 1 3. 2Hz), 3 
. 8 7 (IH, m), 7. 2 0-7. 4 0 (5H, m). 

(t^if ffii 255-3) (2 S? - 1 - (jlgvkZ 5 7) ~ 3 ~ (bTn U > ? >- 1 
— QV) 

( 2 R) - 1 - {^VvvM fvUT %J) ~ 3 - (if a p >?>'- 1 — f /l^) - 2 - 
~f a (4 2 Om g ) -i 7 / — /M 1 0 m 1 ) lO&fiI § tt D 1 0 %;jcgg 

f 7^l*(4 6 0mg) IrAHXs Tkfc^ffifcTT* 4 . 5 V1t a M 

tiitmm%m£mBrr% z t \z. x o , mmts® ( 2 3 2 m % , s 7 %) 

'H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : I. 7 5 — X. 8 

5 (4H, m), 2. 3 4 ( 1 H, in), 2. 4 0-2. 6 0 (3H, m) » 2. 4 

6 (3H, s), 2. 6 0-2. 7 5 (4H, m), 3, 82 (IH, m). 
(Safegj2 5 5-4) 3 - [ 4 - ( 4 - T g / - 2-7 /M; g 7 ^ ,/ * V) e g 

OKI -1- [(2R) -2-t: (ETa i) 1 — f 

1 H— NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 7 0 1. 9 

0 (4H, m), 2. 3 7 (IH, dd ; J — 4 . 0, 12. OH?,), 2. 4 0- 
2. 6 0 (2H, m), 2, 6 0-2. 8 0 (3H, m) , 3. 0 1 (3H, s), 

3 . 3 0 3 . 5 0 ( 2 H, m) , 3 . 7 2 ( 2 H, b r s } , 3 . 9 3 (IH, m 
), 6. 4 0-6. 6 0 (3H, m), 6. 9 5 (IH, m), 7. 5 3 ( 1 H, d 

, J = 1 . 6Hz), 8 . 04 (IH, d, J = 6 . 0 H z ) . 
(gdSf[|2 5 6) 3- (4- {2-7^p -4- [3 - (2-y^--^Tir^ 
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- 1 ■- [ ( 2 S ) - 2 - 



K p 4f- >- - 3 — (fcrop^y-i — 4 /u) 7" p bVk] — 1 - ^ 9vU : >- T 
(Mjg fij 2 5 6- 1) N — ^V vvl^-N-^ ^yl --N~ ( 2 R) ~$~$c > 
* f-)VT % >■ 

5 «#[I!'ICF\ fcmt-r r }) $ A (60 2 2 0 m g), N- * f/W<V^V7 

^ (0. 7 10ml), (2S) -?1fi/i?fi' F^Wf (I. 14g) 
3tffiik&®t ( 5 3 4 m g > 6 0%) LTttfco 
(Miff!! 2 5 6 -- 2 ) ( 2 S ) - 1 - fO'vVM fT^T 1Z) Z 3 Z ( ^ p g 
>' 1 ~ d M ~ g Z 7° SZV 

10 ^#H^T\ N-^y^~N~/J~^ N- (2R) -3r*i-*S7=~A'*1-/VT 

X^y (5 3 3 m g) IfmMfc-^ (718mg, 9 6%) Lt 

(ji lt fffi 256-3) < 2 R) - 1 - ( jt O ) - 3 - ( fcf p 1? 1 

■- ^ ;k) - 2 - ^ gvV Zj± 
15 ( 2 S) - 1 - HVi?/^ ?VVT 5 /) ~ 3 - (t'aJJ 1 f /v) - 2 - 

y*ns<;—;\, (7 1 8m g) *12*k&&> (418mg, 9 1%) 

4H t UT#fc 0 

E S I —MS Wz) : 159 [M+Hj + . 



(9mm 2 5 6-4) 3 - [4 - (4 —X ^ „/ — 2 — y/^'g ^ V) fc" ] J 



K tmisa. pa <^ ^ u -* ; 
i?y-2 — M<] - 1 


[(2 S) -2-t Kn^fv"- 


^„£^.„.^..^„-^.^„„.r'...^.z... 

-3- (bfo y 1 




;v) :/n tf/w] ~ i - 


^9" >T 






E S I —MS. (m/ k 


) : 4 0 4 [M+H] + . 






(H«ll 2 5 7) N 


— ( 3 — y A* # xz — 4 - ( 2 ~~ 


[ 3 - * ^JV- 3 •- ( 1 






■4 As) t> W K3 4 







25 N 1 zZ^E^zTE±J K 

1 H — NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 5 0-1. SO 
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(4H, m), 2, 0 1 (2H, m), 2. 2 5 (3H, s ), 2. 8 7 ( 3 H, s 
), 2, 9 0 (2H, m), 3. 5 1 (2H, s), 4. 10 (1H, mj, 6, 6 0 

(1H, dd, j=2. 4, 6. OHz), 7. 0 8-7. 2 0 (2H, ra), 7. 
2 0-7. 3 0 (2H, m), 7. 3 4 (2H, m), 7, 5 6 (2H, m) t 7. 
5 6 2 (1H, d, J = 2. 4Hz), 7. 7 1 ( 1 H, dd, J =2. 4, 12. 

OHz), 8. 07 (1H, d, J = 6. OHz), 8. 75 ( 1 H, brs), 9 

. 4 8 (1H, brs). 

E S I -MS (na/z) : 5 3 5 [M+H] + . 

.....(^Sfcffij 2 5 8) 4 -- { 2 - Z Jk± P - 4 ~ f 3 - (2~7x E2kZ ^ £M £. 

i - -f jtj #^fc;^r g y } tr y ^ 

1 H — NMR Spectrum (CDC!,) 5 (ppm): 1. 40-1. 5 
5 (2H, m), 1. 8 5- 1. 9 5 (2H, m), 2. 3 8 (1H, m), 2. 5 
0-2. 60 (4H, m), 2. 8 5-2. 9 5 (2H, m), 3. 70-3. 73 
15 (4H, m), 3. 7 4 (2H, s), 4. 0 5-4. 15 (2H, m) , 6. 5 4 

( 1 H, dd, J === 2. 4, 5 . OHz), 7 . 16 ( 1 H, m), 7 . 30-7. 
4 5 (7H, m), 7. 61 (1H, s), 7. 8 9 (1H, dd, J = 2 . 4, 1 
1. 2Hz), 8. 05 (1H, d, J = 5. 6Hz), 8. 71 ( 1 H, brs) 
-, 12. 4 6 (1H, s). 
20 ESI -MS (m/z) (neg.):591 [M-H]". 

(WStffl 258-1) 4- (2-- '7 Ma -4--hP7x; *c*s) - 2 - ? [ 
4- (^ ! f^-4->f^ fcf^y vV-i -^/w] ;ft/^~ ./kT / } if )?■;;• 
> 

1 H — NMR Spectrum (CDC1 3 ) 5 (ppm): 1. 43-1. 6 
25 0 (2H, m), 1. 8 5- 1. 9 5 (2H, m), 2. 39 (1H, m), 2. 5 

0-2. 60 (4H, a), 2. 85-2. 97 (2H, m), 3. 65-3. 80 
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(4H, m), 4. 0 0-4. 15 (2H, m), 6. 6 4 (1H, dd, J = 2. 
4, 5. 6Hz), 7, 2 0™ 7. 3 6 (2H, m), 7, 6 9 ( 1 H, d, J = 2 
. OHz), 8. 0 6-8. 18 (3 H, m). 
(Mitfl 2 5 3 - 2 ) 4- (4-7^-2-7;^P7 x;^ » -2- {[ 
5 4 ~ (tZJlsfc V - 4 —JM b°-^< y v^- 1 — f A/1 ^ / } 

_V 

l H-NMR Spectrum (CDC I 3 ) 8 (p p m) : 1 . 45-1. 6 
0 (2H, m), 1. 8 0-1. 9 5 (2H, to), 2. 3 9 (1H, m), 2. 5 
0 - 2 . 6 0 (4 H, m), 2 . 8 5- 2. 9 5 ( 2 H, m) , 3 . 65-3. 80 
10 (6H, m), 4. 05-4. 15 ( 2 H, m) , 6. 46 (1H, m), 6. 48 

••6. 5 6 (2H, m), 6. 9 6 (1H, m) , 7. 2 1 ( 1 H, brs), 7. 
5 8 ClH, d, J = l. 6Hz), 8. 01 (1H, d, J = 5 . 6 Hz). 
CMt&M 2 5 9) 4 - { 2 - n - 4 - [ 3 - (2-7a :=^T"fe: fvV) 

w K3 z^Z±id -2- {[4- (^r/uafr y >-4 -^/w ^y-^-i- 
15 - OKI ^M^/t-Tgy} \?yi?> 

5 H-NMR Spectrum (CDC1,) 5 (ppm): 1. 30-1, 

4 5 (2H, m), 1. 6 5- 1. 8 0 (2H, m), 2. 3 1 (1H, m), 2. 

4 0-2. 5 0 (4H, m) , 2 . 7 0-2. 8 0 (2H, m) , 3 . 50-3. 6 

0 (4H, m), 3. 7 4 (2H, s). 4. 0 5-4. 15 (2H, m), 6. 5 
20 8 ClH, m), 7. 2 0-7. 5 0 (8H, m), 7. 7 6 ( 1 H, d, J = 12 

, OHz), 8. 11 (1H, d, J = 5. 6Hz), 9. 21 (1H, s), 10 

. 6 1 (1H, s), 11. 0 5 (1H, brs). 

E S I -MS (m/z) : 5 7 7 [M+H] + . 
(HSffl2 6 0) N- (4-7^37a^) — N ' - ( 2 - - 4 - 

25 { 2 - [( 3 - ij 1 .^T-tf^- 1 -jj/UTg^ /V) T~<Jl ifV 

is y - 4 - 4 /i-$~3f->} 7 x. ~/v) vnt^ K 
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! H™NMR Spectrum (CDC 1 3 ) S ( p p m) : 1 . S3 (4H, m 
), 2. 5 0 <4H, m), 3. 3 5 (1H, m), 3. 5 5 ( 2 H, s), 3. 9 6 

( 2 H, m), 4 . 1 0 { 2 H, m) , 6 . 5 5 { 1 H , dd, J = 2 . 4, 5 . 8 
Hz), 6. SI (1H, s), 6. 9 1 (2H, m), 7. 0 4 (2H, m), 7. 

53 (2H, m), 7. 65 (1H, d, J = 2. 4Hz), 8. 05 ( 1 H, d, 

j ~ 5. 8Hz), S. 2 6 (1H, m), 8. 7 2 ( 1 H, brs), 8. 8 1 ( 

1 H, brs). 

ESI — M s : 5 5 1 [M+H] \ 5 7 3 [M+N a ] + . 
(SMI 2 6 1) 3-( if n'J > ; V" 1 — t M TIZ^W- I lj 
y 7 ^ II 1 4 ~ [ 2 " :7 /V;t g = 4 ~~ ( 3 ~ :? ^ ~ fV7 ^ W K 

) 7 x. y #->l >j v ■>-- 2 -m' M r * K 

1 H — NMR Spectrum (CDC 1 3 ) 6 <ppm):l. 8 3 (4H, m 
), 2. 5 1 (4H, m), 3. 3 6 (lH, m), 3." 7 4 (2H, s), 3. 9 6 

(2H, m), 4. 0 8 (2H, m), 6. 5 5 (lH, dd, J=2. 0, 6. 0 
Hz), 6. 8 3 (1H, s), 7. 17 (1H, m), 7, 3 0- 7. 4 6 (5H 

m), 7. 6 6 (lH, d, J = 2. OH a), 7. 8 9 (1H, dd, J -2. 
8, 11. 8 Hz), 8. 0 4 (1H, d, J ~ 6 . OHz), 8. 5 9 (1H, s 
), 12. 4 4 (III, s). 
ES I ~Ms : 5 4 9 [M+H] + . 

f»#i26 1-1) 3- ( en?^-l^/^ T^^-l--^^^ , 
V y_£ TJ/ K [ 4 - ( 2 - 7 / v?r n-4^^7x/^r v") tf V V >' - 2 

— f/v] ZJUf 

1 H — NMR Spectrum (CD : ,O0) S (p pa) : 1- 84 (4H. m 
), 2. 5 6 (4H, m), 3. 3 6 (1H, m), 3.9 3 (2H, m), 4. 1 3 
(2H, m), 6. 71 (1H, dd, J=2. 4, 5. 6Hz), 7. 49 (1H 
dd, J=8. 0, 8. 8Hz), 7. 57 (lH, d, J = 2 . 4Hz), 8. 
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15-8. 19 (2H, m), 8 . 25 (1H, dd, J = 2. 8, 10. 2 H z 

). 

JM^flg 6 1 - 2 ) 3 - (fcTo D 1 z^L^j Tif ^-> ? >-" 1 -- # A^^r 

v 2 y £ Z >l£ [ 4 _ ( 4 - y ^ / - 2 - ^ " 7 j. y ^ £° P >- - 2 

5 -^/^] K 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 8 3 (4H, m 
), 2, 5 0 (4H, m), 3. 3 6 ( 1 H, m), 3. 7 3 (2H, s) f 3. 9 6 
(2H, m), 4. 0 7 (2H, m), 6. 4 4 (iH, m) , 6. 4 9 (1H, d 
d, J -2. 8, 11. 6Hz), 6. 53 ( 1 H, dd, J — 2 . 4, 6. OH 

10 z), 6. 7 5 (1H, brs), 6. 9 5 (IH, m), 7. 6 1 (1H, d, J 

= 2. 4Hz), 8. 0 0 (IH, d, J = 6. OH 2). 

Jj&Bfeffi 2 6 2) N- ( 2 — 2JkA u - 4 1 2 ~ [ ( 3 - K n ^-->Tif ^ v' 

15 1 H~NMR Spectrum (CDC) 3 ) 5 (p pm) : 3. 6 0 (2H, s 

), 3, 9 1~3. 9 4 (2H, m), 4. 2 4 (2H, m), 4. 6 0 (IH, m 
), 5. 0 9 (IH, m), 6. 5 2 (IH, d, J = 5. 6Hz), 6. 8 9 (2 
H, m), 7 . 0 .1 ( 2 H, m) , 7 , 19 ( 1 H, s ) , 7 . 5 9 (2H, dd, 
J = 4. 0, 7. 6Hz), 7. 6 7 (IH, s), S. 0 5 (IH, d, J = 5. 

20 6Hz), 8. 23 (IH, m), 9. 9 1 (IH, s), 9. 9 7 (IH, s). 

E S I ~MS (m/z) : 4 9 8 [M4H] \ 5 2 0 [M+Na] 4 . 

m mm 2 a 3 ) 3 - [4 - c 2 -y/ua-n - 4 - * 3 - r 2 - ( 2 ~y 

^•/l^— 1 - ( 1 — / ^vVb^ t ? v^V— 4—4 /V) !7 l-'T 
25 1 H-NMR Spectrum (CDC 1 s ) 5 (ppm): 1. 4 0- 1. 8 8( 

4H, m), 2. 0 8C2H, m), 2. 2 8(3H, s), 2. 8 8(3H, s), 2 
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. 9 2(2H, m) f 3. 7 7 (2H, s), 4. I 7 (1H, ra), 6. 5 4 (1H 
, m) , 7 . 10-7. 2 6 (4 H, m), 7 . 2 7-7. 4 7 ( 3 H, m) , 7 . 
8 9 ( 1 H, m) , 7 . 9 0 ( 1 H, m) , 8 . 0 6 (1H, d t 1 = 5. 6 H z ) 
, 8. 6 5 (iH.'brs), 12. 3 7 (lH, brs). 
ESI —MS (m/ 2 ) : 5 6 9 [M+H] + . 
(»#|2 6 4) 3- [4- (2-7/W^-p-4 - {3 - [2- (4-7* h^V 

1 H-NMR Spectrum (CDC 1 3 ) 6 (p p m) : 1 . 57-1. 70 
(2H t m), 1. 7 6 (2H, m), 2. 0 8 (2H, m), 2. 2 9 (3H, s 

), 2. 8 8 (3H, s), 2. 9 2 (2H, m), 3. 6 9 (2H, s), 3. 8 4 
( 3 H, s ) , 4 . 17 ( 1 H, m), 6 . 5 4 (lH, d d , J = 2 . 8 , 5 . 6 

Hz), 6. 9 6 (2H, dd, J = 2. 8, 8. 8Hz), 7. 10-7. 3 1 C 

4 H, m) , 7 . 3 5 { 1 H, m) , 7 . 6 9 ( 1 H, brs), 7 . S3 ( 1 H, 

dd, J = 2. 3, 11. 6Hz), 8. 0 6 (1H, m), 8. 44 (1H, br 

s), 12. 4 6 (1H, brs). 

ESI — M S (m/z) : 5 8 1 [M+Hj + . 
(^ffig'j 2 6 5) 3 - [ 4 - ( 2 - 4 - { 3 - [ 2 - ( 2 - h±2 

7x.~/U) T±7-/i- W El Z^Zit i d ^ 2 £J - 1 

^ 7 U- i ----- ( i - £ ^ tf ^ y 4 -4 Ad 7V7 

'H-NMR Spectrum £ C D C 1 3 ) 8 (ppm): 1. 66 (2H, m 
), 1. 7 7 ,(2H, m), 2. 0 8 (2H, m) , 2. 2 9 ( 3 H, s), 2. 8 8 
(3H, s), 2. 9 2 (2H, m), 3. 7 2 ( 2 H, s), 4. 0 1 (3H, s 
), 4. 17 (1H, m), 6. 5 3 (1H, dd, J = 2. 4, 5. 6 Hz), 7 
. 0 1 (3H, m), 7. 13-7. 2 0(2H, m), 7. 3 1-7. 4 0 (2H 
, m), 7. 6 9 (1H, d, J = 2. 4Hz), 7. 8 9 ( 1 H, dd, J -2. 



409 



WO 20«5/082854 



PC17JP20»5/0(»3?01 



4, 12. OHz), 8. 0 5 (IH, brs), 9. 4 1 (1H, brs), 12 
, 3 6 ( 1 H, b r s } . 
ES I -MS (ra/z) : 5 8 1 [M+H3 + . 
(tij2 6 6) 3- [4- ( 2-y/^n-4~ (3- [2- 

j ■ { i - ^ ^ynf y 4 — g I^T 
"H-NMR S p e c t r urn (CDC I s ) 5 (p pm) : 1 . 5 0™1. 70 
(2H, m), 1. 7 7 (2H, m), 2. 0 7 (2H, m) , 2. 2 8 ( 3 H, s 
), 2. 8 8 (3H, s), 2. 9 2 (2H, m), 3. 7 3 ( 2 H, s), 4. 16 
10 (IH. m), 6. 5 5 (IH, m), 7. 0 0-7. 13 (3H, m) , 7. 3 0 

(2H, m), 7. 3 2- 7. 4 6 (2H, m), 7. 6 8 (IH, m), 7. 8 8 
(IH, m), 8. 0 6 (IH, m), 8. 6 0 ( 1 H, brs), 12. 38 (l 
H, brs). 

ESI — M S (m/ z ) : 5 6 9 [M-fH] + . 
15 (#M£M 2 6 7) 4 - ( 2 ~ yfrUrn -4~{3-[2~(4 P7x= 

.^) Tir^l £^J±dL£j 7^/^) -6- {[ (3S) -3- (eny>'y 

l H-NMR Spectrum (CDC 1 3 ) 3 (p pm) : 1. 78-1. 9 
0 (4H, m), 1. 9 9 (IH, m), 2. 17 (IH, m), 2. 5 0-2. 6 

20 3 (4H, m), 2. 8 3 (IH, m), 3. 3 4 (IH, m), 3. 4 7 (IH, 

m), 3. 6 2-3. 7 8 (2H, m), 3. 7 1 ( 2 H, s), 7. 10-7. 4 
0 (7H, m), 7. 7 0 (IH, d, J = 0. 8Hz), 7. 8 6 { 1 H, dd, 
3 = 2. 4, 11. 2Hz), 8. 3 3 (IH, d, J = 0. 8Hz), 8. 47 ( 
IH, brs), 12. 3 8 (IH, brs), 

25 03 2 6 7 - 1 ) 4- (2-7;l/tP- 4- =fg7i/^) -6- {[ 
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j } if y g i?y 

'H-NMR Spectrum (CDC1 8 ) 5 (ppm):l. 8 0-1. 8 
5 (4H, m), 2. 0 1 ( 1 H, m), 2. 19 ( 1 H, m), 2. 5 0-2. 6 
5 (4H, m), 2. 8 5 (1H, m), 3. 3 7 (1H, m), 3. 4 7 { 1 H, 
m), 3. 7 1 ClH, m), 6. 9 2 (1H, m), 7. 4 2 (1H, d d, J == 

7. 6, 8. 8Hz), 8. 0 2 (lH, s), 8. 0 8 ~ 8 . 15 (2H, m), 

8, 3 3 (1H, s). 

(»M2 6 7-2) 4- (4-7^-2-7^tP7j;^) -6 - {[ 
( 3 s) 3 ~ (t fP 1 zAJkl £S 2 v*^- 1 '"^ ^fe^kZ § 

J) 

ESI — M S (m/z) : 3 8 7 [M+H] + . 

2 5 8) 3 - - 1 6 - ( 2 - - 4 - {3 ■- F 2 - ( 4 - 7 

^ i — r ( 3 R) rJLzi^ fvn^" u -^y- 3 — f /W] ft VT 

mmm 268-1) 3 ~ r e -- ( 2 -7Mp- 4 r p?x; v y 

$ S» ,y - 4 - 4 M .- 1 - 7j - 1 ~ [ ( 3 R ) - 1 - £ f2k g p 2 2 V " 3 - 

cmm 2 6 8 -- 2 ) 3 -- re- ( 4 - r % i - 2 - ? z z ^z*±LMJL 

I - 4 -4M -- 1 - ^ gvWi 1 - [ ( 3 R) - 1 - A f/^n P •- 3 - 
J$feM2 6 9) 3 - f4- (2-7/^g-4-- { 3 - [ 2 - ( 3 - £ V ^ 

1 H — NMR S p e c t r urn (CDC 1 3 ) 8 ( p p m) : 1 . 5 0 — 1 . 7 2 
(2H, m), 1.7 9 (2H,m) ,2.00-2.16 (2H, rn), 2. 3 0 (3 
H, s), 2. 8 2-3. 0 0 (5H, m), 3. 7 2 (2H, s), 3. 85 (3 
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H, s), 4. 17 (1H, m), 6. 5 5 (1H, in), 6. 7 5 -7. 8 8 (3 
H, m), 7. 0 5-7. 4 2 (4H, m), 7. 69 (1H, m), 7. 90 (1 
H, d d, J = 2. 4, 11. 6Hz), 8. 0 7 ( 1 H , d, J = 6 . OHz) 
, 8 . 5 5 ( 1 H, m) , 12. 44 ( 1 H, b r s ) . 
■5 ES I -MS (m/z) : 58 1 [M+H] + , 

(m$&M 2 7 0) 3 - ( 4 - I 2 - 7Jk2t p - 4 ~ E 3 " ( 2 - o - r tVT 
±-f-M ^4 K] 7i/^l f 9 v : >-~ 2 — f /i-O - 1 I - ( 

1 - ^ fvl fcX U V s > J - 4 ~ + M 9 \sT 

'H-NMR S p e c t r urn (CDC 1 ,) 5 (p pro) : I . 5 0-1. 72 
10 (2H, m), 1. 7 7 (2H, m) ( 2. 0 8 (2H, m), 2. 2 9 (3H, s 

), 2. 3 6 (3H, s), 2. 8 0-2. 9 8 (5H, m) , 3. 77 (2H, s 
), 4, 17 (1H, m), 6. 5 4 (1H, del, J = 2 . 4, 6. OHz), 7 
. 0 2- 7. 4 0 (7H, m), 7. 6 9 (1H, d,"j**2. 4Hz), 7. 8 0 
(1 H, dd, J = 2. 4, 12. OHz), 8. 06 (1H, d, J — 6 . OH 
15 z ) , 8 . 3 9 ( 1 H, m) , 12. 47 (1H, b r s ). 

E S I -MS (m/a) : 5 6 5 [M+H] *. 

(g|ll|g 2 7 1) 3 - ( 4 - { 2 - TJkA . P - 4 - [ 3 - ( 2 - m - h fjM fi^T 
%±M ±2EJ> W K1 ? £ /' r3 r->? £J 2 - ^;V ) - 1 - j gvW; 1 - ( 

i-t gvv fcf y > J - 4 - j s±) £ k Z 

20 S H-NMR Spectrum (CDC1,) 6 (ppm):l. 5 0-1. 90 

(4H, ra), 2. 0 8 ( 2 H, m), 2. 2 9 (3 H, s), 2. 3 9 ( 3 H, s 
), 2. 8 0-3. 10 (5H, m), 3. 7 0 (2H, s), 4. 17 (1H, m 
), 6. 5 5 (1H, d d, J — 2 . 4, 5. 6Hz), 7. 0 0-7. 5 0 (7H 
, m), 7. 6 9 (1H, d, J ~ 2. 4Hz), 7. 8 9 (1H, dd, J = 2. 

25 4, 1 1. 6 Hz), 8. 0 6 (1H, d, J -5. 6 Hz), 8. 5 9 ( 1 H, b 

r s ), 12. 4 7 (1 H, b r s). 



412 



WO 20«5/082854 



PO7.JP2lM»5/003?!H 



ES I -MS (m/z) : 5 6 5 [M+H] +. 
CMfMiH 2 7 2) 4 - ( 2 ----- - 4 - { 3 - [ 2 ~ ( 4 - 7 M u 7 =c ~ 

;u) T±r£j}/} fH^_W Kj Z^Zi£i^) ~6~ ([ (2 R) -2- (enU^y 

5 1 H-NMR S p e c t r um (CDC 1 3 ) 5 (p pm) : 1. 63 (1 H, 

m), 1. 7 5~2. 18 (7H, m), 2. 4 9 (1H, m), 2. 5 5-2. 6 
5 (2H, m), 2. 7 0- 2. 9 5 (3H, m), 3. 3 7 (1H, m) , 3. 7 
0 (2H, s), 3. 7 9 (1H, m), 3. 9 3 (1H, m), 7. 0 0-7. 4 

0 {7H, m), 7- 5 8 ( 1 H, d, J = 0, 8Hz), 7. 8 3 (1H, dd, 
10 J — 2. 4, 11. 2Hz), 8. 28 (1H, d, J=0. 8Hz), 8. 44 ( 

1 H, brs), 12. 3 5 ( 1 H, brs), 

2 7 2-1) 4 - ( 4 - T g / - 2 - 7 £ y # v ) - 6 - { [ 

( 2 R) - 2 - (XRl W- 1 ItM ^ U 'V 1 -4^1 ft/is-M-- 

fry* /} b°D 

15 1 H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 1. 6 3 (1H, 

m), 1. 7 7-2. 16 (7H, m), 2. 49 (1H, m), 2. 55-2. 6 
5 (2H, m), 2. 7 0-2. 9 5 (3H, m), 3. 3 7 (lH,.m), 3. 7 
0 (2H, brs), 3. 7 8 (1H, m), 3. 9 3 ( 1 H, m), 6. 4 2 (1 
H, in), 6. 4 5 (1H, dd, J -2. 8, 11. 6Hz), 6. 9 7 (1H, 

20 m), 7. 50 (1H, d, J = 0. 8Hz), 8. 3 1 ( 1 H, d» J-0. 8H 

z), 12. 8 7 ClH, brs). 
ES I -MS, (m/z) : 4 0 I [M+H] + . 

CH£&#1 2 7 3) 3 - £ % V v^- 1 - % /^7K'¥-> 3) y £ T */ K 

[6 - i 2 -7/Vvrn-4- {3- [2- (4-7/^ta7x=;l/) 7tfyV] ^ 

1 H — NMR Spectrum (CDC1 3 ) § (ppm): 2. 4 4 (3H t 
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s), 2. 9 0~3. 0 2 (2H, m), 3. 5 2-3. 6 1 (2H, m), 3. 7 
1 (2H, s), 4. 14 (2H, s), 7. 0 0-7. 4 0 (7H, m), 7. 6 
I (1H, d, J=0.'8Hz), 7. 86 ( 1 H, dd, 1 = 2. 4, 11. 2 
Hz), 8. 3 4 (1H, d, J = 0. 8 Hz), 8. 5 7 ( .1 H, brs), 12 
. 3 9 (1H, bra). 

E S I -MS {m/ z ) : 5 5 0 [M+N a ] + . 
(^M 2 7 3- 1) 1 - [ 6 - { 2 ZLZJk^E ~ 4~^Fp7x/ ^vQ If p 
^>--4— f/Ki "3 - (2-"^f-.^T^7^^vk) frb-T 
5 H — NMR Spectrum (CDC1.) 5 ( p p m) : 2 . 49 (3H, 
a), 2. S3 (2H, m), 3. 5 0 { 2 H, m), 6. 6 3 ( 1 H, brs), 7 
. 4 1 (1H, m), 8. 0 9-8. 15 ( 2 H, m) , 8. 37 (1H, s), 8 
. 8 5 ( I H, b r ) . 



mm® 


12 7 3 - 2) 


1 ~ re - (4~r?/-2'-7/^T37a./aF.'» try 


% VIS- 


4 ■■■--OH -3 




ES 1- 


MS Cm/ 2) 


: 3 2 1 [M+H] + . 




12 7 3- 3) 


3 * 5 *V V 1 y v 9 T is 


K [6 


- (4-7 5/ 


- 2 y :t / fcf y 5 V - 4 — f /V] T 5 



1- [6- (4™7S;~2-7/VtP7xyH') lf!)5i?y-4->f^] -3 
- ( 2 - ^ f-frT 5 7 ■x.^) 17 ( 5 6 . 8 m g ) fex h 7 t Kd7 7 V (5 
ml) M^f^^r-fcft. /^7*M7^ffc K (59mg) &M:tX, 80t)t"l 

y-f- (Fuji S I 1 y s i a NH, f^ffitt ; ifxf /V~iixf,;W : p( 
# j -jV^ 9 5 : 5 ) \Z. i D »It5 ittJ;5 &l3fc&#J (22. 4 m g , 38 
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1 H-NMR Spectrum (CDC1,) 5 (ppm):2. 4 4 (3H, 
d, J -2. 8 Hz), 2. 9 8 (2H, m) , 3. 5 7 ( 2 H, m), 3. 7 3 { 
2H, brs), 4. 13 ( 2 H, d, J = 2. 8 Hz), 6. 4 6 (1H, m), 
5 6. 5 1 (1H, dd, J = 2 , 4, 12. OHz), 6. 9 8 (1H, m), 7. 

0 5 (1H, brs), 7. 6 1 (1H, d, J=0. 8 Hz), 8. 3 7 ( 1 H, 
d, J = 0. 8 Hz). 

mt>m 2 7 4) 3 - ( 4 - { 2 - ? IV* P - 4 ~- [ 3 - ( 2 -- p - f ;W /WT 

io i - /* gyk ^ S ^ ; 4 - ,^) >7 

1 H-NMR Spectrum (CDC 1 ,) 5 (p p m) : 1 . 6 5 (2H, m 
), 1. 72 (2H, m), 2. 07 (2H, m), 2. 28 ( 3 H, s), 2. 38 

(3H, s), 2. 8 8 (3H, s), 2. 9 2 (2H, m), 3. 7 1 (2H, s 
), 4. 16 (1H, m), 6. 54 (1H, dd, J = 2. 0, 6. OHz), 7 
15 , 15-7. 3 0 (6H, m), 7. 3 4 (1H, m), 7. 6 9 ( 1 H, d, J = 

2. OHz), 7. 8 9 (1H, dd, J = 2. 8, 11. 6 Hz), S. 06 (l 
H, d, J — 6 - OHz), 8 . 44 (1H, brs), 12. 45 ( 1 H, brs 

)• 

E S I -MS (xn/z) : 5 6 5 [M+H] + . 
20 C^ii#j 2 7 5) 1 - ( 2 - \ / - 3 - [ 6 ~~ ( 2 - TVMl 

n-4~ { 3 - [2- (4-7^tP7t^) T1?:f/k] ^^frWK} 7.^7 

~¥ -y) e p 5 i? 4 - 4 jvI zlLzJ: tJk $ ly 7 

1 H-NMR Spectrum (CD CI J 5 (ppm) : 2. 4 1 (6H, 
s), 2. 58-2. 64 (2H, m), 3. 00 (3H, s), 3. 32-3. 4 
25 0 (2H, m), 3. 7 1 ( 2 H s s), 7. 10-7, 40 (7H, m), 7. 4 

8 (1H, s), 7. 84 (1H, dd, J =2. 4, 11. 2Hz), 8. 33 ( 
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1 H, s ) , 8 . 44 ( 1 H, b r s ), 12. 36 (1H, b r s ) . 

(Mj&M 2 7 5-1 ) 1 ( 2 ~*J* f-Z^T 5 I ~ 3 - [ 6 - ( 2 - y 

- 4 fP7x;^) 3J g j/>'-~ 4 — ^] - l - j< UT 
1 H — NMR Spectrum (CDC1,) 5 (ppm):2. 4 2 (6H, 
5 s), 2. 8 0-2. 6 3 ( 2 H, m), 3. 0 1 (3H, s), 3. 3 6 — 3. 3 

9 (2H, m), 7. 40 (1H, m), 7. 5 7 (1H, d, .1=0. 8Hz), 
8. 07-8. 13 (2H, m) T 8. 3 1 (IE d, J = 0. 8Hz). 

M2 7 5-2) 3- [6- (4- 7 ^-2"7Atn7x^'» bf P 
§ ^-4-4A'l ~ 1 ~ ( 2 ~ v; ^ gvV7 g yij| - l - jt g g 

10 ESI -MS (m/z) : 371 [M+Na] + , 

2 7 6) 1 - [ 4 - ( 2 - ZA p ~ 4 - { 3 - [ 2 - ( j - 7JkK 11 
7a^) Tir^/M ^af-frWKl 7*;^) fcf U v^- 2 ~^f/V ] - 3- ( 

1 H-NMR Spectrum (CDC 1 3 ) 6 (p pm) : 2. 32 (3H, s 
15 ), 2. 3 6 (2H, m), 2. 6 5 (2H, m), 2. 7 7 (2H, m), 3. 0 5 
(2H, m), 3. 7 1 (2H. s), 6. 60 (1H, dd, J =2. 4, 5. 6 
Hz), 7. 0 0-7. 3 8 (7H, rat), 7.7 3 (1H, m), 7. 8 8 (1H 
, dd, J~ 2. 8, 11. 6 Hz), 8. 11 (1H, d, J -5. 6 Hz), 8 
. 50-8. 80 (2H, m) , 12. 40 C 1 H, b r s ) . 
20 ESI -MS (m/ z ) : 5 5 6 [M+H] + . 

(MltM 276 - .1) 1 - [ 4 - ( 2 - 7M P - 4 - h p 7 ^ / tf I? 

£>; 2 z^likJ - 3 - (4 ■^f;Hf^7v ? y- 1 H>) 7 ^7 

l H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 2. 20-2. 46 
(5H, m), 2. 5 0-3. 60 (6H, m), 6. 65 (1H, dd, J = 2 . 
25 4 , 5 . 6Hz), 7. 10-7. 4 0 (2H, m), 7. 8 1 ( 1 H, ra), S. 

10 (1H, m), 8. 14 (1H, d, J = 2. 4Hz), 8. 2 1 ( 1 H, d, 
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j =5. 6 Hz), 8. 7 1 (1H, m). 
E S I -M S (m/ z ) : 4 1 3 [M+N a ] + . 
SliMI 2 7 6-2)' 1 [ 4 ■-■ (4— T^y-2--7 /K ^ p 7 a, j =?f %/) fcf jj 

v ; v - 2 - 4 ;±] ~ 3 ----- ( 4 - gyt; t°-< 7 >■ - a - ^ y v) ^7 
'H-NMR Spec t r u m (CDC 1 3 ) 5 (ppm):2. 32 (3H, s 
), 2. 3 6 (2H 5 m), 2. 6 4 (2H, m), 2. 7 7 (2H, m), 3. 0 4 
(2H, m), 3. 7 5 (2H, m), 5. 4 4 ( 1 H, m), 6, 3 8-6. 4 7 
(1H, m), 6. 4 8-6. 6 0 (2H, m) , 6. 91-6. 99 (1H, m) 
, 7. 70 (1H, m), 8. 07 (IE d, J = I 2 . OHz), 8. 60 (l 
H, m). 

ES I ~MS lm/z) : 3 8 3 [M+Na] 4 . 

mmm 277) 3 [ 6 -■ ( 2 y ^ g - 4 - is- [2-- (4-77 /u± u 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm):2. 3 5 (3H, s 
), 2. 75 (1H, m), 3. 0 4 (3H, s), 3. 0 7 ( 2 H, m), 3. 3 9 

(2H, m), 3. 6 3 (2H, m), 3. 7 1 (2H, s), 7. 12 (2H, s 
) ( 7. 2 1 (1H, m), 7. 2 8 (2H, m), 7. 3 5 (1H, s), 7. 6 8 

( 1 H, s ) , 7 . 8 4 ( 2 H, m) , 8 . 3 4 (IH, s ) , 8 . 5 4 ( 1 H, b 
r s), 12, 3 8 (1 H, s). 
E S I -MS (xn/z) : 5 5 6 [M+H] + . 

(Wl&ffl 2 7 7- 1) i -^-yXt: Kjj / vT-^f-^v - 3 - 3- v' U y sfr 

1 — ^yXfc K If /VT^f-v^ — 3 — #A'4? :3 rv' py^ 7VK(6 5 4mg) O 
N, N — v' / 5 K (4 . Oral) W%&\£. h V ^f/V7 5^(1. 0 
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f? A ^*c~f y frisr n^^y^—Y ( l . 6 3 g K MB* f-^T S. > (248 m 

g 5 ?u mux 5i.5 ufc 0 frfafczmm* * i-^sb l 

5 Lf' 0 @ W^^ll U LT»J»1^ ( 5 0 9 m g , 7 4 

. 1%) &#7c 0 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppffi) : 2. 85 ( 3 H, d 
, J =4. 8 Hz), 3. 11 (1H, in), 3. 3 5 (2H, m), 3. 4 5 (2 

H, m) , 4 . 5 1 ( 1 H, s ) , 6 . 10 ( 1 H, b r ) , 7 . 2 1 (2H, m) 
10 , 7. 29 (4H, m), 7. 3 9 (4H, d, 3 = 7. 6Hz). 

E S I -MS (m/z) : 281 [M+H] + , 3 0 3 [M+N a 3 + - 

277-2) t ert.- 2! ±^ 3 - ;* gyl; /j^jf ^^7ffS? >' - 

I /<yX t K y ;i-T i?f-^>— 3 -#/v^>V P y 9 TV K ^ 5 K 

15 <?>W (2. 7 2g) <D*$;— ft> (2 0 0ml) (3. 0ml), 2 

0%7ki»^7^7^lK (1. Og) SrflP*., «#I«T (0. 4 0 MP a) 

$ b iz-BB^te U T y - 3 - # y £ ?* 5/ K /* % K 

20 »it^&^t'#7t (ES I —MS (m/z) : 115 [M+ H] + ) 0 roM^ 

7k (20ml) *%fLX*W9fc U .::ir.7f7hFn77> (10ml), iy 
-tert —•ff-A' v^/M?^— h (2. 34 gh h P £ A ( 2 . 

2 5 g) Sr^EiX, ^SrerH&l 2. 5 0#W#bfc o (2 0 

0ml}, «&*fcfeSD!k (5 0ml) Sc£i?rlL/t 0 »l:l.*Ilt r V ^AT^ 

25 j*U S£BE»3ttUfc. a»->y *W7A^ n-r h^TM - «Hf; ; 

# >:g|^^= 1 : I ~ 1 : 2 ~f|g|^^/W~i^^^/V: ^ £ / —)V~ 10:1 
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-5 : i) -easiu m&M&hvxmmik®m (6 9 6m g ) 

1 H — NM R Spectrum (GDC 1 s ) S (ppa):l. 4 3 (9H, s 
), 2. 8 5 (3H, d, J =4. 8Hz), 3. 15 (IB, hi), 4. 0 1-4 
, 14 (4H, m), 5. 5 3 (1H, br). 
5 ESI -MS (m/z) : 2 3 7 [M+Na] + . 

2 7 7 - 33 N- ^-/l/ — N— [( 1 ^/VT^^J-y- 3 -4' A) 

t e r t 3 ^Tl^/W^^ /^Tif^v 5 ^- 1 -^/^^iXV— h 

( 6 9 6 m g ) <DT b y t Ko 7 7 >' ( 1 0 m 1 ) ^^%tKIS±T?» U r. 
10 frMik (2 9 6mg) ^ *P X. fc Q tifffi^Ts - *U 

fC^SS-ffc U ^ <? 5 ~ £ A (296mg) to&Ufcfc. «#HfCT% £ 

0 &M£&»Jre*ji# U r r fc* ( o . 60mi), 5 N*$tffcf h i? 

mm (o . 60mi), tk {i. ami) &ffi#mx.iz B fxfcm%:frm£x* i mm 
mwi-tc, Tf&tto&zmi-, %m&4 Nmrn-mm^^ a. emu ^an*., 

«%^E^L-/h 0 fib^:^>>^li, MMartiUli (5 5 

20 Zmg, 9 0, 8 %) 7C C 

1 H — NMR Spectrum (CD 3 OD) 5 (ppm) : 2. 71 (3H, s 

), 2. 9 4 (3H, s), 3, 3 0 (2H, m), 3. 3 8 (2H, m), 4. 11 
(2H, m) t 4. 3 0 (2H, m). 

E S I -MS (m/z) : 1 1 5 [M+H] + . 
25 (Mat ffij 2 7 7-4) 3 - [ 6 - { -4-=t-P7xy^) tf p 

g vV- 4 -^f/t-] - 1 1 ~ [( 1 ~ 2» f/k7ff^>- - 3 — --f jt 
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1 1:T""NMR Spectr um (CDC 1 3 ) 8 (p pm) : 2. 34 (3H, s 
), 2. 7 2 (1H, m>, 3. 0 5 (5H S m), 3. 3 5 ( 2 H, m), 3. 6 5 

(2H, m), 7, 4 1 (1H, m), 7. 7 7 ( I H, s), S. 0 S — 8 . 14 
5 (3H ( m) f 8. 3 3 (1H, s). 

ESI —MS (in/ z ) : 391 [M+H] + 

,.(^J2 7 8) 3- [6- (2- ^/^P- 4- (3- [2- 

7 ^ =./u) y 1? fvt/j r> w K } y J vp fc° V $ iff- 4-4 ;u] - i - 

£ tJkzi I - ( 1 ~* ^A'Tif f- v^ - 3 9 

10 1 H — NMR Spectrum (CDC 1 3 ) 5 (ppm): 2. 5 0 (3H, s 

), 2. 8 5 (2H, m), 2. 9 3 (3H, s), 3. 7 1 (3H, m), 3. 9 3 

(1H, m), 4. 13 (1H, m), 7. 10 (2H, m), 7. 2 2 (1H, m 
), 7. 2 8 7. 3 6 (3 H, m), 7. 5 4 (1H, m), 7. 5 2-7. 8 7 

(2H, m), 8. 4 2 (1H, s), 8. 5 5 (1H, brs), 12. 3 8 (1 
15 H, s). 

ES I ~MS Cm/z) : 5 4 2 [M+H] + . 

m&l 2 7 8- 1) t e r t -"f^A 3 - * g ./ T jg £ 1 - # 

1-Boc - 7 if f - v ? >'- 3 -^->' ( 2 4 0 m g ) © ^ ^ / — JV ( 2 0 m 1 ) 
20 fc, tti^f/I'T^ (1. 4 2gh 10%^7> ; 7AkI (1. Og) fete 

v^'J^Sf (1. Og) 'ktMK^ m%.~?*M%m%T (0. 4 CMP a) 9fr#f« 
25 Ufc 0 $>t>1kitimM%&7kffiB1- h 9 £-kT?ISflfc8L WElKSfU ^Jtfef&i^ 
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1 H--NMR S p e c t r urn (CDC 1 ,) 5 Eppm) : 1. 4 4 (9H, s 
} , 2 . 3 8 ( 3 H, s ) , 3 . 5 0 ( 1 H, ra) , 3 . 6 4 { 2 H, m) ,4.07 
(2H, m), 

mmm 273-2) ■/ u-* w -if f ^ >- - 3 - 4 r 5 > n. 
5 mm 

text- 3-^ ^VWT S/T W^^ - 1 - * ^ * ft£fft 

m ( 6 2 7 m g ) <DT Y 7 t Fp77>' (20ml ) jStR4r*J«B±T*3ft^ U £ £ 
Hl2K*ftI3 =-^7a (2 5 6mg) &#*fc?JR;tfc c H*#BMT\ ..CI 

M 5 ^ra*iff±T?«# u s ^mmm^tstwvit^ s o °c-e 5 b#hh » 
10 fri$m%&1®±T~MW U r_ r_ {c.7k ( 0 . 2 5 6mi), 5 NzkSH fc-*- N y 

(0. 2 5 6ml), * (0. 7 6 8ml) %M£1t„ ^BfSit 
2 0f U7c 0 T<f£fJ& 39J U 4 Nig|^-«^?V^ ( 1 . 6m 1) & 

^^fc c «£JSE&fif*U TO)S^Htffl^i©l» (3 9 5m g) 
£r#7t 0 

15 ESI -MS (m/z) : 1 0 1 [M4-H] + . 

(mmm 273-3) 3 - [ 6 - c 2 - z/M; o-4 -^fn7 £ 1 * g g 

X 

1 H — NMR Spectrum (CDC1 3 ) 5 (ppm):2. 49 (3H, s 
20 ) , 2 . 8 4 ( 2 H, ra) , 2 . 9 5 (3 H, s ) , 3 . 7 3 (1H, m), 3 , 9 4 

(1H, m), 4. 14 (IB, m), 7, 4 1 (1H, m), 7. 9 6 (1H, s 
), 8. 0 8-8. 14 (3H, m), 8. 4 1 C 1 H, &). 
ES I -MS (m/z) : 3 7 7 [M+H] + , 3 9 9 [M + N a ] + . 
(»fli2 7 9) 4- {[(2R) "2- {VtT-frY $. S *?-Jl>) Ifn j ■■■■ 
25 1-4/1-2 js/ViR—A'TS.J} —6- (2-y;V^u ~ A~ {3- [2— ( 4-7 
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1 H-NMR Spectrum (CDC 1 3 ) 5 ( p p m) : 1 , 55-1. 6 
5 (1H, m), I. 7 5-1. 9 0 (2H, m), 2. 0 9 (1H, m), 2 , 3 
0-2. 5 0 (7H, m), 2. 6 3 (1H, m), 3. 3 7 (1H, m), 3. 7 
1 (2H, s), 3. 7 9 (1H, m), 3. 9 3 ( 1 H, m), 7. 0 0-7. 4 
5 0 (6H, in), 7. 5 6 (1H, s), 7. 84 ( 1 H, m), 8. 3 3 ( 1 H, 

s), 8. 7 0 (1H, brs), 12. 3 8 (lH, brs), 13. 12 (1H 
, brs). 

2 7 9-1) 4 - { [ ( 2 R ) - 2 - ( g£ ;* X/^T § / £ b° n g 

1 -4 )V\ A/l-7?;?~;l>T % J \ - 6 - ( 2 - ,7 /Kirn - 4 - = f n7x / 3^ 
10 ) gjj g e» 

1 H-NMR Spectr um (CDC 1 8 ) 8 (ppm) : 1. 6 4 ( 1 H, 
m), I. 8 0-1. 9 0 (2H, m), 2. 14 (1H, m), 2. 40-2. 4 
8 (7H, m), 2. 6 5 (1H, dd, J = 10. 0, 13. 2Hz), 3. 3 9 
(1H, m), 3. 8 2 (1H, m), 3. 9 6 (1H, m), 7. 4 1 ( 1 H, in 
15 ), 7. 6 9 (1H, d, J = 0. 8 Hz), 8, 0 7-8. 13 (2H, m), 8 
. 3 2 (1H, d, J=0. 8Hz), 13. 3 2 (Hi brs). 
(M^M 2 7 9-2) 4 - ( 4 -T g I - 2 -7^n7x 7 vp - 6 - {[ 
( 2 R) - 2 - (v^ ^'VT 5 / j * i?u U yV - 1 ^^aj^=/1/7 5 

/ } fcf'J $V> 
20 E S I —MS <m/z) : 3 7 5 [M-f H] + . 

(g|jfegg2 8 0? 3 [6- (2-^/^P-4- (3 - [2- (^z2Jt±E 
7x^) T'^Cr/k] ft9W Kl fcf V ^y>~-4--Y/R] -1- 

^ 5-7k- 1 - [ ( 2 R) - ( 1 "- * x.^-fc a P 17 v'y- 2 AO ^ ^A-] 1/7 
1 H-NMR Spectr um (CDC 1 3 ) 6 (p p m) : 1 . 68 (1 H, 
25 m), 1. 7 6-1. 8 8 ( 2 H, m), 1. 97 ( 1 H, m) , 2. 41 (1H, 

i), 2. 4 9 (3H, s), 2. 7 7 (1H, m), 3. 0 2 (3H f s), 3. 1 
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6-3. 2 8 (2H, m), 3. 5 0 (1H, m), 3. 7 1 (2H, s), 7. 1 
0-7. 4 0 (7H, m), 7, 49 (1H, dd, J =2. 4, 11. 2Hz) 
, 8. 33 (1H, s), 8. 42 ( 1 H, brs), 12. 36 (1H, brs) 

5 (M3&fi 2 8 0 -- 13 3 - [ 6 - ( 2 ~~7?Vit n -- 4 = ^7x^y-) fcf ]) 

% g£ V~ 4 - j A] - 1 - 9vv- 1 - [( 2 R) - (1 -- ^ fvu g jj y->'- 2 

1 H — NMR Spectrum (CDC1 S ) 5 (ppm): 1. 6 4-2. 0 

8 (4H, m), 2. 3 8-2. 4 6 (2H, m), 2. 5 0 (3H, s), 2. 8 
10 0(1 H, m) , 3 . 03 { 3 H, s ) , 3 . 25 { 1 H, m) , 3 . 53 (1 H, 

m), 7. 4 0 (1H, ra), 7. 5 9 ( 1 H, s), 8. 0 6-8. 14 ( 2 H, 

m), 8. 3 2 (1H, s). 

2 S 0 2 ) 3 - [6 - (4-7^-^-7^tP7a;^) bfU 

^^>-4-W^j -i-^^k-l- [(2R) - (1 -jrffyWfcfp p 2 
15 ;^?vKl %±T 

ES I -MS (m/a) : 3 9 7 [M+Naj + . 
(MMim 2 8 1) 3 - [ 6 - ( 3 - a - 4 - { 3 - [ 2 -• ( 4 - p 

^ gvj^; 1" [( 3 S ) -1-^ ^/Vfcfa P i?^- 3 — < /V] V7 
20 1 H — NMR Spectrum (CDC1,) 5 (ppra):l. 99 (1H, 

m), 2. 13 (1H, m), 2. 3 2-2. 4 5 ( 2 H, m) , 2. 4 5 ( 3 H, 
s), 3. 0 5 (1H, m), 3. 0 7 ( 3 H, s), 3 . 2 5 (1H, m), 3. 7 
2 (2H, s }, 4. 10 (1H, m), 6. 9 7-7. 0 4 (2H, m), 7. 0 
9-7. 14 (2H, m), 7. 2 0-7. 3 5 (3H, m), 7. 6 7 (1H, s 
25 ), 8. 34-8. 3 9 (2H, m), 8. 5 0 £ 1 H, brs), 12. 3 0 (I 

H, brs). 
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(W&W 28 1-1) y^'fV N— [ 2 - ~2J}dL p - 4 - ( 6 - { 3 - 1 ^-fV 

- 3 - [(3 S ) - 1-7= -J'/VW 3 3 PA g W K] fc B jJ g v ? >- 4 

- ^ • v ") y ^ ffyw^ — 

1 H-NMR Spectrum (CDC! 3 ) B (ppm): 1. 9 9 (1H, 
5 m), 2. 13 (1H, in), 2. 3 0-2. 4 0 (2H, m), 2. 4 4 (3H, 

s), 3. 0 5 (1H, m), 3. 0 7 { 3 H, s), 3. 2 4 ( 1 H, in), 4. 1 
3 (1H, m), 5. 2 3 (2H, s), 6. 8 6 (1H, m), 6. 9 0-6. 9 
5 (2H. m), 7. 2 0- 7. 4 5 (6H, m), 7. 6 2 (1H, d, J = 0. 
8Hz), S . 14 ( 1 H, m), 8 . 3 8 ( 1 H, d , J = 0 . 8Hz). 
10 (Hi 2 S 2 ) 4-{[(3S)-3-v^ f VK7 5 / tf p U V > ~ 1 - 4 

tuVT$~/V-T % J \ -6- (3 --^;M-n-4- (3 - [2- (4~7A-tP7x 

1 H-NMR S p e c t r urn (CDC i 3 ) 5 (p p m) : 1. 9 1 ( 1 H, 
m), 2. 2 0 (1H, m), 2. 2 9 (6H, s), 2. 78 (1H, m), 3. 2 
15 6 (1H, m), 3. 4 5 ( 1 H, m), 3. 6 0-3. 8 0 (4H, m), 6. 9 

0-7. 0 5 (2H, m), 7. 0 9-7. 15 (2H,m), 7. 20-7. 40 
(3H, m), 7. 6 4 ( 1 H, d, J = 0. 8 Hz), 8. 3 6-8. 4 2 ( 2 H 
, m), 8. 5 0 (1H, brs), 12. 3 2 ( 1 H, brs). 

mmm 2 8 2-d -<y^ n- (4- { 6- [ps) - (3- 2* tjk 

20 ZXZJ^JSJj 1 A^/V^—Zip T g / ] jgjjj; 4 — £ /k.t'^r'>} 

- 2 7 p 7 a. # /W< ^ — f 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm): i. 90 ( 1 H, 
m), 2. 2 0 (1H, m), 2. 2 9 ( 6 H, s), 2. 7 8 ( 1 H, m), 3. 2 
5 ( 1 H, m) , 3 . 4 6 ( 1 H, m) , 3 . 6 0-3. 9 0 (2 H, m) ,5.2 
25 3 (2H, s), 6. 8 3 ( 1 H, m), 6. 9 2-6. 9 6 (ZH, m), 7. 1 

3 (1H, brs), 7. 3 3-7. 4 5 (5H, m), 7. 6 0 (1H, d, J = 
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0. 8 Hz), 8. 3.7 (1H, m), 8. 3 7 ( 1 H, d, J=0. 8Hz). 

(MMM 2 8 3) 3 - ( 6 - { 2 ----- y/V?r a 4 - [ 3 - ( 2 - o - h A^j /±T 

-ir^/V) ^ 9 W F] 17 -t. J tf y g V - 4 -M' ./V) - 1 - >< f-As I - 

{ !-/■ fjt g yV- 4 - <£ /W 9 VT 
5 1 H-NMR Spectrum (CDC1 3 ) cS ( p p in) 1 . 2 0 ~ 3 . 0 0 

(17H, m), 3. 7 6 (2H, m), 4. 19 (1H, m), 7. 18-7. 5 

0 (7H, m), 7. 6 8 (1H, m), 7. 8 7 (1H, d d , J = 2. 4, 11 
. 6 Hz), 8 . 3 4 ( 2 H, m) , 12. 45 ( 1 H, m) . 

ES I -MS Wz) : 5 6 6 [M+H] 4 . 
10 Cf»ij2 8 4) 3- [6- (2---7/l^P~4- {3 - [2- 

r-fe?vt-] gyj-fr w Ki 7xAtvl ^ v ? >-- - 4 -1- 

1 H-NMR Spectrum (CDC1 3 ) 5 ( p p m) : 1 . 2 0-1. 80 
( 5 H, m), 1 . 9 9 (2 H, m) , 2 . 2 0 - 2 . 3 6 ( 3 H, m) , 2 . 8 4 

15 -3. 0 0 (2H, m), 3. 0 2-3. 14 ( 3 H, m), 3. 2 2-3. 3 4 ( 
2H, m), 3. 6 8-3. 8 0 (2H, m) , 7. 0 3-7. 5 4 (7H, m), 
7. 6 8-7. 8 0 (1H, m), 7 . 8 2- 7. 9 6 ( 1 H, m}, 8 . 30-8 
. 4 3 ( 1 H, m) , 8 . 4 6-8. 6 6 ( 1 H, m) , 1 2. 3 4 -1 2. 5 6 ( 
1H, m). 

20 ESI -MS (m/z) : 5 8 4 [M+H] + . 



2 8 4 - 1 ) 3- [6- (4-7^;-2--7/VtP7j/^) if 3 



< ^ ✓ "\ /rj 

) yvr 








E S I -MS (m/ 


z): 3 89 [M+H] + . 






<HI&M 2 8 5) 


i — ( i — tf^< y 4 - 


-f/U) - 3 - 


[ 6 - ( 2 — 


a — 4 — {3 


- [2- (4-7Mn7^=A) 




K} 
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'H-NMR Spectrum (CDC 1 8 ) 8 (ppm) : 1 . 10 (3H, t 
, J = 7. 2Hz), I. 7 0 (2H, m) ( 1. 7 8 (2H, m), 2. 0 5 (2 
H, m), 2. 4 3 (2H f m), 2. 8 8-2, 3 6 (3H, m), 3. 0 5 (2 
5 H, ra), 3, 6 8-3. 7 8 (2H, m), 4. 19 (1H, m), 7. 0 2-7 
. 16 (2H, m), 7. 17-7. 50 (5H, m), 7. 6 0-7. 7 5 (1H 
,11-1), 7. 8 6 (1H, dd, J = 2 . 8, 11. 6Hz), 8. 2 9-8. 4 0 

( 1 H, m) , 8 . 4 8 (1. H, ra) , 1 2. 3 0- 1 2, 5 0 ( 1 H, m) . 
E S I -MS (m/z) : 5 8 4 [M+H] f . 
10 (M 3tfff 2 8 5- 1) N - ( 1 -- g fTV fcf^ P i> > 4 - + A-) - N - £ ±£lL 

4 0 %^f-/UT ZZs-**/ ™ AsW& CI. 2 6 g ) (CTi? h ~ h 9 (15 0m 
1 K 1 -sc^vi/- 4 --- tf-< 3J K> ( 2 . 0ml), £$£ ( 0 . 9 3 2ml) fcflDxi 
fc&x y^7A h UT-fe h^rv^eW K (6. 5 9 g) Srj&flji, lB#ffi* 

is # ufc 0 wsi:sfB»it h y »> &&mm ( 2 0 m n a« 

«J±M!Ufc 0 #e>ttfc3»aE^^^/-/^ (2 0ml) ^PAtli^fcf, 

20 ^©^ISfb^tJ (8. 3 3 g) %$$i&WlVzy8b UT#fc 0 
E S I -MS (m/z) : 1 4 3 [M+H] + . 

2 8 5-2) 3 - [ 6 - ( 4 - T g J - 2 - 7 / Wt- P 7 a 7 ^ y-) fcf D 
g y >- - 4 — 4 /l-] - 1 - (1 -xV- 4 ~---f /lp - 1 - / :f 71-"? t-- 

21 

25 ESI -MS (m/ z ) : 3 8 9 [M+H] + . 

('Mm 2 8 6) 1 - ^ p T'p tf/t/- 3 - [ 6 - ( 2 - 2Jk±B ~ i ~ i 3 ~ 
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J_ 2 (4-7/^tP7x^) 7tf^-] *£ ££lzd Kl Z^Z±vO fa'IJg^ 

^ r 4 - >f yU] - ( 1 - jt ^vV tV* y ^ V - 4 - /Up g U T 
1 H — NMR Spacti urn (CDC 1 3 ) 5 (p p m) : 0 . 89 (I H, m 
), 0. 9 8 (2H S m), 1- OS (2H, m), 1- 0 2-1. 90 (2H f m 
5 ), 2. 12 (4H, m), 2. 3 4 (3H, s), 2. 9 9 (2H, m), 3. 7 2 

(2H, s), 4. 10 (1H, m), 7. 0 0- 7. 42 (6H, m), 7. 71 
(1H ; s ), 7 . 8 6 ( 1 H, m), 8 . 2 6 (1H, s ), 8 . 3 6 ( 1 H, m 
), 8. 5 1 (1H, brs), 12. 3 9 (1H, brs). 
ES I -MS (m/z) : 5 9 6 [M+H] + . 
10 (UMm 2 8 6 - 1) 3 -- [ 6 - ( 4 - T 5 J - 2 - P 7 =. J \£ U 

* 4 — f a] -i-^p^p if/^- i - ( i - ^ 22k: ^ V 4 —4 

E S 1 -MS (m/z) : 4 0 1 [M+H] + . 
C Mmm 2 8 7) 1 - J- fTW 3 - [ 6 - ( 2 - P - 4 - f 3 - [ 2 - ( 

>f /v] - i - ( i — ^vnf^ I? 4 — ^ a) » t^r 

'H-NMR Spectrum (CDC 1 3 ) § (p p m) : 1 . 2 8 (3H, m 
), 1. 6 0- 1. 8 8 (4H, m), 1. 9 8-2. 2 0 (2H, m), 2. 24 
-2. 4 8 (3H, m), 2. 9 5 (2H, m), 3, 3 2 (2H, m), 3. 6 4 
20 ■ -3. 7 6 (2H, m), 4. .16 (1H, m), 7. 0 0-7. 16 (2H, m) 
, 7. 1 6-7. 4 6 (5H, m), 7. 7 0 (1H, m), 7. 8 6 ( 1 H, dd 
, J = 2. 4, 11. 2 Hz}, S. 34 (1H, m), 8. 4 6 ( I H, m), 1 
2 . 3 7 (1H, m) . 

E S I — M S (m/ 2 ) : 6 0 6 [M+N a ] + . 
25 mWM 2 8 8) 3- [6- ( 2 - - 4 - { 3 - [2- 

7x^) XigfvKj ft»HK) 7x7^>) ^^^^-4-^;!/] -1- 
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gvw= I - (z b 2 fc if n ^ 4 /^) 2 kZ 

'H-NMR Spect r urn (CDC 1 3 ) 6 (p pa) : 1. 64 (2H, m 
), 1. 80 (2H, ddd, J —4. 4, 12. 0, 12. 8 Hz), 2. 94 ( 
3H, s), 3. 5 1 (2H, m), 3. 7 1 (2H, s), 4. 0 6 (2H, d d 
5 , J =4. 4, 11. 6 Ha), 4. 47 ( 1 H, m), 7. 12 (2H, m) , 7 
. 18-7. 4 0 (5H, m), 7. 6 8 { 1 H, s), 7. 8 7 (1H, dd, J 
~ 2 . 8, 11. 6Hz), 8 . 3 5 (1H, in), 8 . 4 7 ( 1 H, b r s ) , 1 
2. 3 8 (1 H, b r s). 

E S I -MS (m/z) : 5 7 9 [M+Na] \ 
10 2 8 8 --- i ) 3 - [ 6 -- (2-7 P-4-r-1^7^^) gjj 

g i> V - 4 — < /Kl - l - i ~ (jr h g fc K c £z ^" 4 iz£ik) £ 

1 H-NMR Spectr am (CDC .1 3 ) f> (p p m) : 1. 6 1 (2H, m 
)» 1. 8 1 (2H, m), 2. 9 5 (3H, s), 3. 5 2 ( 2 H, m), 4, 0 7 
(2H, dd, J=4. S, 12. OHz), 4. 47 (1H, m), 7. 20-7 
15 .52 (2H. m), 7. 7 8 (lH, s), 8. 12 (2H, m), 8. 3 4 (1 
H, s). 

(jjl2 8 9) 3- [4- (3 -7 ^-^-4- {3- [ 2- (j^ZMB 

7a^) Tir^w] W Kl y^/ ^-y) tf P y 2 ■— Y / Kl - 1 - ^ 

fvt^— 1 — (1 — ^ ^ U 4 - -f /V) r > u T 
20 1 H-NMR Spectrum (CDC 1 8 ) 5 (ppm):l. 6 6 (2H, m 

), 1. 8 0 (2H, m), 2. 1 0 (2H, a), 2. 3 0 (3H, s), 2. 8 9 
(SH, s), 2. 9 3 (2H, m), 3. 7 2 ( 2 H, s), 4. 18 (lH, m 

), 6. 5 8 (1H, dd, J =2. 4, 6. OHz), 6. 92 (2H, d, J = 

8 . 8 H z ) , 7, 0 9-7. 14 (2H, m) , 7 . 2 4- 7. 3 2 ( 3 H, m) 
25 , 7 . 7 4 ( 1 H, d , J = 2 . 4Hz), 8 . 09 ( 1 H, d , j - 6 . OHz 

) , 8 . 3 2 ( 1 H, m) , 8 . 8 0 (1H, brs), 12. 31 ( 1 H, s ) . 
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ESI —MS (m/z) : 5 6 9 [M+H] + . 
(^»J2 9 0) 3-- [4 (3"7^tP-4- {3- [2- (4-7/KtP 

y x. -A?) r±3~ ? kj T 2 kd w 7j; g jj 2 z r f £j i -- / ^ 

- 1 - ( 1 £ gvu fef -< I j 2 V " 4 - 4 M t> V Z 

5 H-NMR Spectrum (CDC 1 s ) 8 (p p m) : 1. 8 3 (4H, m 
}, 2, 15 (2H, m), 2. 3 4 (3H, s), 2. 8 9 (3H, s), 2. 9 9 
(2H, m), 3. 7 3 (2H, s), 4. 2 0 (1H, m), 6. 5 4 (1H, d 
d, J = 2. 2, 5. 8 Hz), 6. 8 7-6. 9 2 (2H, m), 7. 0 6-7. 
12 (2H, m), 7. 2 2-7. 28 (3H, m), 7. 69 (1H, d, J = 2 
. 2Hz), 8. 5 6 (11-i, d, J = 5. 8Hz), 8. 15 (2H t m), 10 
. 6 6 (1H, s ). 

ES I —MS (m/z) : 5 5 3 [M+H] + , 5 7 5 [M+Na] + . 
(lel/i^j 2 9 1) 1 - ( 3 - $;^P faVW - 3 ~ r 4 - ( 3 - 7 A' 

#g 4.-- {3- [2- (4-7;vtP7x=^) r-ir^vv] ft?WK) 7 a 

y v-) tf p v^- 2 --OK] - 1 - j* *f-)V*? UT 

! H~NMR Spectrum (CDC 1 3 j 5 (ppm): 1. 8 3 (2H, m 
), 2. 3 7-2. 6 3 (8H, m), 2. 9 3 (3H, s), 3. 4 2 (3H, t 
, J = 6 . OH z), 3 . 7 2 ( 2 H , s ) , 6 . 5 1 £ 1 H, del, J = 2 . 4 , 
5. 6 Hz), 6. 8 9 (2H, m), 7. 11 ( 2 H, m) , 7. 2 9 (3H, m 
), 7. 6 5 (1H, d, J -2. 4 Hz), 8. 2 7 (1H, m), 8. 7 1 (l 
H» b r s), 12. 2 7 (1 H, b r s). 
E S I ~MS (m/z) : 5 5 7 [M+H] + . 
(»f?ii 2 9 1-1) s<yj?/ls ( 4 - { 2 - [ 3 - ( 3 - i> ^ * / /n 

if/i--) fcfy i^V— 4 — ^^t^r^) -2~7/^P7x = 

! H-NMR Spectrum (CDC 1 3 ) 5 (ppm):l. 7 4 (2H, m 
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), 2. 2 8 (6H, s), 2. 35 (2H, t, J = 6. OHz), 2. 3 8 (3 
H, s), 3. 40 (3H, t, J = 6. OHz), 5, 23 (2H, s), 6. 4 

3 (1H, dd, J = 2'. 4, 6. OHz), 6. 8 3-6. 89 (3H, m), 7 
. 3 5- 7. 4 2 (5H, m), 7. 61 (1H, d, 3 = 2. 4Hz), 8. 05 

5 (1H, d, J = 6. OHz), 8. 10 (1H, brs). 

ES I ~MS (ra/z) : 4 9 6 [M+H] + , 5 1 8 [M+N a] f . 
(»M2 9 2) 1 - [4- (3~7A^- n~4 - {3- [2- 

Tir^wl gW Kl 7x/ ^) ¥ V i>>'-~ 2- 4/1-1 -3- ( I --- 

10 'H-NMR Spectrum (DMSO™d 5 ) 8 Cppm) : 1. 3 8 (2H 

, m), 1. 7 8 (2H, m), 2. 0 2 (2H, m) , 2. 15 (3H, s), 2. 
5 8 (2H, xn), 3. 4 7 ( 1 H, m) f 3. 7 5 (2H, s), 6. 5 5 (1H 
, dd, J = 2 . 4, 5. 8Hz), 7. 0 0 (1H, d, J = 2. 4Hz), 7. 
0 3 (1H, m), 7. 17 (2.H, m), 7. 2 9 ( 1 H, dd, J = 2. 4, 1 

15 1. 6Hz), 7. 3 5-7. 3 8 (2H, ra), 7. 8 6 { 1 H, brs), 8. 

0 8 (1H, d, J = 5. 8Hz), 8. 17 ( 1 H, m), 9. 0 2 (1H, s) 
, 10. 73 ( 1 H, brs), 11. 16 (1H, s ) . 

E S I "MS (m/z) : 5 3 9 [M+H] + . 

(HJfeffji 2 9 3) 1 - ( 8 - >M LZ^H g>) " 3 ~ L 4 " < 3 Z Zik 

20 tP-4- I 3 - [ 2 - ( 4 - '7 ^ r-/v ) 7 tf>] j> W F} 7^7^ 

->) ¥ P jgV ■- 2 — j - 1 — ^ T/'^ r > Vy, 

1 H-NMR Spec t r um (CDC 1 „) 5 (ppm) : 1. 77 (2H, m 
), 2. 3 2 (6H, brs), 2. 3 7 (2H, ra). 2. 8 9 ( 3 H, s), 3. 

4 0 (2H, m), 3. 7 3 (2H, s), 6. 4 6 ( 1 H, dd, J = 2. 4. 5 
25 . 8Hz) ( 6. 8 5-6. 9 0 (2H, m), 7. 10 { 2 H, m), 7. 2 7- 

7. 3 5 (3H, m), 7. 6 1 ( 1 H, d, J = 2. 4Hz), 7. 9 9 (1H, 
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m), 8. 0 6 (1H, d, J = 5 . 8Hz), 8. 12 (1H, m), 10. 6 2 
(1H, s). 
ES I -MS Cm/z) : 5 4 1 [M+H] + . 

(%rsm 294) g - r e- (2-7 m& ----- 4 -■ j 3 - [ 2 (4-7 tvfr n 

5 y^—Ad y± <f-AA ^jj-» w Kj Z^Z±id £2 iJj^zA^zdJd z x "~ 

1 H-NMK Spectrum (CDC 1 3 ) 5 ( p p m) : 0 . 6 0-5. 50 
(2 1H, m), 6. 9 0-7. 7 5 (8H, m), 7. 8 5 ( 1 H, m) . 8. 3 

3 (1H, m), 8. 4 9 (1H, m), 12. 3 8 { 1 H, m). 
10 ES I —MS (m/z) : 5 9 8 [M+H] + . 

(MMM 2 9 5) N — { 3 — yjVx-u- 4 - [ 2 - ( 3 - ^ fvj£z 3 - 7?^ 

» W K) t" P 4 - ^ 7 a ~ N ' -- ( 4 - '7;M- p 7 ^ ~- 

5 H — NMR Spectr urn (CDC 1 8 ) 5 (ppm) : 3. 27 (3H, s 
15 ), 3. 5 1 (2H, s), 6. 5 9 (1H, dd, j=2. 4, 5. 6 Hz) 
, 6. 9 6-7. OS (3H, m), 7. 14 (I H, m), 7. 19-7. 3 3 ( 
3H, m), 7. 3 4-7. 4 2 (1H, m), 7. 4 3-7. 5 8 (4H, m), 
7. 6 6 (1H, d, j — 2 . 4Hz), 7. 7 1 ( 1 H, dd, J = 2. 4, 1 
2. OHz), 7. 9 8 (1H, d, J = 5. 6Hz), 8. 9 0 (1H, brs) 
20 , 9 . 40 (1 H, b r s). 

E S I —MS (m/ z): 554 [M+N a ] + . 

(MiiFI 2 9 5- 1) 3 - r 4 - ( 2 - 7Mp- 4-=Fp7x/ fc° V 

-J :/- 2 — f /Kl - 1 - £ tJkZL 1 ~ Z E^j?t2 ^ 7 

1 H — NMR Spectr um (CDC 1 3 ) 8 (ppm): 3. 31 (3H, s 
25 ) t 6. 61 (1H, dd, J = 2. 0, 5, 6Hz), 7. 10 ( 1 H, m), 7 

. 2 5 -7. 3 6 (3H, m), 7. 4 0 ( 1 H, m), 7. 4 9 (ZH, m) , 7 
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, 8 2 (1H, d, J ~ 2 . OHz), 8. 0 6 ( 1 H , d, J = 5, 6Hz), 8 
, 1 3 (2H, m). 

(Mi ilM- 2 9 5 -■ 2 ) 3 -- [ 4 -- (4~7Sy-2--7 fl^r g Z ^- / jr ^ ^ 

2-4 M - 1 - £ 1 ~ 7 - — ^ ^ u 7 

5 1 H-NMR Spectrum (CDC 1 s ) 5 (ppm};3. 31 (3H, s 

), 3. 7 5 (2H, brs), 6. 4 2 - 6 . 5 7 (3H, m) , 6. 9 6 (1H 
, m) , 7 . 0 0 ( 1 H, m), 7 . 2 7-7. 3 3 (2H, m), 7 . 36 ( 1 H 
, m) f 7. 4 7 (2H, m), 7. 7 0 ( 1 H, d, J = 2. 4Hz), 7. 9 1 
(1H, d, J — 5 . 6 Hz). 
10 ES I —MS (m/z) : 3 7 5 [M+N a ] + . 

mmm 296) n -- [ 4 ( 2 - yjk^B. - 4 - < 3 - ^ 2 ~ li ~ y ££ g 

7 x^^) T-fef-/^-] g W K) 7i/ jrvO fcf y v^- 2 ^ ] - 2 - ( 1 - 

^-;t- fcf^ U >>>--- 4 — f AO 7t 5: K 
1 H-NMR Spectrum (CDC1 3 ) 5 (ppm):l. 3 0—1. 5 
15 0 (2H ( m), 1. 7 0-1. SO (2H, m), 1. 87 ( 1 H, m), 1. 9 

6-2. 06 (2H, m), 2. 2 2-2. 3 2 (5H, m), 2. 82-2. 92 
(2H T m), 3. 73 ( 2 H, s), 6. 59 ( 1 H, dd, J = 2. 4, 5. 6 
Hz), 7. 10-7. 30 (6H, m), 7. 64 (1H, dd, j-2. 0, 1 
2. OHz), 7. 79 <1H, m) , 7. 90 (1H, m) , 7. 94 (1H, b 
20 r s ), 8. 0 9 ( 1 H, d , J — 5. 6Hz), 10. 56 ( 1 H, brs). 

2 9 6 I ) t e r t -y*J-JV 4 - { [ 4 - (2 - 4 

1- g 7 ^ / ;3r.-» fcf ]) v ; ^- 2 — ^Ufl/W^^f /t-] ;* 5vW *Jy~ A^2%L 

2— 4— (2 — ^/lojrz — 4 — — hEr7s/^'>) \?V*Jy (4 0 0mg 
25 ) £SS#ffl*nN ^W/^7 5F (4. 0ml) m&fcX 

2— [i-(tert h^S/iu^— 4 T^7~4 v 
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■9 TVK (4 8 7mg), hP ^;UT 5 > (0. 3 3 5ml), BO P«H ( 1 

. o s g) %M?tTc a 6 o 3 ci:t3«t-ifc 0 Rmm^mm-^/i-t^Mi 

5 p ^ h ^ -7 7 A — (W&M ; Wm^fr : 1 : 2-1 : I ) J; *} fS$H 

■f S r: 1 £ <fc '0 ( 3 2 8 m g , 4 3 %) tr^^fet)* t LT#fc. 

1 H-NMR Spectrum (CDC 1 3 ) 5 Cp p m) : 1. 20 - 1 . 5 
0 (2H, m), 1.4 5 (9H, s), 1. 5 5-1. 7 5 (2H, m), 2. 0 
2 (1H, m), 2 . 2 8- 2. 3 0 (2H, m) , 2 . 6 0-2. 8 0 ( 2 H, m 

10 ), 4 . 0 0-4. 20 (2H, m), 6. 71 (1H, del, J = 2 . 0 , 5 . 6 

Hz), 7. 3 2 (1H, m), 7. 8 8 ( 1 H, d, J — 2. 0Hz), 8. 0 1 
(1H, brs), 8. .10-8. 16 (2H, m), 8. 2 0 (1H, d, J — 5 
. 6 th). 

2 9 6 - 2) t e r t - -ff-fls 4" {[4- ( 4 ~X S / - 2 - 7/1* 

ES I — MS (m/z) : 4 6 7 [MiNa] + , 

flBBSflf 2 9 6-3) t e r t --?*f-)V 4 - f [4 - ( 2 - 7/Vtg - 4 - { 

3 „ [ 2 - (4-7Mp7x =;1^) Tir^ /Kj 7i;^) 
20 -■ 2— 4 }Vyj)^^^:A * f-M ^ J <x ) W~ 1 -iT/^'^i^W— r 
ES I -MS tm/z) : 6 4 6 [M+Na] + 

(»M 2 9,7) N — [ 4 — (2 zlZJ^B. ~ & - < 3 " [ 2 ( . 4 - g 
7x^) T^^--^] ^frWf KJ 7i/^7? fcfl? '77- 2 -^ VKl -2 - ( 

25 1 H — NMR Spectrum (CDC 1 3 ) 6 (ppm): 2, 56-2. 6 
4 (4H, m), 3. 13 (2H, s), 3. 72 (2H, s), 3. 76-3. 8 
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2 (4H, m), 6. 6 3 ( 1 H, dd, J = 2. 4, 5. 6 Hz), 7. 10™ 7 
4 0 (6H, ra), 7. 8 6 (1H, d, J — 2. 4Hz), 7. 9 1 (1H, d 
d, J = 2- 4, 12. OHz), 8. 17 ( 1 H, d, J = 5. 6Hz), 8. 4 
8 (1H, brs), 9. 5 2 (1H, brs) } 12. 4 1 ( 1 H, brs). 
E S I — M S (m/ z) : 5 64 [M+N a ] + . 

Jgj^M? i> 7 - n n - r 4 - ( 2 - Z2k* p-4-^ fp7x/^) b° y 

v^— Z^zdJkl "2 - ( ^/^fr I? > - 4 — f A-) Tirff § K 
1 H-NMR Spectrum (CDC1 3 ) 5 (ppm):2. 6 0-2. 6 
5 (4H, m), 3. 14 (2H, s), 3. 7 8-3. 8 2 (4H, m) t 6. 7 
2 (1H, dd, J = 2. 4, 5. 6Hz), 7. 3 2 ( 1 H, m), 7. 9 2 (l 
H, d, J — 2. 4Hz), 8. 10-8. 16 (2H, m), 8. 26 ( 1 H, d 
, J = 5. 6Hz), 9. 6 1 (1H, brs). 
(MM2 9 7- 2) N— [4— (4-7^/-2'-7 /> ta7y/^>) b^P 

- 2- T1r»5.K 
E S I —MS <m/ z ) : 3 6 9 [M+N a ] 

mmm 29 s) h- [4 - ( 2 -Tvua-g -4- { 3 - r 2 - ( 4 -y^a-p 

4j-^j±^i^z i^r 1 —'W $ K 

l H-NMR Spectrum (CDC1,) 6 (ppm): 2. 3 2 (3H 
s ) , 2 . 4 4~2. 70 ( S H, m), 3 . 12 C 2 H, s ) , 3 . 72 ( 2 H 
, s), 6. 6 2 (1H, dd, J — 2. 4, 5. 6 Hz), 7. 10-7. 4 0 ( 
6H, m), 7. 8 7 (1H, d, J = 2. 4Hz), 7. 9 1 ( 1 H, dd, J = 
2. 4, 12. OHz), 8. 17 (1H, d, J = 5. 6Hz), 8. 48 (1H 
, brs), 9. 5 7 (1H, brs), 12. 4 1 (1H, brs). 
E S I -MS (m/z) : 5 5 5 [M l Hi + . 
m&l 298-1) N- T4 - ( 2 -~4-~h EZW jrvQ I? 
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v : >--2-f/H - 2— » 4 -■ / f t><y v : > - 1 ■ -f A) T±$%V 
1 H--NMR Spectrum (CDCl a ) 5 (ppm):2. 3 3 (3H, 
s), 2, 40-2. SO (8H, m), 3. 14 ( 2 H, s), 6. 7 2 (Hi 
dd, J = 2. 4, 5, 6 Hz), 7. 3 2 (1H, m), 7. 9 3 ( 1 H, d, J 
= 2. 4Hz), 8. 19-8. 17 <2H, m), 8. 27 (1H, d, J =■ 5 . 
6 Hz), 9, 6 6 ( 1 H, b r s). 

($mm 2 9 8- 2 ) N -• f 4 - (4 ~7 $ j - 2 - Zik^g Z^Z £2 

>■ - 2 - -< - 2 ~ iAzzJ. 7^y- 1 - -1' ^ ) T -fr ^ 5 K 

ESI —MS (m/ z ) : 3 8 2 [M+N a ] \ 

(MfiM 2 9 9) 4-7* ^-,'1- 7/ v > - 1 - # v J y ^ 7 v' K [ 4 

- ( 3 y ±2t u - 4 " ( 3 " r 2 ~ ( 4 ~ 7 ^ n 7 s :r - /V ) y-^^-^j 

Wf Ft y^/#v-) Qv!i±zJjz4l^] T5K 

»H»NMR Spec trum (CDC 1 J 5 (p pm) : 2. 3 2 (3H, s 
), 2. 4 4 (4H, m), 3. 5 2 (4H, m), 3. 7 2 (2 H, s), 6. 5 7 
(IB, dd, J - 2 . 0 , 5 . 6Hz), 6 . 92 ( 2 H, d , J = 9 . 2Hz 
), 7. 10 (2H, m), 7. 2 8 (2H, m), 7. 3 1 C 1 H, d, J = 2. 

0Hz), 7. 6 9 (1H, d, J — 2. OH a), 8. 0 8 (1H, d, J ™ 5 . 

6Hz), 8 . 3 3 ( 1 H, m), 8. 6 5 ( 1 H, brs), 12. 2 9 ( 1 H, 

s). 

ESI-Ms : 5 4 1 [M+H] \ 5 6 3 [M+N a ] * 
(jSRfM2 9 9- 1) -Ovv^ (2-7/M-n- 4- {2- UAzz££*£ 

l H~NMR Spectrum (CDClj) 6 (ppm}:2. 3 1 (3H, s 
), 2. 4 2 (4H, m), 3. 5 1 (4H, a), 5. 2 3 (2H, s), 6. 5 2 
(1H, dd, J = 2. 0, 5. 8 Hz), 6. 8 5-6. 9 5 (3H, m), 7. 
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3 4 „ 7- 44 ( 6H , m), 7. 6 3 (1H, d, J = 2. OHz), 8. 0 4 ( 
1H, d, J = 2. OHz), 8. 13 (1H, brs). 
E S I -M s : 4 8 0 [M+H] f , 5 0 2 [M+NaJ + . 
CMtWi 3 0 0 ) 3 - f 4 ~ f 2 - -4- {3 - [2 - (4 - ~7^t.R . 

5 X^£M Hi ZjeZ±>J if?) v ? v~2--f;Ki - i 

l H-NMR S p e c t r um (CDC 1 3 ) 5 (p p ra) : 3. 3 1 (3 H, s 
), 3. 7 2 (2H, s), 6. 5 2 ( 1 H, dd, J -2. 4, 6. OHz), 7 

0 3 (1H, brs), 7. 10~7. 3 3 (TH, m), 7. 3 8 (2H, ra) 
10 , 7. 4 8 (2H, m), 7. 7 5 (Hi d, J -2. 4 Hz), 7. 9 1 (1H 

d d t j = 2 . 4, 11. 6Hz), 7.97 ( 1 H, d , J = 6 . OHz), 8 
. 5 7 ( 1 H, brs), 12. 41 ( 1 H, brs). 
ES I -MS (m/z) : 5 4 8 [Mi H] + . 

JgjfegL.3..P 1 ) 1 ~ ( 1 -7tf/'/^ } J i^y- 4 — /U) - 3 - [4 - (2 
15 -y,;V^-p-4- {3 - F2~ (4-7^p7i^) K 

'■H-NMR Spectrum (CDC1,) 5 (ppm):l. 10 — 1. 90 
(4H, m), 2 . 12 ( 3 H, s ) , 2. 5 9 (1H, m), 2 . 8 7 (3 H, m 
), 3. 16 (1H, m), 3. 7 2 (2H, s), 3. 8 9 (1H, m) , 4. 4 6 
20 (1H, m), 4. 7 6 (1H, m), 6. 5 7 ( 1 H, dd, J -2. 4, 5. 6 

Hz), 7. 0 8-7. 4 0 (7H, m), 7. 6 7 (1H, d, J -2. 4Hz) 
7. 9 1 (1H, dd, J *= 2. 4, 11. 2Hz), 8. 0 7 ( 1 H, d, J 
~ 5 . 6 H z ) , 8 . 6 0 ( 1 H, brs), 12. 42 ( 1 H, brs). 
ES I -MS (m/z) : 619 [M+N a 3 + . 
25 m&M 3 0 1-1) 1 - ( 1 - T-fe^^ v 1 v ; >~- 4 -*-f &2 - 3 - [ 4 - 

( 2 - 7 j^hg -4-=ba7x; =fr vp tr° g y : 2 - 4 /v] - l -- fv> ^ 
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r 

1 H — NMR Spectrum (CDC1,) 5 (p pm) ; 1 . 44-1. 82 
(4H, m), 2.12 (3H, s), 2. 5 9 OH, m) , 2. 8 9 (3 H, s) 
, 3. 16 (1H, m), 3. 8 9 (1H, m), 4. 4 4 (1H, m), 4. 7 6 
5 (1H, m), 6. 6 7 ( 1 H, dd, J = 2. 4, 5. 6Hz), 7. 16-7. 

44 (2H, m), 7. 75 ( 1 H, d, J = 2 . 4Hz), 8. 0 2-8. 26 ( 
3H, m). 

mmm 3 0 1 ----- gj 1 - ( 1 - r tJt 3 v>>-a -a m - 3 - [ 4 - 
{ 4 - r % ../ - 2 ----- 37^/ 3^) e ■? v- y - 2 - -f /v] - 1 - ^ ±& 9 > 
10 r 

1 H — N M R Spectrum (CDC 1 J 5 (ppm): I, 30-1. 90 
(4H, m), 2. 11 (3H, s), 2. 59 ( 1 H, m), 2. 86 (3H, m 
), 3. 16 (1H, m), 3. 7 6 (2H, brs), 3. 8 9 (1H, m), 4. 
4 6 (1H, m), 4. 7 5 (1H, m), 6. 5 0-6. 6 0 (3H, m) , 6. 
15 9 6 (1 H, ra), 7. 2 3 (1H, ra), 7. 6 2 ( 1 H, m), 8. 0 2 (1H 

, d, J = 5. 6 Hz). 

E S I -MS <m/ z ) : 4 2 4 [M+ N a J + . 

SggSfll 3 02) 3 - f 6 - [ 2 - 7 P - 4 - { 3 - [ 2 - (4 - 7 P 
y^—ztQ ft»MKI y^/^r v-] eu^y> — 4— jVtj - 1 - 

20 ( 4 - * b 7 s =M ~~ I - * 1t£z r > UT 

1 H — NMR Spectrum (CDC 1 s ) 6 (ppm): 3. 31 (3H, s 

), 3. 7 1 (2H, s), 3. 8 5 (3H, s), 6. 9 9 (2H, m), 7. 12 

(2H, hi), 7. 18-7. 40 (7H, m), 7. 7 4 (1H, s), 7. 8 5 

(1H, dd, J = 2. 4, 11. 2Hz), 8. 2 4 (1H, s), 8. 5 1 (l 
25 H, b r s), 12. 3 8 (1H, b r s). 

E S I -MS (m/z) : 6 0 1 [M+N a ] + . 
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($ati^ 302-D 3 - [ 6 - ( 2 - y/\s$~ g zii^^JlEZ^Z^MJ^iL 
4 zzdM - I -• (Ami L±i^Z^E^ - 1 n£±^ K 7 " 

; H~NMR Sp e c t r urn (CDC 5 3 ) 5 Cp p m) : 3. 3 3 (3H, s 

), 3. 8 6 (3H, s), 7. 0 1 (2H, m), 7. 19 C 1 H, brs), 7. 
5 2 0 - 7. 3 7 (2H, m), 7. 4 1 (1H, m), 7. 8 4 ( 1 H, s), 8. 

11 (2'H, m), 8. 2 3 (1H, s). 

ESI — M S (m/ z ) : 4 3 6 [M+ N a ] + . 
(M»J3 0 2- 2) 3- [6- {4-7-: ;-2-7;Vi P7.x;^v-) If V 

$ v ; >-- 4 ■- ■{ A ~\ - 1 - (4 h^>7x^ ;l/ ) - 1 g yl •» U7 
10 1 H'-NMR Spec t rum (CDC 1 3 ) 5 (ppm):3. 3 0 (3H, s 

), 3. 7 3 (2H, brs), 3. 8 5 (3H, s), 6. 4 8 ( 2 H, m), 6. 

9 0-7. 0 2 (3H, ra), 7. 0 9 (1H, m), 7. 18-7. 3 0 <2H, 

ra), 7. 6 6 (1H, m), 8. 2 7 ( 1 H, m). ' 

E S I -M S (m/ z ) : 4 0 6 [M4 N a 3 + 
15 (HMffii 3 0 3) 1 - (4 -—^ 5vUT 5 / 7x^) - 3 - Lg_z (2 -7^ 

;tP-4- { 3 - [2- (4-7/^P7xs;U) Z^±ZkJ ^frfrWKl 7 a. 

/ ■ fcf 11 $ v^V - 4 - 1 VT 

l H~NMR Spectrum (CDC 1 8 ) 5 (p p m) : 3. 0 0 (6H, s 
), 3. 2 9 (3H. s), 3. 7 1 ( 2 H, s), 6. 7 4 (2H, d, J =8. 
20 8 Hz), 7. 0 0-7. 18 (4H, so), 7. 19-7. 3 6 ( 5 H, m), 7 

. 75 <1H, m), 7. 85 (1H, dd, J~2. 4, 11. 2Hz), 8. 2 
3 (1H, m), 8. 5 4 ( 1 H, brs), 12. 3 8 ( 1 H, brs). 
E S I -MS (m/z) : 6 1 4 [M+Na ] 4 '. 
M&\ 3 0 3 - 1 ) 3- [6- (2-7^P-4-^>P7xy^) fcf I? 

25 ^ i>> - 4 — 4 /v} - i - ( 4 — ^/wr § y z a — ^) ""• I "" ^ & k: Z 

1 H — NMR Spectrum (CDC 1 3 ) 5 (ppm) : 3. 0 1 (6H, s 
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), 3. 3 1 (3H, s), 6. 7 5 (2H, m), 7. 14 (2H, m), 7. 2 8 
(1H, m), 7. 4 1 (1H, id), 7. 8 5 (lH, s), S. 10 (2H, m 
}, 8. 2 2 (1 H, s). 

JgjtllA 0. 3 nlj 3 - [6- (4~7U"2"7/WtP7x/jry') c }} 
gv^-4-^-1 -1 - ( 4-;/.^WS./7x^) -1-^WVI 
1 H-NMR S p e c t r urn (CDC 1 3 ) 5 (p pro) : 3. 0 0 (8H, s 
), 3. 2 9 (3H, s), 3. 7 3 ( 2 H, brs), 6. 4 5 C 1 H, m) , 6. 
50 (1H, dd, J-2. S, 12. OHz), 6. 74 (2H, m), 6, 97 

(lH,m), 7. 13 (2H, m), 7. 19 (1H, brs), 7. 6 7 (1H 
, m), 8. 2 7 (1H. m). 
ESI —MS <m/z) : 4 3. 9 [M+N a] ! '. 

CmtiM 3 0 4) 1 - ( 2 - i/T I ~ 3 1 4 [ 2 ~ 

j_g ~-y ^^;vr±1~A'^-^r^ W F) 7x;^>] 'tfg v ? >-2— f;v) - 1 - 

1 H — NMR S p e c t r urn (CDC 1 3 ) 5 Cppm) : 2. 67 (2 H, t 
, J ~ 6 . 4 H 2 ) , 3 . 2 0 (3H, s ) , 3 . 6 6 ( 2 H, t . J ~ 6 . 4 H z 
), 3. 7 5 <2H, s), 6. 5 6 (Hi dd, J ~ 2. 4, 5. 6 Hz), 7 
10-7. 5 8 (8H, m), 1. 6 5 ( 1 H, m), 7. 9 1 (IH, dd, J 
-2. 4, 12. OHz), 8. OS (1H, d, J -5. 6 Hz), 8. 5 4 (1 
H, brs), 12. 46 ( 1 H, m) . 
ES I ~MS (m/z) : 5 0 7 [M+H] + . 

(MMm 3 0 4 -■ i ) 3- [4- (2-7/VtP"4"^hg .7 i;^/) b» I? 
v ? >- 2--f/k] -1- 

i H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 2. 6 7 (2 H, t 
J = 6. 4Hz), 3. 22 (3H, s), 3, 66 (2H, t, J = 6. 4Hz 
), 6. 66 (1H, dd, J*=2. 0, 5. 6Hz), 7. 20-7. 4 0 (2H 
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, m), 7. 7 2 (1H, d, J = 2. OH s), 8, 0 7 -8. 19 (3H, m) 
3 0 4 - 2 ) ' 3 - [ 4 - ( 4 -- T X / 2 ~ 77 fr* c* 7 a, / */) fcf p 

i/y~2-i/t-3 ■■■■ i (2->7;xf/v) -l-^^vvfr 

5 1 H ~~ N M R Spectrum (CDC1,) 6 (ppm):2. 6 7 (2H, t 

f J ~ 6. 4Hz), 3. 19 (3H, s), 3. 6 6 ( 2 H, t, J ~ 6 . 4Hz 
), 3, 76 (2H, brs), 6. 46 (1H, m) , 6. 5 2 (2H, ra), 6. 
9 6 (1H, m), 7.2 6 (1H, m), 7. 6 0 (1H, brs), 8. 0 3 ( 
1H, d, J = 6. OHz). 
io (HM 3 0 5) 4 - Tirfw 7 ^ >' - l - # * v- Uy^ 7^ K ( 

4 - [2 - 4 - (3-7x ^/^T-ir^-A-^-^^ W F) 7 g^jH^Jg 

'H-NMR Spectrum (CDC 1 3 ) <S (ppm):2. 13 (3H, s 
), 3. 4 4-3. 6 5 (6H, m), 3. 6 9 (2H, m), 3. 7 5 (2H, s 

15 ), 6. 56 (1H, m), 7, 10-7. 5 0 (8H ( n), 7. 6 1 (1H, b 
rs), 7. 9 0 (1H, dd, J — 2. 4, 11. 6Hz), 8. 0 6 (1H, d 
, J =5. 6 Hz), S. 5 4 (1H, brs), 12. 4 5 { 1 H, brs). 
ESI —MS (m/ z ) : 5 7 3 [M+N a ] + . 
( MMM 305-1) 4 ~T±f- JV 'J >' ~ 1 ~ # *K }} y :^ 7" v" K 

20 [4- (4~7U-2-7^tP 7a/^ ) hf I? v : V — 2 — ;V] T g K 

5 H-NMR Spectrum (CDC 1 3 ) 6 (ppm): 2. 13 (3H, s 
>, 3. 4 3-3. 6 0 (6H, m), 3. 6 8 (2H, m), 3. 7 6 (2H, b 
rs), 6. 4 5 (1H, dd, J = 2. 4, 8. 8 Hz), 6. 4 3 -6. 5 4 ( 
2H ( m), 6. 9 8 (IE m) , 7. 3 4 (1H, brs), 7. 5 7 (1H, 

25 brs), 8. 0 2 (1H, d, J -6. OHz). 

(g|£feM3 Q6) N- [4- (2-7/V^-g-4~ (3- [2- (4 - 7/4'n 
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4 — t: K n =fr v-' b v ~< 3 V > ■ — I — 4 fiA T-feft $ K 

1 H — NM R Spectrum (CDC1 S ) 5 (ppm): 1. 6 0 ~ I . 
7 5 (2H, m), 1. 9 0™2. 0 0 (2H f m), 2. 3 5-2. 4 5 { 2 H, 
5 m). 2. 8 0- 2. 9 0 (2H, m), 3. 11 (2H, s), 3. 72 ( 2 H, 

s), 3. 7 8 ClH, m), 6. 6 2 (lH, dd, J = 2. 4, 5. 6 Hz), 
7 . 10-7. 40 ( 6 H, m), 7 . 86 (1H, d , J - 2. 4 H z ) , 7 . 9 
1 (1H, dd, J = 2. 4, 12. OHz), S. 17 ClH, d, J = 5. 6 
Hz ), 8. 47 (1H, brs), 9. 6 2 ( 1 H, brs), 12. 4 1 (1H 
10 , b r s ). 

ES I -MS (m/z) : 5 7 3 [M+N a ] + . 

JjW?!,3 0 6- 1} N- T4- (2-7^jg"4~^fP73:;^) fcf U 
^y„2~ -l'^3 -2- (4-tF^'>^!)y^"l-^) T-fe^^K 
1 H-NMR Spectrum (CDC I ,) S (ppm) : 1. 6 5-1. 8 

15 0 (2H, m), 1. 9 0-2. 10 (2H ; m), 2. 3 0- 2. 4 5 (2H, m 
), 2. 8 0-2. 9 0 (2H, m), 3. .12 (2H, s), 3. 7 9 (2H f s 
), 6 . 7 2 ( 1 H, dd, J = 2. 4, 5 . 6 H z ) , 7 . 32 (1H, m) , 7 
9 2 ( 1 H, d , J = 2 . 4Hz), 8 . 09-8. 16 ( 2 H, m) , S . 26 
(1H, d, J — 5. 6Hz) : 9. 70 ( 1 H, brs). 

20 (M&l 3 0 6 - 2 ) N [4~ (4-7^-2-7 fr* n 7 ^ 

i?^ ~-2 -zAM ~ 2 ( 4 - b Kp jrvf fcf^ U y - 1 - ^ ..^) Ti? ft 5 K 
E S I -MS, (m/z) : 3 8 3 [M+N a ] 4 . 

J§j|il3 0 7 ) N— [4- 4- (3- [2- 

7sx;i/) T-fe-r/v] K} 7x/^» v^-- 1-4 }V\ - 2- ( 

25 1 — V > '— 4 -• /'^) 7t ft ^ K 

1 H-NMR Spectrum (CDC! 3 ) 8 (ppm): 1. 2 8-1. 4 
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0 (2H, rn), 1. 7 0- 1. 8 0 (2H, a), 1. 8 6 (1H, m) , 1. 9 
0-2. 00 (2H, m), 2. 20-2. 3 0 (5H, o), 2. 78-2. 88 
(2H, m), 3. 7 2 (2H, s), 6. 6 1 (lH, dd, J = 2. 4, 5. 6 
Hz), 7 . 10-7. 4 0 ' ( 6 H f rn) , 7 . 83 ( 1 H, d , 1 = 2. 4 H z ) 
5 , 7. 9 1 (1H, dd, J -2. 4, 12. 0Hz), 7. 9 4 (1H, brs 

), 8. 11 (1H, d, J = 5. 6Hz), 8. 5 2 ( 1 H, brs), 12. 4 
2 (1H, brs). 

ES I -MS (m/z) : 5 5 4 [M+H] * 
(MitW 3 0 7-1) t e r t - r/^/W 4 - { [ 4 - ( 2 - 7 g - 4 - 1 
10 3- [2- (4-7/4'J7x^V) T-fe^] ft!)WKl 7^/ ^) gjj 

'■H-NMR Spectrum (CDC 1 s ) 8 (ppm) : 1. 10-1. 3 

0 (2H, in), 1. 4 5 (9H, s), 1. 70-1. 8 0 (2H, m) , 2. 0 
2 (1H, m), 2. 2 5 -2. 3 0 (2H, m) , 2. 6 0-2. SO (2H, m 

15 ) , 3 . 7 2 ( 2 H . s ) , 4 . 0 0-4. 2 0 (2 H. ra) , 6 . 61 ( 1 H, d 
d, J — 2 . 4, 5. 6 Hz), 7. 10-7. 40 (6H, m) , 7, 82 (1H 
, d, J = 2. 4Hz), 7. 9 1 (1H, dd, J = 2. 4, 12. 0Hz), 8 
. 0 2 (1H, brs), 8. 11 (1H, d, J = 5. 6Hz), 8. 4 9 (1H 
, brs), 12. 4 2 ( 1 H, brs). 

20 mmm sosi 2 - { i; 4 - ( 2 - t f g ± gvj>) z 2 v - 1 ~ ^ 

1 %;U7f^A'T S / ) - 4 - (2 -7A-tn - 4 - { 3 - [ 2 - ( 7x 7t 

1 H— NMR Spectrum (CDC1,) 5 (ppm): 2. 50-2. 6 
0 (6H, m), 3. 5 0-3. 5 6 (4H, m), 3. 6 2-3. 6 8 (2H, m 
25 ), 3. 7 5 (2H, s), 6. 5 5 (Hi dd, J = 2. 4, 5. 6 Hz), 7 
. 16-7. 50 (8H, m), 7. 63 (1H, d, J = 2. 4 Hz), 7. 9 0 
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(1H, dd, J = 2. 4, 11. 6 Hz), 8. 0 5 ( 1 H, d , J = 5. 6H 
a), 8. 5 1 (1H, brs), 12, 4 4 (1H, brs), 
ES I— MS (m/z) '. 5 7 5 [M-fNa] + . 

3 0 8- 1) 2 - { L 4 - (2-bKc ^y^f- ;u) fcv<7 y>>--~ 1 - 
5 ^ ;i? /Mf - ,/ur -\ ./} - 4 - (2 - p - 4-^1>p7j;# vQ b° y v» 

l H-NMR Spectrum (CDC1,) 5 (ppm)':2. 40™ 2. 7 
0 (6H, m), 3. 4 0-3. 6 0 (4H, m), 3. 6 6 ( 2 H, t. J = 5. 
6 Hz), 6. 6 5 (Hi dd, J = 2 . 4, 5. 6Hz), 7. 2 6-7. 3 5 
10 <2H, m), 7. 70 (1H, d, J = 2. 4Hz), 8. 00-8. 16 (3H 

, m). 

(ii§i3Q8-2) 4- (4-7^-2-7^P7s;^ ) ~2- {[ 

4 — (2-bKP jr y^-P/iQ tr^<7 l ~4 % ;^ 7ii -./UT %/} tf U 

15 ESI ~MS (m/z) : 3 9 8 [M4-N a ] + . 

3 0 9) 2 - { [ 4 ----- ( 2 - >V ^A-T g ./ ^±Zi£>-Z 1 " 

^;V^;V7^7} -4- ( 2 -- ~~ 4 - {3 - [2- (7a=A/) 
r -fe fv'<3 5^ ^- » W h* } y ^ / 3r e ° ' J ^ ly 

1 H — NMR Spectr urn (CDC i a ) 5 (p p m) : 2. 2 6 (6H, 
20 s), 2. 40-2. 5 6 (8H, m), 3. 4 8-3. 5 6 (4H, m), 3. 7 

5 (2H, s), 6. 5 4 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7 
. 5 0 ( 8 H, m) , 7 . 6 4 ( 1 H, d , J = 2 . 4 Hz), 7 . 89 ( 1 H, d 
d, J = 2. 4, 11. 6Hz), 8. 05 ( 1 H, d , J = 5. 6 Hz), 8. 4 
8 (1H, brs), 12. 4 4 ( 1 H, brs). 

25 ESI -MS (m/z) : 5 8 0 [M+H] + . 

(U&l 3 0 9- 1) 2 - { [ 4 - ( 2 - vV ^/u- T' ^ 7 5" fc ° J< 7 > - 
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1 H — N M R Spectrum (CDC1 3 ) 8 (ppm): 2. 2 5 (6H, 

s), 2. 4 0 2. 5 5 (8H, m), 3. 4 5-3. 5.5 (4H, m), 6. 6 

5 4 ( 1 H, dd, J = 2 . 4, 5. 6 Hz), 7. 2 6-7. 4 0 (2H, m), 7 

. 7 1 (1H, d, J = 2. 4Hz), 8. 0 5-8. 16 (3H, m). 

3 0 9 -2) 4-- (4-7';;-2-7;Vta7a;^) -2- {[ 

4 — ( 2 - j-flsT % / y >' - 1 - -f # g / } ■ 

g 

10 ESI —MS (ra/z) : 4 0 3 [M+H] + 

mmm 310) n - r 4 - ( 2 - n - 4 - 13 - c 2 - u-y &± g 

ZjgLg^) T-fe^l ^frW K} b:U ^>-2-^./M -2- ( 

4 ^ri^T % J v ^- 1 — f /^) 7 1^ 3 K 

5 H-NMR Spectrum (CDC 1 3 ) S (ppm): 1. 5 0-1. 7 
15 0 (2H, m), 1. 7 8-1. 8 6 (2H, m), 2. 10-2. 2 8 (3H, m 

), 2. 2 9 (6H, s), 2. 9 0- 2. 9 8 ( 2 H, m), 3. 0 9 (2H, s 
), 3. 72 (2H, s), 6. 62 (1H, dd, J - 2. 4, 5. 6Hz), 7 
. 10-7. 4 0 (6H, m), 7. 8 6 (1H, d, J = 2. 4Hz), 7. 90 
(1H, dd, J =2. 4, 12. 0Hz), 8. 1.6 ( 1 H, d, J =5. 6H 
20 z), 8. 4 8 (1H, m), 9. 6 0 (1H, brs), 12. 4 0 (1H, br 

s). 

E S I -M S Cm/ z ) : 5 8 3 [M+H] + . 

(M»13 10-1) N- [4- (2-7 /^#P- 4~ ~ hP7g; ^r'» g j? 
v-v - 2 — -f ;v] - 2 - ( 4 - i?* f-fry IZ^Uj ~ l - + /v) Tir ^ 5 K 
25 'H-NMR Spectrum (CDC1 3 ) S (ppm) : 1. 5 0-1. 9 

0 (4H, m), 2. 10-2. 2 8 (3H, ra), 2. 3 0 ( 6 H, s), 2. 9 
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0-3. 00 (2H, m), 3. H (2H, s), 6. 72 (1H, dd, J-2 
. 4, 5. 6Hz), 7. 30 (1H, m), 7. 93 (1H, d, J = 2. 4Hz 
), 8, 10~8. 14 (2H, m), 8. 2 6 ( 1 H, d , J = 5 . 6Hz), 9 
. 7 0 (IB. b r s). 

jM-jgrfffl am-y.) n - f 4 - - ( 4 - T g I - 2 - y /±£ e2j*Z± ^> ^ JL 
v>> - 2 -+ AO - 2 - ( 4 - ^/ur g 7 ^< ] ) &-y- i --^ M 7±# % K 
E S I —MS (m/z) : 3 8 8 [M+H] + . 

m&ffl 3 11) 2 — { C 4 — (^jt f v^-T * / 7 D v y V- I -- ;f ^ 

1 $J¥£^T±J) -4- (2- 7/^a -4- 13 - [2- [Z*ZM Ti? 
^-/Vj f-^- W K) 7 a / =fr v) b° 1? ^ > 

1 H-NMR Spectrum (CDC 1 s ) 8 (p pm) : 1. I 0-1. 2 
0 (2H, m), 1. 6 5 (1H, m), 1. 7 5- 1. 8 5 (2H, m), 2. 1 
0-2. 15 (2H, m), 2. 2 0 (6H, s), 2. 8 0- 2, 9 5 (2H, m 
), 3. 7 4 (2H, s), 4. 0 0-4. 10 (2H, m), 5. 5 3 (1H. d 
d, J = 2. 4, 5. 6Hz), 7. 17 (1H, m), 7. 20-7. 50 (7H 
, ra), 7. 6 4 (1H, d, J —2. 4Hz), 7. 8 9 ( 1 H, dd, J = 2. 
4, 12. OHz), 8. 0 5 (1H, d, J — 5 . 6 Hz), 8. 5 3 ( 1 H, b 
r s), 12. 4 4 (1H, b r s). 
E S I -MS (m/z) : 5 6 5 [M + H] + . 

(wmm 3ii-i) 2 - { [ 4 - (2^ ±±z s ^ j* l - v< 2 1 " 

4 As] % ?Vi£~ji>T %/) -4 - (2-7 fr* n- 4"^l-n7x;^- V) fcf U v ; 

E H — NMR Spectrum (CDC1 3 5 5 (ppm) : 1. 10-1. 3 
0 (2H, m), 1. 6 0-1. 9 0 (3H, m), 2. 10-2. 20 (2H, m 
), 2. 21 (8H, s), 2. 80-3. 00 (2H, m), 4. 00-4. 20 
(2H, m), 6. 64 ( 1 H, dd, J = 2. 4, 5. 6 Hz), 7. 26-7. 
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4 0 (2H, m), 7. 7 2 (1H, d, J = 2. 4 Hz), 8. 00~8. 2 0 { 
3H, m). 

JfiiftM 3 1 1 " 2) J ( 4-T^/-2 - 7^# -2 - ,„ „{ I. 

4 _ j *f- j\, T % ,/ pi f-M \?s< 3 i?y- 1 -WVRl fl^—^T XJ \ fcf *) 

E S I -MS (m/ z ) ; 3 8 8 [M4- H] + - 

m&m 3i2) 3 - [ e - ( 2 - yjkst n ~ 4 ~ * 3 ■ ~ i 2 •"" ( 4 - z#^g 

7a^) ytf.^] ^-frW Kj Z^ Z±^) ^ ^ 4 --f ;v] - i - 
; ?vv- i - r ( 3 a ) - i - 1 ±fr ] J 2 > " 3 zid2k±£±2L 

1 H~NMR Spectrum (CDC 3 3 ) 5 (ppm):l. 5 0-1. 85 
(4H, m), 2. 0 0 (1.H, m), 2. 16 (1H, m), 2. 3 1 (3H, s 

) , 2 . 7 4 (1 H, m) , 2 . 8 2 ( 1 H, m), 2 . 9 6 (3 H, s ) , 3 . 7 2 
(2H. s), 4. 10 (1H, m), 7. 0 6 - 7 . 16 (3H, m), 7. 17 

-7. 3 2 (3H, m), 7. 3 5 (1H, m), 7. 6 9 (1H, s), 7. 8 5 
( i H, d d , J ~ 2 . 4 , 11. 2Hz), 8 . 3 3 ( 1 H, s ) , 8 . 6 2 (1 

H, b r s), 12. 3 9 (1 H, b r s). 

E SI-MS Cm/ a ) : 5 9 2 [M+N a j + . 

g ^ y .... - 1 - ; gvi^z i - r ( 3 r ) - 1 - i ±^ ^ v - 3 - 

1 H-NMR Spectrum (CDC 1 3 ) 6 (p pm) : 1 . 43-1. 84 
(4H, m), 1. 9 7 (1H, m), 2. 11 (lH, m), 2. 3 0 (3H, s 
), 2. 7 4 (11-1,1X1), 2. 8 1 (1H, dd, J " 3 . 6, 10, 8 Hz), 
2. 9 4 (3H, s), 3. 73 (2H, brs), 4. 00-4. 10 (lH, m 
), 6. 4 5 (1H, dd, J = 2. 8, 8. 4Hz), 6. 5 0 ( 1 H, m) , 6 
9 7 (lH r m), 7. 2 2-7. 2 7 (lH, m), 7. 6 1 (1H, s), 8 
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. 3 6 (1H, S ). 



:f!V i ■■■■ (i-^f ;vt^'j^ y-4-^) 

5 'H-NMR Spectrum (CDC1,) 3 (ppm)': 1.6 9 (2H, m) 

, 1. S3 <2H, m), 2. 14 ( 2 H, m), 2. 3 2 ( 3 H, s), 2. 8 5 
-3. 0 4(5 H , m), 3. 71 (2H, s), 4. 21 (1H, m), 7. 18 
-7. 3 1 (3H, m), 7. 3 6 (2H, id), 7. 3 7-7. 4 4 (2H, m) 
, 7. 6 8 (1H, m), 7. 8 6 ( 1 H, dd, J — 2. 8, 11. 6Hz), 8 

10 .34 (IB, m), 8. 5 5 (1H, m), 12. 3 6 ( 1 H, brs). 
E S I -MS (m/z) : 5 8 6 [M+H] + . 

JSMB. 3 1 4 ) 1 - ( 1 ~ Ti? ££k Wy-A- j/v) - 3 - [6 - (2 
~2J}.'X' C1 - 4 -~ i 3 - [2- (4 - T -fe^/ki ^ ft W K 

1 ^ 31 y Je^) y g 4 — w - l jjkV kZ 

15 'H-NMR Spectrum (CDC 1 3 ) 5 (ppm):l. 50-1, 68 

(2H, m), 1- 6 9- 1. 8 5 (2H, m), 2. 13 (3H, s), 2. 62 
(1H, m), 2. 9 0 (3H, m), 3. 19 (1H, m), 3. 7 2 (2H, s 
), 3. 9 2 (1H, m), 4. 4 8 (1H, m), 4. 7 9 (Hi, m) , 7. 12 
(2H, m), 7. .18-7. 32 ( 3 H, m), 7. 3 4-7. 40 (2H, m) 
20 , 7. 7 0 (1H, m), 7. 8 7 ( 1 H, dd, J = 2. 4, 11. 6 Hz), S 

. 3 5 ( 1 H, s ) , 8 . 6 0 ( 1 H, brs), 12. 40 ( 1 H, brs). 
E S I -MS (m/ z ) : 6 2 0 [MiN a ] + . 

J'mtfrM 3 1 5) 4 - ( 2 ^VKT $ J TWA) t a -<? V>y~ 1 -ff/Wff 

y £ Z :> K (4 - [2— 7^^-0-4- (3-7x^7tf/Uft!) 
25 W K) 7x/^l b: 8 3 V>— 2 —>f /^} T g F 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppm): 2. 2 8 (6H, s 
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), 3. 13 (2H, s), 3. 4 4-3. 6 0 (4H, m), 3. 6 2™ 3. 7 0 
(4H, m), 3. 7 5 (2H, s), 6. 5 6 (1H, m), 7. 00-7, 5 2 
(8H, m), 7. 6 2 ( 1 H, s), 7. 90 ( 1 H, dd, 3-2, 4, 11. 
6Hz), 8. 0 6 (1H, m), 8. 5 9 (1H, m), 12. 4 6 (IH, br 
5 s ). 

E S I -MS (m/ z ) : 5 9 4 [M+H] + . 

mmm s 1 5 - 1 ) 4 - ( 2 - gvkx § ^ 7^^) ^7 2 > - 1 - * 

V g y T V K [ 4 - ( 2 - 7 p-4-^hn7x J =fr >■-) g p. y? 
2 — f /V ] 7 * K 

10 1 H-NMR Spectrum (CDC 1 3 ) § (ppm): 2.28 ( 6 H, s ) , 

3.13 ( 2 H, s ) ,3.59 (4H,m) ,3.68 { 4 H, m) , 6 . 65 (1H, 
dd, J -2. 0, 5. 6 Has), 7. 2 8- 7. 3 5 (IH, m), 7. 3 8 (1 
H, m), 7. 7 0 (IH, d, J -2. OHz), 8. 06~8. 19 (3H, m 
). 

15 M£ffjj3 16) 3- [6- (4- {3- [2- (3-^PB7a=^) 7tf 

?yA f-^r » W £ ) z 2 zlZJ!£L ¥2^2. ^ V % 4 £ /±} l - ;* 

*f-As - 1 -■ ( 1 - J f-jv V 4 - ± )V) g v 7 

1 H — NMR Spectrum (CDC 1 3 ) S (p pm) : 1 . 58 - 1 . 74 
(2H, m), 1. 8 1 (2H, m), 2. 11 (2H, m), 2. 3 0 ( 3 H, s 

20 ), 2. 8 6- 3. 0 0 (5H, m), 3. 8 8 (2H, s), 4. 19 ( 1 H, m 
5, 7. 2 1 (IH, m), 7. 3 0-7. 4 2 (5H, m), 7. 4 9 ( 1 H, m 
), 7. 68 (IH, m), 7. 92 (IH, dd, J = 2 . 4, 11. 6 Hz), 
8. 3 4 (IH, s), 8. 60 (IH, brs), 12. 37 (IH, brs). 
E S I -MS (m/z) : 6 0 8 [M+N a 3 

25 ?^lj3 I. 7) 3- [6- (4- {3- [2- (2-^an7x^) Tir?- 
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'H-NMR Spectrum (CDC1,) d (ppm):l. 10-2. 25 
(6H, m), 2. 3 4 (3H, brs), 2. 9 3 (3H, s), 3. 0 0 (2H 
, m), 3, 7 1 (2H, s), 4. 2 3 (1H, m), 7. 0 8 - 7 , 4 9 (7H 
5 , m), 7. 6 9 (1H, m), 7. 8 6 ( 1 H, dd, J = 2. 4, 11. 2Hz 

) , 8 . 3 5 ( 1 H . m) , S . 5 6 (1H, brs), 12. 36 (1H, brs 

, i 

E S I -MS (m/ z ) : 6 0 8 [M+N a ] + . 
Mggg 3 18) 4 - I 2 - 7frJr u - 4 - [ 3 - (2-7 £~^££^L& 

10 ±ft_k^j KJ y^-J^ts) - 2- ({4 - [(2-t: K n^e/ xfyi.) ==2 LgvWlZ 

g / ] lf-< V i? > -~ 1 ~ A )\A % AsM^jVT % J ) If v > 
1 H-NMR Spectrum (CDC1,) 6 Cppm): 1. 4 0—1. 8 
5 (4H, m), 2. 2 6 (3H, s), 2. 5 5-2. 7 0 (3H, m), 2. 8 
5 (2H, m), 3. 5 6 (2H, m), 3. 7 5 (2H, s), 4. 10-4, 2 

15 0 (2H, m), 6. 5 4 (1H, dd, J ™ 2 , 4, 5. 6Hz), 7. 10-7 

. 5 0 (8H, m), 7. 6 3 (1H, d, J = 2. 4 Hz), 7. 9 0 ( 1 H, d 
d, J = 2 . 4, 12. OH z ), 8 . 05 ( 1 H, d , J — 5 . 6Hz), 8 . 5 

0 (1H, brs), 12. 4 4 (Hi, brs). 
ES I —MS (m/z) : 5 8 1 [M+H] + . 

20 (j^fij 3 18-1) 4 - ( 2 - :?M P-4~^hD7a;^» - 2 - (j_ 
4 ~ [ ( 2 - fc K P ^ ji^/w) - / fJ}CZ Z-1ZJ l--f/H fl/V 

1 H-NMR Spectrum (CDC1 3 ) 8 (ppm): 1. 4 0 — 1 . 6 
0 (2H, m), 1. 7 0- 1. 9 0 (2H, m), 2. 27 ( 3 H, s), 2. 6 

25 0 - 2 . 7 0 ( 3 H, m) , 2 . 8 0-2, 9 0 ( 2 H, m) , .3 . 55-3. 59 

(2H, m), 4. 0 0-4. 2 0 {2H, m) , 6. 6 4 ( 1 H, dd, J = 2. 
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4, 5. 6 Hz), 7. 2 0- 7. 4 0 (2H, m), 7. 7 1 (1H, d, j == 2 
, 4Hz), 8. 0 5~8. 16 (3H, m). 

mmm 3 1 s - 2 ) 4 - ( 4 ■■■■ r % / - 2 -y/i^ n y ^ y - 2 - ({ 

4 - [ ( 2 — b K n ^ v^fvv ) - ;* T 5 J ] fcV< U % jv 

E S I -MS (m/ z ) : 4 0 4 [M+H] + . 

(M1Mn 3 19) 4-12-7 fVfr g - 4 - [ 3 - (2 - 7 ^ ~.^T i? 5v^) 5~ 
^»t^f P]7^/^v4 -2- ({4- [(3R) 

1 H -NMR Spectrum (CDC 1 3 ) 5 (p pm): I. 40—2. 0 
0 (5H, m), 2. 10-2. 40 (3H, m), 2. 6 0 ( 1 H, m) ( 2. 7 
6 (1H, m), 2. 9 0-3. 0 5 (3H, m), 3. 7 4 ( 2 H, s), 3. 9 
0-4. 10 (2H, m), 4. 34 (1H, m), 6. 5 4 ( 1 H, d d , J -2 
. 4, 5. 6Hz), 7. 10-7. 5 0 (8H, m), 7. 6 2 ( 1 H, d, J = 
2. 4Hz), 7. 89 (1H, dd, } = 2. 4, 12. OHz), 8. 05 (1 
H, d , J = 5 . 6 H z ) , 8 . 5 3 (1H, b r s ) , 12. 4 4 ( I H, b r s 
). 

E S i -MS (m/ 2 ) : 5 9 3 [M+H] + . 
(ffl&ffl 3 19-1) 2 - ({ 4 - [( 3 R) - 3 - t: KP^->t'a D v : >-- 1 - 
± £j gfj g v*> J - 1 zzdJkl ~/VT g_Z) ~4 - ( 2 - :7./K# g - 4 - ~ 

rP7i;^ ->) b° U j? y 

1 H — NMR Spectrum (CDC! 3 ) 6 (ppra) ; 1. 3 5-1. 5 

5 (2H. rn). 1. 7 0- 1. 9 5 (3H, m), 2. 10-2. 40 ( 3 H, m 
), 2. 6 0 (1H, m), 2. 7 6 (1H, m) , 2. 9 0-3. 10 (3H, m 
), 3. 9 9 (IE m), 4. 2 0 (1H, a), 4. 3 6 ( 1 H, m), 6. 6 4 

(1H, dd, J — 2. 4, 5. 6 Hz), 7. 2 0-7. 4 0 (2H, m) , 7. 
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7 0 (IH, d, J — 2. 4 Hz), 8. 0 5-8. 15 (3H, m). 
fp&flt 3 19-2) 4 - (4-7g;-2 - 7 /Ugh P7x/ # V) - 2 - ( f 
4- [( 3 R) — 3 — b Kn^-v'tfPiJ 1 — -f fcf^g i — 4 ;v) 

5 ESI ~MS Cm/ z ) : 4 1 6 [M+H] + . 

i'MMM 3 2 0) 4 - ( 2 - f ^-^T -lr^vv) l7-<;? v^- 1 - 7j/W^>-' J 
2 ^ TvJK { 4 - [ 2 - 7 a -4- ( 3-7j^ -fr ^/V-?- ^- ^ W K 

) y y tf y ^v- 2 -- ± M Z * H 

1 H — NMR Sp.ect rum (CDC.K) 5 (ppm) : 3. '43 (3H, s 
10 }, 3. 44-3. 6 2 (6H, in), 3. 6 8 ( 2 H, m), 3. 7 5 (2H, s 

), 4. 13 (2H, s), 6. 5 6 {114, m), 7. IS ( 1 H, rn) , 7. 2 2 
-7. 5 2 (7H, m), 7. 6 1 (1H, b r s), 7. 9 0 ( 1 H, m), 8. 
06 (1H, d, J = 5. 6Hz), 8. 55 (1H, brs), 12. 46 (IH 
, b r s ) . 

15 ' E S I — M S (m/ 2 ) ; 6 0 3 [M+N a 1 + . 

(g|| 320-D 4 - ( 2 - ^ v^i/ywr*) r:-<? >y- i - 

U^Ll [4 - ( 2-7/V tP-4~=hP7x/=iF-v') b'-?Jv'>-2 

1 H — NMR Spectrum (CDC 1 3 ) 6 (ppm) : 3. 43 (3H, s 
20 ), 3 . 4 6 - 3 . 7 5 ( 8H, m), 4. 13 (2H, s), 6. 6 6 ( 1 H, d 

d, J - 2 . 4 , 5 . 6Hz). 7 . 31 (IH, m), 7 . 39 ( 1 H, brs) 
, 7. 6 9 (IH, d, J — 2. 4Hz), 8. 0 5-8. 2 4 (3H, m). 
_i^»i3 2 1) 4- {2-7^P-4- T3- (2-7x^7tf/V) f~ 
:t T 7 W K] y si/ -2— {[4- (3 Fp ^r^T I — ( ^ 

25 ) t-xy %/>■- 1 — >r /p] ^/uaK^/vy ^ / ) h*u 

'H-NMR S p e c t r urn (CDC 1 3 ) h (p pm) : 1. 20-1. 4 
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0 (2H, m), 1. 6 5-1. SO (2H, m), 2. 25 ( 1 H, m), 2, 8 
5-2, 9 0 (2H, m), 3. 00^3. 10 (2H, m) f 3. 6 0-3. 70 
(2H, m), 3. 7 4 (2H, s), 3. 8 0-3. 9 5 (2H, m), 4. 4 5 
(1H, m), 6. 5 3 (IE dd, J = 2. 4, 5. 6Hz), 7. 10-7. 

5 0 (8H, m), 7. 6 2 ( 1 H, d, J = 2. 4Hz), 7. 8 9 (1H, dd 
, J = 2. 4, 11. 6Hz), 8. 04 (1H, d, J - 5 . 6Hz), 8. 50 

(1H, m), 1 2. 4. 3 (1H, brs). 
ESI —MS (m/z) : 5 7 9 [M+H] + . 

^jg 3 2 1-1) 4 - ( 2 - 7 /Vt,n ~ .4 -^huy^J^jy) - 2 - { [ 
4 - ( 3 - FP^7t'fv ? >- 1 - + M tf^ !J v ; > ~ 1 —4 /±2 %JkME-± 

3 H-NMR Spectrum (CDC1,) o (ppm): I. 2 0-1. 4 
0 (2H, m), 1. 60-1. 80 ( 2 H, m), 2. 2 6 (1H, m) , 2. 8 
0-3. 0 0 (2H, m), 3. 0 0-3. 15 (2H, m) , 3. 6 0-3. 70 

(2H, m), 3. 8 0-3. 9 0 (2H, m), 4. 46 (lH, m) , 6. 64 
(1H, dd, J = 2. 4, 5. 6Hz), 7. 2 0-7. 4 0 (2H, m), 7. 

6 9 (1H, d, J = 2. 4Hi), 8. 0 0-8. 2 0 (3H, m). 

(Mlt^J 3 2 1-2) 4 - ?4-7U -- 2 z yVk^P 7 a. / - 2 - { [ 

4 - ( 3 - K g ^- v-T ^ y- > - 1 - 4 M V i? > - 1 ~4 A'l # =^JV- 

E S I -MS (m/z) : 4 0 2 [M+H] + . 

mmm 322) 3 - [ § - ( 2 -7^t p - 4- is - [2 - c 4 - ?^^-n 



^ 1 - - [ ( 3 S ) - 1 - * J-A' Ef^ !? 3 - 4 &\ r > 

1 h — NMR Spectrum (CDC1,) 5 (ppm) : 1. 4 7 — 1. 80 
(4H, ra), 2. 0 1 (1H, m), 2. 16 (1H, m), 2. 3 1 (3H, s 
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), 2. 7 2 (1H, ra), 2. 8 1 ( 1 H, m), 2. 9 6 (3H, m), 3. 7 1 
(2H, s), 4. 0 9 (1H, m) t 7. 0 0-7. 4 2 { 7 H, m), 7. 6 9 
(1H, m), 7. 8 6 (1H, dd, j ~ 2 , 4, 11. 6 Hz), S. 33 (1 

H, ra), 8. 4 9 (1H, b r s), 12. 3 8 (1H, brs). 
5 ESI -MS (m/z) : 5 7 0 [M+H] 4 . 

(ggjfeffl 323) 3 - { 4 - [ 2 - 7M. P - 4 - ( 3 - 7 ^ ~ /VT -fe ^AsJ-ft 

frWK) tfU v : > '~ 2~-f/^} -1" (2"bKP^-v'xf;V) - 

1 - /f;l/!>V7 

1 H — NMR Spectrum (CDC 1 3 ) $ (p p m) : 3. 02 (3H, s 
10 ), 3. 4 4-3. 6 0 (3H, m), 3. 7 4 (2H, s), 3. 8 5 (2H, t 

, j-4. 8Kb), 6. 52 (1H, dd, J = 2. 4, 5. 6Hz), 7. 16 
(1H, ra}, 7. 2 7 - 7. 4 8 (8H, m), 7. 57 ( 1 H, brs), 7. 

8 9 (1H, dd, J = 2. 4, 11. 6 Hz), 8. 0 5 ( 1 H, d, J = S . 

6 Hz), 8. 6 1 (1H, brs). 
15 E S I -MS (m/ z ) : 4 9 8 [M+H] + . 

mmm 323 -1) 3 - r 4 - ( 2 - 7 ;±* g - 4 - = h g -7 a / ^ u 

g; >■ - 2 — ^ /i/j - 1 - (2 — b Kn# v^gvjd ~ j * » k Z 
* H — NMR Spectrum (CDC 1 3 ) 5 (p p ra) : 3. 0 3 (3H, s 
), 3. 3 5 (1H, brs), 3. 5 2 ( 2 H, t, J=4. 8Hz), 3. 8 7 
20 (2H, t, J =4. 8 Hz), 6. 6 1 C 1 H, dd, J = 2. 4, 5, 6Hz 

), 7. 3 1 (1H, m), 7, 6 5 (1H, m), 8. 0 5-8. 16 (4H, m 
). 

ES I -MS (m/z) : 3 7 3 [M+Na] +. 

_(»gii3 2 4) 3 - {6 - [2-7/>^-P-4- ( 3 -7 rc =^7tWt 
25 |)WK) b°!)Sv'y-4— f/H -1- (2-y* 'p^y-^/j.) - 

1 -^7^V7 
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1 H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 3. 0 4 (3H, s 
), 3. 4 8 (3H, s), 3. 5 2 (2H, t, J=4. 4Hz), 3. 6 2 (2 
H, t, J=4. 4Hz), 3. 74 (2H, s), 7. 18-7. 4 9 ( 8 H, m 
), 7. 53 (1H, s), 7. 85 ( 1 H, dd, J=2. 4, II. 6Hz), 
5 8 . 3 5 (1 H, m), 8 , 4 3 ( I H, b r s ) , 12. 41 ( 1 H, b r s ) , 

E S I —MS (m/z) : 5 3 5 [M+Na] + . 

mmm 325) 4 - { 2 - y/va-p - 4 - [ 3 -- (2-71 ^/^t^^/w ^ 

aj-fr W K] ^ ^ J * vl - 2 - ({ 4 - [( 3 S ) P 

1 - ^ ;v] tf^ y 2 > — I — t M ^Jk^^kZ 1Z) O -^>' 

10 5 H-NMR Spectrum (CDC1 3 ) 6 (ppm): L 4 0-2. 0 

0 ( 5 H, m) , 2 . 10-2. 40 ( 3 H, m) , 2 . 60 ( 1. H, m) ,2.7 
6 (1H, m), 2. 9 0-3. 0 5 (3H, m), 3. 7 4 ( 2 H, s), 3. 9 
0-4. 10 (2H, m), 4. 3 4 (1H, ra), 6. 5 4 (1H, dd, J ~ 2 
. 4, 5. 6Hz), 7. .10-7. 50 (SH, m), 7. 6 2 ( 1 H, d, J = 

15 2. 4Hz), 7. 8 9 (1H, dd, J = 2. 4, 12. OH?.), 8. 0 5 (1 

H, d, J = 5. 6Hz), 8 . 53 (1H, bis), 12. 44 ( 1 H, b r s 



(»M3 2 5- 1) 2- ({4- [<3S) -3- 


-fc 




- 1 - 




-4 




4-- 










E S I —MS (m/z) r 4 4 6 [M+Hj + . 








(SEStM 3 2 5-2) 4 - (4 - T 5 y — 2 - 7 




■a7xy^) $ 


i ({ 



4 - [( 3 S ) ^v'fc* g U -^> J - 1 ^3 ^ V v ? >"" 1 -4 M 

25 ESI -MS (m/z) ; 4 1 6 [M+H] + . 

(HHM 3 2 6) 4 - { 2 - 7 jVHrv - 4 - [ 3 - (2-7 s ^7 -fc ? vV) 
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gh g v_± K3 7x;»M - 2 — { [ 4 - ( i - £ f-fr -i - ' /^) bf 

^ y y : v - 1 -- 4 jv\ is )Vi$^fisT % J } jj j£>: 

1 H-NMR Spectrum (CDC1>) S (ppm): 1. 5 0-2. 0 
0 (6H, m), 2. 2 0~2. 4 5 (4H, m), 2. 5 0-2. 6 5 (4H, m 
), 2. 8 5-2. 9 5 (2H, m), 3. 4 5-3. 5 5 (4H, m), 3. 74 

C2H, s), 6. 54 (1H, dd, J-2. 4, 5. 6Hz), 7. 10-7. 
5 0 (8H, m), 7. 6 3 ( 1 H, d, J = 2. 4Hz), 7. 8 9 ( 1 H, dd 
, J-2. 4, 11. 6Hz), S. 04 (IK, d, j-5. 6Hz), 8. 50 

(II!. m), 12. 44 (1H, b r s). 
E S I -MS (m/ z ) : 6 0 6 [M+H] + . 

(MitM 3 2 6 -- 1 ) 4 - ( 2 - 7A-i- P-4-^b P7» " 2 = ( f 

1 H — NMR Spectr um (CDC 1 3 ) 8 (p pm) : 1. 7 0 — 2. 0 
0 (5H, m), 2. 2 0-2. 3 0 (1H, m), 2. 2 6 (3H, s), 2. 5 
5-2. 60 (4H, m), 2. 8 0-3. 0 0 (3H, in), 3. 4 0-3. 60 
(4H, m), 6. 6 4 ( 1 H, dd, J = 2. 4, 5. 6Hz>, 7. 2 0-7. 
4 0 (2H, m), 7. 70 ( X H, d, J — 2. 4Hz), 8. 08-8. 16 ( 
3H, m). 

(l»'j3 2 6-2) 4- (4-7 ^/rl -7^tn7x ;^» -2- {[ 
E S J -MS (m/'z) : 4 2 9 [M+H] + . 

J||M13 2 7) 2- {[4- (2-vMtf/KTg; 7 ^^/k) tf^y^V-l- 
^LL^ij^"^ - y 1 " 4 ~ (4 ~~ {3 ~~ [2 ~ (4-7/^P7x=;P) T 
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J H~NMR Spectrum (CDC1 3 ) 8 (ppm):2. 2 5 (6H, 
s), 2. 4 0-2. 5 6 (8H, m), 3. 4 8-3. 5 6 (4H, m), 3. 7 
1 (2H, s), 6. 5 4 (1H, dd, J = 2. 4, 5. 6Hz), 7, 10-7 
. 4 0 (7H, m), 7. 6 0-7. 7 5 (EH, m), 8, 0 4 (1H, d, J = 
d 5. 6Hz), 8. 5 6 (1H, brs), 12. 2 6 ( 1 H, brs). 

E S I -MS (m/ z ) : 5 8 0 [M+H] + . 

mmm 327-1) 4 - (4- 7-;;-3 -^p?x; ^» - 2 - {[4 

10 ES I -MS (m/s) : 4 1 9 [M+H] f . 

(M»J 3 2 7- 2) 4 - U~LLX2 Z I ^ Z 2 " LL4 " ( 2 - 

f-jvr $ y bV< 7 >j >- - 1 - *f ^1 % jv-tf—jyT %/) Wt? > 

E S I -MS (m/ z ) : 3 8 5 [M+H] + , 
(356503 3 2 8) 4 - [ 3 - (>M S / ) Xg± 1 - < ^.1 ^ y 

15 ^V- 1 g y ^ T-> K [ 6 - ( 2 -y/M-p ~ 4 - { 3 - [ 2 - 

— ^1 K 

ESI —MS (m/ z ) : 6 2 5 [M+H] + . 

(Mif fl 3 2 8- 1) 4 - [ 3 - ££ £ g ^ ) T+^> ; >- 1 ~+ /k] t:f 

20 ^ y l rJl/j^!±2 lyj; £v LH [ 6 - ( 2~7;!/tn - 4 -^hP7 

£ y v-) e y § >: - 4 - j ^] Hi 

'H-NMR Spectrum (CDC I 3 ) 5 Cppm): 1. 3 1-1. 3 9 
(2H, m), 1. 7 6 (ZH, m), 2. 13 (6H, s), 2. 3 1 ( 1 H, m 
), 2. 8 6 (3H, m), 3. 14 (2H, a), 3. 5 0 (2H, m), 3. 9 0 
25 (2H, m), 7. 41 {1H, m), 7. 5 0 (1H, m), 7. 7 2 (1H, s 

), 8 . 11 (2H, m), 8, 3 1 (1H, s). 
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E S I -MS (m/ z ) : 4 6 0 [M+H] + . ' 
(gi»j3 2 9) 4- (4~ (3- T2-- (4-7/^37^^) 7tf;v] 

ftDWK} 7x,/^-v-) --2- {[4-- (i-^f/^vg^y-i — (M 
hf ^ -7 > ; - v — 1 — -Y -Jj ^/V7$y) fcf 'J v; >- 

5 1 H — NMR Spectr urn (CDC ] 3 ) 8 (p pm) : 1. 5 0— 2. 0 

5 (6H, m), 2. 2 0-2. 4 0 (4H, m), 2. 5 0-2. 6 5 (4H, m 
), 2. 8 5-3. 0 0 (2H, m), 3. 4 0-3. 6 0 (4H, m), 3. 7 1 
<2H, s), 6. 54 (IH, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 
40 (7H, m), 7. 6 0- 7. 7 5 (3H, m), 8. 04 (IH, d, J = 5 
10 . 6Hz), 8 . 5 0 (IH, b r s ), 12. 26 ( 1 H, b r s ) . 
ES I -MS (m/z) : 6 0 6 [M+H] + . 

(MMi 329 - 1 ) 2 - { r 4 - ( 1 - £ tr^ y - 4 - ^ A) ? 

v>y - 1 --f /^l #/l^-~/vr gy} -4- (4~=hP7a; =fr V) £° V *J> 
1 H — NMR Spectrum (CDC1 3 ) 6 (ppm):l. 70-2. 0 
15 0 (8H, m), 2. 2 0-2. 3 0 (IH, m), 2. 2 8 ( 3 H, s), 2. 5 

5-2. 6 5 (4H, m), 2. 8 0-3. 0 0 (2H, m) f 3. 4 0-3. 6 0 
(4H, n), 6. 6 4 (IH, dd, J - 2 . 4, 5. 6Hz), 7. 15-7. 
4 0 (3H, id), 7. 7 5 (IH, d, J = 2. 4Hz), 8. 15 (IH, d, 
J = 5 . 6Hz), S . 2 5-8. 3 0 ( 2 H, m). 



20 



>.as; Aid. vi <-> <^ / 

,/u t°»< y > ? y — 4 — -f a 


■} t^<7v ; >' -l — fA] 






E S I -MS (m/z) 


: 4 1 1 [M+H] + . 






(«M 3 3 0 ) 3 ~ 


{4— [ 2 -• 7 ,'i<:& P 4 


- (3-7^.= 




r?U4 K) 7i/^] 


fc°y v ; >'-2--f M 1 


-•^ A— 1 - 


- [1 - (1 



25 f yt-T1f-f-/>'- 3 --f A) tf-<^ --f/V] !7 W7 

3 H — NMR Spectrum (CD C 1 3 ) 5 (ppm):l. 64-1. 77 
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(4H, m), I. 9 1 (2H, m), 2. 3 9 (3H, s), 2, 8.1 ( 2 H, m 
), 2. 88 (3H, s), 2. 93 (3H, m), 3. 57 (2H, m), 3. 7 4 

(2H, s), 4. 17 (1H, in), 6. 5 5 ( 1 H, dd, J = 2. 4, 5. 6 
Hz), 7, 14-7. 5 0 (9H, m), 7. 6 7 { I H, d, J = 2. 4 Hz) 
5 , 7, 90 { 1 H, dd, J ==2. 4, 11. 6Hz), S. 06 (1H, d, J 

= 5. 6Hz), 11. 4 6 (1H, s). 

E S I -MS (m/ a) : 6 0 6 [M+H] +, 6 2 S [M+N a ] + . 
(g-xf g'J 3 3 0 - 1 ) t e r t 3 - ( 4 - t e r t ~~7 V ^sfJJVM 

10 1 - B o c -™ 7 -if^v 5 >■-- 3 -^V ( 1 . 0 0 gh 4 - (tert-7"f <*i/jj 

tv-m^ivr 5 / ) !)^7 ( i . l 7 g ) Sr^e £ J —fr (50ml) U 
£ r ( 0 . 3 6 8ml), 10%^7^7 -l^B ( 1 . 0 g ) ttx., zfcift 

M&TMT 1 2 B#r«1» Ufc„ KJ©«***#ffl«T ( 0 . 4 M P a ) gftf 

& It £>#&JB «$g Ufco # 6> iifetl £ fw^-TvW — tqjR&B & -li- 
fe. r_tv£5®U ^f-^-C^Lfc. IMiatti 
ffc&& ( 1 - 2 1 g ) lr#fc 0 
20 ES I —MS (m/z) : 3 5 6 [M+H] + . 

(j&ffiffll 3 3 0 ----- 2 ) ^ ^-/^- [ 1 - ( 1 - ^■/VT-t^J'-y - 3 — f ;U) \€-< 

y v : >- — 4 — -f jvi t $ >• ."ifcr&jfe 

t e r t ;V 3 - ( 4 - t e r t -~f V ;Utf~jVT * J tf^ p *Jy- 

1 7 if f-*?;s— i — #/Vaf?^^— f ( 6 7 5 m g ) <DT byh Kn77 

25 >1ttW (25ml) fc s *|g±, 7k*fty^ r >7AT.^$^l7A (2 1 6mg) 

k., 7km±v o . 5 3#s»Lfc 0 s otre 4 mwmw ut c mmm& 
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mm ( 0 , 216ml), * (1. 08ml) WiiT* 3 mfflffl$ Lfc 0 

+l#%^.§fjU 4 N«~gP»^A« (1. 4 3ml) &aq#.fc 0 £ 

5 ES I -MS Cm/z) : 184 [M+H] + . 



($mm 3 3 0 - 3 ) 3 - [ 4 - ( 2 - 7 b-4^Fp7x/^ v") fcT l> 



yV- 2 — f 


- 1 ■S : ?A-- 


1-- [1- 


(i- 


^iVTWfV- 3 --f +j 


bf-<D vV— 4 - 










E S I ~MS (m/z) : 4 5 9 
(i^frM 3 3 0-4) 3 - [ 4 


[M-f H] + . 
- (4-T ? 


/- 


^2-7 n y x. / *?■ ->') t° y 


^>'- 2 -OKI 


~ 1 - / f-A— 


i- n- 


(i- 




Tj 4 - 


•4^1 »7W 









ES I —MS (m/ a) : 4 2 9 [M+H] + , 4 5 1 [M+Na] +. 

3 1) 3-- (4- {4- [3- (4-7^tP7x^) 7tW 
15 t»K K] 7 jc / fc° p ^y- 2 ~~4 M - 1 i ~ [ 1 — ( 1 - 

^-/lyjf^v^- 3 -^Vl) 4 + 7 U7 

l H-NMR Spectr urn (CDC 1 3 ) 5 (p pm) : 1. 6 2-1. 7 8 
<4H, m), 1. 9 2 (2H, in), 2, 4 4 (3H, s), 2. 8 1 C 2 H, m 

), 2 . 8 9 ( 3 H, s ) , 3 . 0 0 (3 H, m), 3 . 6 5 (2 H ; m) ,3.7 1 
20 (2H, s), 4. 18 (1H, m), 6. 5 5 (1H, dd, J = 2. 4 5 5, 8 

Hz), 7. 0 4-7. 18 (4H, m), 7. 25-7. 31 (3H, ra), 7. 

6 6-7. 7 0 (3H, m), 8. 06 (1H, d, J~5. 8Hz), 8. 64 ( 

Hi b r s), 12. 2 7 (1H, s). 

E S I -MS (m/z) : 6 0 6 [M+H] \ 6 2 8 [M+Na] 

25 mmm 331-1) 1 - * ?vv- 1 - [ 1 - ( 1 - ■/ gvkx&i! >' - 3 — r 

Zk) 2. 4 — f ..^1 — 3 - [4 — (4-^fP7x 7 =¥>Q br° D v ; >- 2 
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1 H-NMR S p e c t r u m (CD C 1 3 ) 5 ( P P m) : 1 . 64-1. 9 S 
(6H, m), 2. 3 4 (3H, s), 2. 7 9-2. 9 3 (8H, m), 3, 5 1 
(2H, m), 4. 17 (1H, m), 6. 6 5 ( 1 H, dd, J ~ 2 . 0, 5. 6 

5 Hz), 7. 18 (2H, d, J = 9. OHz), 7. 26 (1H, brs), 7. 

8 0 (1H, d, J = 2. OHz), 8, 17 (1H, d, 1 = 5. 6Hz), 8. 

2 7 (2H, d, J = 9. OHz). 

ESI -MS (m/z) : 4 4 1 [M+H] + . ■ 
(»J3 3 1-2) 3- [4- ( 4-7j.; 7^;^j fcf g ^>'~ 2 £ 
10 ] - 1 - t< fvi— 1 - [ 1 - ( 1 - ^ ^T-fcr^v^- 3 — < Afj e^jj i>>--~ 4 

1 H—NMR Spectrum (CDC 1 3 ) 5 (ppm):l. 64-1. 77 
(4H, m), 1- 9 2 (2H, m), 2. 3 9 (3H, s), 2. 8 1 (2H, m 
), 2. 9 5 (3H, s), 3. 18 (5H, m), 3. 6 0 (2H, m), 4. 18 
15 ( 1 H, m) , 6 . 4 8 C 1 H, dd, J = 2 . 0, 5. 6Hz), 6. 70 (2H 

, d, J =8. 8Hz), 6. 90 (2H, d, J -8. 8 Hz), 7. 30 (lH 
, brs), 7. 61 (1H, d, J — 2 . OHz), 7. 98 (1H, d, J = 5 
. 6 Hz). 

E S I -MS (m/z) : 4 1 1 [M+H] + , 4. 3 3 [M+N a] + . 
20 (HM 332) (3 S) ~3- ^ f/V 7 $ / S fjU g V - 1 - /V Tjjj 

^->- g y g T y- K [ 6 - (2 - y /u ^- p - 4 - { 3 - [ 2 - ( 4 - ZJkZL u Z 

1 H — NMR Spectrui (CDC 1 ,) 5 (p pm) : 1 . 43-1. 7 4 
(3H, m), 1 . 8 0 (1H, m), 1 . 9 2-2. 08 ( 2 H, m) , 2 . 3 1 ( 
25 6H, s), 2. 6 1(1H, m), 2. 8 2 ( 1 H, m) , 3. 14(lH, m), 3 

. 7 1 (2H, s), 3, 8 9 (1H, m), 4. 3 0 ( 1 H, m), 7. 12 (2 
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H, m), 7. 2 1 (1H, m), 7. 25-7. 3 1 (2H, m), 7. 34 (1 
H, m), 7. 4 8 (1H, s), 7. 84 (1H, dd, J = 2. 4, 11. 6H 
z)\ 8, 3 3 (HI, s), 8. 5 1 flH, brs), 10. 8 0 ( 1 H. br 
s), 1 2. 3 7 (1 H, brs). 
E S i ~MS (m/ 2 ) : 5 8 4 [M+H] + . 
m&l 3 3 2- 1) ( 3 S ) - 3 - 2 £ tJkZ % I £ ^ $ 2 ^ ~ I ~ H 
frifr* V y y ^ 7>-K [ 6 - ( 4 - T g J - 2 - 7 }V* E2jzZ± > ) g U g 
^>~4-->tVv] y * K 

i H NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 4 4-1. 88 
(4H, m), 1. 90~2. 0 9 (2H, m), 2. 2 3- 2. 3 5 (6H, m) 

, 2. 6 0 (1H, m), 2. 8 4 (1H, m), 3. 16 ( 1 H, m), 3. 7 1 
(2H, m)> 3. 8 7 (1H, m), 4. 2 7 (1H, m), 6. 4 3 (1H, d 

d, J»l. 2, 2. 8Hz), 6. 50 ( 1 H, dd, J = 2. 8, 11. 6H 

z), 6. 97 (1H, m), 7. 3 9 (1H, m), 8, 3 6 (1H, m), 10. 

6 4(1 H, m). 

(JIM! 3 3 3 } ( 3 r) - g zi*L£ tJkZ ±Jk^i g 2Zr i 

grVjL^j: T->K [6- (2-7^p-4- {3- [2- (4-7/^n7 
a: =.;V) T±^-M ^ *7 W Kj 7£Zj ^ 2 g 2 > ~ 4 Zjfik] Z I K 
l H-NMR Spectrum (C D C 1 3 ) 5 (p p m) : 1 . 4 6 - 1 . 7 2 
(3H, m), 1. 8 0 (1H, m), 1. 9 4-2. 10 (2H, m), 2. 31 
(6H, s), 2. 6 1 (1H, m), 2. 8 2 (1H, m), 3. 15 (1H, m 
), 3. 7 1(2H, s), 3. 8 9 (1H, tn) ( 4. 3 0 ( 1 H, m) , 7. 12 
(2H, m), 7. 2 1 (1H, m), 7. 2 4 — 7. 4 0 (3H, m), 7. 46 
(1H, s), 7. 8 6 (1H, dd, J = 2. 4, 11. 6 Hz), 8. 3 2 (l 
H, s), 8. 5 1 ClH. brs), 10. 7 9 (1H, brs), 12. 34 ( 
1 H, brs). 
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E S I -MS (m/ z ) : 5 8 4 [M+H] + . 
( M&l 3 3 3 -1) ( 3 R ) - 3 - ■ § / ^ tJk V 2 ^ " * - # 

?js ^ 1? y # 7 K [ 6 - ( 4 — T ^ ./ - 2 ~ '7 A-zr n 7 ^ / # V) 3 % 
^ >"4 - ^/V] y * K 
5 J H~NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1 . 4 3 - 1 . 8 6 ( 

4H, m), 1. 9 5~2. 0 8 ( 2 H, m), 2. 3 0 (6H, m), 2, 6 0 ( 
1H, ra), 2. 8 3 (1H, m), 3. 15(lH, m), 3. 7 1 (2H, m) , 
3, 8 3- 3. 7 9 (2H, m), 4. 2 7 (1H, m), 6. 4 0 - 6 . 5 5 (2 
H, in), 6. 9 7 (1H, m), 7. 3 8 (1H, m), 10. 6 4 (1H, m) 

10 

(i jjjjj 3 3 4) 4 ~ ( 2 - v • ^ ^/wy $ / ^f-M - [ 1 , 4 ] v>T ^~ 

i -^/wK^v- y y # y ->• k ( 4 - [ 2 nZ/j^: g - 4 - ( 3-7x^rt 

1 H — NMR Spectrum (CDC 1 8 ) d (ppm):l. 93 (2H, m 
15 ), 2. 2 4 (6H, m), 2. 4 1 (2H, t, J ™ 7 . 2Hz), 2. 6 3 (2 

H, t, J — 7. 2Hz), 2. 7 0 (2H, m), 2. 7 7 (2H, m), 3. 5 
7 (2H, m), 3. 6 2 <2H, m), 3. 7 5 (2H, s), 6. 5 3 ( 1 H, 
dd, J ~ 2. 4, 5. 6 Hz), 7. 0 0-7. 5 3 ( 8 H, m) , 7. 70 (1 
H, m) , 7 . 9 0 (1H, d d , J ~2. 4 , 11. 6Hz), 8 . 0 6 ( 1 H, 
20 d, J =5. 6 Hz), 8. 5 3 (1H, brs), 12. 4 5 ( 1 H, brs). 

E S 1 —MS (m/ z ) : 5 9 4 [M+H] +. 

(MMM 3 3 4 ~- 1 ) 4 - ( 2 - f-A'T % J ^z?~A-) - [ 1 , 4 3 i?Tlis< 
y-l-^i^ilyj' y->F [4"(4-7^;-2-7/VtP7xA 
V) b°D > r >"2-- f y^ F 
25 1 H — NMR S p a c t r um (CDC 1 3 ) B (p p m) : 1 . 9 3 (2H, m 
), 2. 2 5 (6H, s), 2. 4 1 (2H, t, J -7. 2Hz), 2. 6 3 (2 
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H, t, J=7. 2Hz), 2. 6 9 (2H, m), 2. 7 7 (2H, m), 3. 5 
6 (2H, m), 3. 6 0 (2H, m), 3.7 4 (2H, b r s), 6. 4 4 (1 
H, dd, J = 2. 8, 8. 4 Hz), 6. 49 ( 1 H, d, J = 2. 8 Ha), 6 
. 52 (1H, xn), 6. 9 6 (IH, m), 7. 19 (lH, m), 7. 6 4 (1 
5 H, m), 8. 0 1 (I H, m). 

(»M 3 3 5) ( 3 S ) - 3 v; jt gvl^Z § / 2< £jV ^ 2 2 >' ~ 1 ~ * J ± 
v- y y ^ T 2 K j 4 -- [2-7 /V^- O -■ 4 - (3-7x ^/l"T -fc ^ 7 

W K ) 7 ^ y ->1 ^ IJ v^- 2_=jj/Jd ZLg K 

1 H-NMR Spectrum (CD Ci 3 ) d (p p m) : 1 . 2 6 { 1 H, m 
10 ) , 1 . 3 6- 1. 5 6 (2H, m) , 1 . 78 (1H, m) , 1 . 95 (2 H, m 

), 2. 2 8 (6H, s), 2. 5 5 (lH, m) , 2. 9 5 ( 1 H, m) , 3. 2 3 
(1H, m), 3. 7 0 (1H, m), 3. 7 4 (2H, s), 4. 0 5 (IB, m 
'), 6. 4 8 (1H, dd, J = 2. 4, 5. 6Hz), 7. 15 (IH, m), 7 
. 3 1 (3H, m), 7 . 4 2 (3H, m), 7 . 5 5 ( 1 H, d , J = 2. OHz 
15 ), 7. 87 (1H, dd, J = 2. 4, 11. 6Ha), 8. 05 (1H, d, J 
= 5 . 6 H z ) , 3 . 5 6 ( 1 H, b r s ), 9 . 7 2 (1H, b r s ) , 12. 4 
2 (1H, brs). 

ES I -MS (m/z) : 5 6 5 [M+H] + . 
( 8£if ffll 3 3 5- 1) ( 3 S ) -- 3 - f/VT Z J * ^A- fcf ^< g 1 ~ # 

2 ~--f/V] T 5: K 

j h-NMR Spectrum (CDC 1 3 ) § ( p p in) : 1 . 2 5-1. 50 
(3H, a), 1. 7 6 (1H, m), 1. 9 4 (2H, m), 2. 2 7 (6H, s 
), 2. 5 3 (IH, m), 2. 9 9 (lH f m), 3. 2 6 (1H, in), 3. 5 0 
25 -3. 8 2 (3H, m), 4. 0 1 (1H, m), 6. 2 5-6. 6 0 ( 3 H, m) 

, 6. 9 3 (1H, m), 7. 5 1 (IH, m), 8. 0 1 ( 1 H, d, J — 5 . 6 
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Hz), 9. 5 3 (1H, b r s). 

(mi&m 8 3 6) (3 r) — s - p * t/^t g y ^ gyv ^ p ^ >- -- 1 - # ^ 

^ V P y ? T V K { 4 - [2 -- 7 /M" n -- 4 ~ (3-7x= /PT-tf^ft 9 
W K) Z^Z±zJ fe°P ^"-2~-^/v} 7;K 
5 1 H-NMR Spectrum (CDC1 3 ) 8 (ppm) : 1. 2 7 (1H, m 

) , l . 3 6- 1. 6 0 ( 2 H, m) , 1 . 78 (1H, m) , I. 9 5 C 2 H, m 
), 2. 2 8 (6H, s), 2. 5 5 (1H, m), 2. 9 5 C 1 H, m), 3. 2 4 
( 1 H, m) , 3 . 7 0 (1H, a), 3 . 7 4 (2H, s ) , 4 . 0 5 (1H, m 
), 6. 4 8 (1H, dd, J ~ 2 . 4, 5. 6 Hz), 7. 15 (1H, m), 7 
10 . 3 2 (3H, m), 7. 4 1 (3H, m), 7. 5 4 ( 1 H, d, J -2. 4Hz 

), 7, 8 7 (1H, dd, J»2. 4, 12. 0Hz), 8. 0 6 C 1 H, d, J 
-5. 6Hz), 8. 6 1 (1H, brs), 9. 7 3 (1H, brs), 12. 4 
2 (1H, b r s ). 

ESI —M S (m/z) : 5 6 5 [M + H] + . 
15 CM»i 3 3 6- 1) ( 3 R ) - 3 - Vt-ftVT $ ./ ^ ^ tf^g P vV- 1 ~% 

V g y £ TvJf [4— (4— / - 2 - 7 fis* P7x/^r vQ g P *J 
>--2-- f/V] Tg K 

J H-NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 2 8-2. 08 
(6H, m), 2. 3 2 (6H, s), 2. 5 7 ( 1 H, m), 3. 0 8 ( 1 H, m 
20 ), 3. 3 7 (1 H, in), 3. 5 9 (1H, m), 3. 72 (2H, ra), 3. 9 1 
(IB, m), 6. 3 8-6. 5 8 (4H, m), 6. 95 (1H, m), 7. 52 
(1H, d, J = 2. OHz), 8. 01 (1H, d, J ~ 5 . 6 Hz). 

(MM$\ 3 3 7) 4 ( 1 - * ^/PT-H^-i?^- 3 ~A tV) ^7 1 -ff 

7yF [4- (4- {3— [2- (4-7/UtP7x=:;u) T 
25 ^?1^I_^±2J^£J£] ZsZ±^) b° P V s 2 — -f /kj T g K 

"'H-NMR S p e c t r um (CDC I 3 ) 5 (p pm) : 2. 3 3 (4H, m 
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), 2. 4 0 (3H, s), 2. 9 8 (3H, m), 3. 5 1 (4H, m), 3. 5 7 

(2H, ra), 3. 7 1 (2H, s), 6. 5 5 (1H, m), 7. 12 (4H, m 

), 7. 2 0-7, 3 8 ( 3 1:1, m), 7. 6 3 ( 1 H, s), 7. 6 9 (2H, d 

J = 8 . 8Hz), 8 . 05 (1H, d , J = 1 . 6Hz), 8 . 60 ( 1 H, b 

r s), 12. 2 7 flH, s). 

ES I —MS (m/a) : 5 7 S [M+H] + . 
(M^tM 3 3 7 - 1 ) 4 - ( 1 zJl±JVZ M±2¥^L 3 ZJt 2 > 1 

-i^^v-ji 7->K U- (4-^>n 7x/i V) tf U 2- + 

4j T § K 

1 H~NMR Spectrum (CDC1 3 ) 6 (ppm):2. 3 2-2, 38 
(7H, m), 2. 9 3 (3H, m), 3. 5 2 (6H, m), 6. 6 5 C 1 H, d 

dj j = 2. 4, 5. 6 Hz), 7. 1.9 (2H, d, J = 9. 2 Hz), 7. 36 
(1H, m), 7. 7 5 (1H, d, J = 2. 4 Hz)', 8. 16 (1H, d, J = 

5, 6Hz), 8. 28 (2H, d, J = 9. 2 Hz). 

ES I -MS (m/z) : 4 1 3 [M+H] + . 
(M»i 337-2) 4 - ( 1 ^T-tf>v : > •- 3 — f /V) ^7vy~ 1 

z^k£*v 9 y £ TV K r 4 - ( 4 -T g ./ z a I ±22 ^ 9 2 2 - 

ES I —MS (m/z) : 3 8 3 [M+H] + , 4 0 5 [M+Na] + . 

mmm 33s) 4 - (t^±£zjz * z^LM gd l - ] 1 -#ik^i±>: S 

2 * T K f 4 - ( 4 - ( 3 - [ 2 - ( 4 - ysvisr g 2 £ sM . ^1 ^~ 

; W F ) .7 s y ±v0 g g V s ^- 2-^ T § F 
1 H-NMR Spectrum (CDC1,) S (ppm):l. 2 4-1. 27 

(2H, m), 1. 7 2 (2H, m), 2. 0 6 (2H, m), 2. 2 1 ( 1 H, m 
), 3. 0 4 (2H, m), 3. 1 9 (4H f m), 3. 7 1 (2H, s), 3. 9 0 

(2H ( m), 6. 5 3 (1H, dd, J — 2 . 0, 6. 0Hz), 7. 08-7. 
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13 (4H, m), 7. 2 4-7. 3 1 (3H, m), 7. 6 3 ( 1 H, d, J ~ 2 
OHz), 7, 6 8 (2H, d, J = 8, 8Hz), 8. 0 4 (1H, d, J ' = 6 
. OHz), 8. 62 (1H, bis), 12. 26 ( I H, s). 
ES 3 -MS (m/z) : 5 6 3 [M+H] + . 
5 (M3t#j 3 3 8-1) 4 - (Tif^^- 1 U i^V- 1 

v <2± r -y k r 4 - UhElLh ^ £ Z ±0 ^ p v>> - 2 - a jv\ t % f 

1 H — NMR Sp e c t r urn (CDC 1 3 ) 5 £p pm) : 1. 31 (2H, m 
), l. 7 2 <2H, m), 2. 0 7 (2H, m), 2. 2 2 ( 1 H, m), 3. 0 6 
(2H, m), 3. 19 (4H, m), 3. 8 9 (2H, m), 6. 6 4 ( 1 H, d 
10 d, 1-2. 0, 5. 6Hz), 7. 19 (2H, d, J-9. 2Hz), 7. 29 

(1H, brs), 7. 7 4 ( 1 H, d, J ~ 2. OHz), 8. 15 tiH, d, 
J =5. 6Hz), 8. 2 8 (2H, d, J ~ 9 , 2Hz). 
ES I ~MS (rn/z) : 3 9 8 [M+H] + . 
m&M 3 3 8- 2) 4 - (T-V T-i?*- 1 z^ik) ^ g 3- -^^-^^r 

15 v- U 7*> K [4- (4-7S /7x/^) tf U 2 — fVH T $ K 

E S I --MS Cm/ z ) : 3 6 8 [M+ H] + . 

<mmm 339) 4 - ( 2 - 3 1?> ■- 1 — f ^gvjO £ciz 1 

A#jfi/ y y ^ T v- K [ 6 - (2 -y/uj-u - 4 - {3 - [2- (4 - :7;1^# 
20 _K 

1 H — NMR Spectrum (CDC 1 3 ) 6 (ppm):l. 8 1 (4H, m 
), 2. 4 5-2. 6 7 (1 0H, m), 2. 68 ( 2 H, m), 3. 55 (4H, 

t, J = 4. 8Hz), 3. 7 1 (2H, s), 7. 0 0 7. 5 2 (7H, m), 

7. 6 4 (1H, m), 7. 8 6 (lH, dd, J — 2. 4, 11. 6 Hz), 8. 
25 3 3 ( 1 H, brs), 8. 4 9 ( 1 H, m), 12. 3 8 (lH, brs). 

E S I —MS (m/ z ) : 6 2 5 [M+H] + . 
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(mt&M 3 4 0) 4 - I 2 -- Z/k£™ — 4 ~ r 3 - (2-7i =;U7-fe:f^) ft 

W K"J ? ^ / ^} — 2 - f [4 - ( l - * ^/i^<-7 4 -4M V 

4 ~ (4~T^ /" 2 -7;^n7x; -2- {[4- (l-/5vkfc 0 -^7 

4 ->f ;v) y *J-y- 1 — -f /H %jv$~}VT t/} fc° y (66. 2 

m g ) tf?f f 7 t K n 7 y >■ { 4 . Oml)§l UL 2 - 7 * = -AT * ^ A- -f V ^ 
f-^f-i^gf^ (0. 2 5M, 1. 5 m 1 ) ^mU^TM^ -Htfe»#L 

ft, izim^mmm u mm^>- v * 7 a ^^^77^ ( f u j ■ i 

Silysia NH, « ; Ht^W y 9 7 : 3) <fc 0 »M 

U »J®fb£fc (4 9. 5m g, 5 5%) bT|ifc 0 

'H-NMR Spectrum (CDCl a ) 5 (ppm):l. 4 0-1. 9 

5 (5H, m), 2. 3 2 (3H, s), 2. 40-2. SO (8H, m) , 2. 8 
8 (2H, m), 3. 7 5 ( 2 H, s), 4. 0 4-4. 15 (2H, m), 6. 5 
2 (1H, dd, J ~ 2 . 4, 5. 6 Hz), 7. .10-7. 45 (8H, m), 7 
. 5 8 -7. 5 5 (2H ( m), 7. 6 8 ( 1 H, brs), 8. 0 3 (1H, d, 
J = 5 . 6Hz), 10. 57 (1H, brs). 

ESI -MS (m/z) : 5 9 0 [M+H] + . 
(^MlgJOJ 4- { 2-7^o-4- f 3 ■- (2 7^^Tir^) » 

w_£] 7c.;^j -2 - {[4- (i --^/Mf-^y 2>: ±ndJkl g^Z 

4- (4"-7^~2"7/i/ta7x/^) -2- {[4- C 1 ^A-fc^y 
e>>-— 4 -.-f/l-0 fc?^ 7 1 —--f/Vj jfr/V/^-WT 5 / 1 if l ! v'V ( 8 1 1 m 

g ) (Pxr h9l- Kc77> (5 Oral) SSftfc 2~7x ~/vr -fe 3vU 4 V *>T* 
w- f> — ^ f - >1g?ft ( 0 . 2 5 M, 17ml) t'^U- XM X. v 5 Ptffjgltt h fc„ 

j»T??»U b V 7A«Ufc s $$SE®£U 38*4: toffr* 
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y M, # a t h ify y A — £ F ii J i Si lysia N H N B&Wl ; iftSS-^v^ 
-H:-r-f^:^^;~;V=9 7 : 3) in «fc 0 WU Ufc, g feteSrg*?® 
&8$LT#b;frfc0ig£ftR^A' (8ml) { 1 6ml) 

*tft*:5*tu mnnrntz ^ " ! ? x ( e 2 9 m 

g „ 6 1%) £r & felt* £ UT#7t 0 

1 h-NMR Spectrum (CDC 1 3 ) 6 (p pm) : 1. 50-2. I 

0 (6H, m), 2. 2 0-2. 40 (4H, m), 2. 5 0-2. 6 0 (4H, m 
), 2. 9 0-3. 0 0 (2H, m), 3. 4 5 - 3. 5 5 (4H, m) f 3. 7 5 

(2H, s), 6. 52 (1H, dd. J-2. 4, 5. 6Hz), 7. 10-7. 
4 5 (8H, m), 7. 5 5- 7. 7 0 <3H, m), 8. 0 3 (1H, d, J = 5 
. 6Hz), 10. 5 7 (1H, b r s ) . 
ES I ~MS (m/z) : 5 9 0 [M+HJ + . 

mmm 3 42) 2 - { r 4 - a?* s / x^vi-o ^ u v^-~ 1 -4 tv 

1 fl;i^V-/iX ^ /} -4- j2"7/^P-4- [3- (2-y^ ^.^-Tirf-;^ 

4 _ (4-7^;-2-7Mn7^.^rv-) -2- {[4™ 

^ /V) fcf ^ y l - 4 ;V] % /VS ;VT 5/1 fcf P V (62. 7 m g ) <DT 

h 7 t Kp y y > ( 4 . Oml) 2 -~?*~fVT* T)V 4 y isT*- v - 

(0. 2 5M, 1. 6ml) trU^-T^x., -H|feSl#Lfc. 
lr«±« U B« ^PAWWP?h^7-f-(Fuj i S i i y 

s i a NH V l-^ftSlU Mfb## (4 8. Omg, 

54%) tvxmtc 

1 H-NMR S p e c t r um (CDC 1 3 ) 8 (p pm) : 1. 10—1. 2 
0 (2H, m), 1 - 6 5 ( 1 H, m) , 1 . 7 5- 1. 8 5 (2H, m), 2 . 1 
0-2, 15 C2H, m), 2. 2 3 (6H, s), 2. 8 0-2. 9 0 (2H, m 
), 3. 7 5 (2H, s), 4. 0 0-4. 10 (2H, m) , 6. 5 2 ( 1 H , d 
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d, J = 2. 4, 5. 5 Hz), 7. 10-7. 45 (8H, m), 7. 6 0-7. 
6 5 (2H, m), 8. 0 3 (1H, brs), 8. 3 0 (1H, d, J = 5. 6H 
z), 10. 5 8 (1 H, brs). 
ES i —MS (m/-z) : 5 4 9 [M+H] + . 
5 (l^fe#8 3 4 3) 4 - ( 2 - p - 4 - j 3 - [ 2 - ( 4 - 7M P 7 £ ~ 

/u) Ti?:?Vkj i^' K} 7x;^r vj - 2 - { [ 4 - ( 1 - ^ fvw y-Jl/~ 

4 - { 4 - T 5 J - 2 ~ 7 ?V% U7^J* i/) 2 - { [ 4 - ( 1 - jt fcV< 7 

V s - 4 - -f /v) y V s >• - 1 - -r ao # /vjj? ^ /p r 5 / } fcf y v 5 ^ (7 1 m g 

10 ) Of F7t Ko77>' (2. 0 m 1 ) WfcK 2 - ( 4 - 7JV7TU 7 x-~;V) T"fc 
^ yvr^— F-fr7t Kn 7 r> >M ( 0 . 2 5M, 1 . 6 5m!) £ 

n-r — (Fu j i S i 1 y s i a NH, B&%$. ; SBSfcx^vl' : ^ ^ 

/-/t^.g 7 : 3) iciDflfjKU &jKf&&#> (7, img s 7. 1%) ^6^Jfi& 
15 *i LT#fc e 

l H~-NMR Spectrum (CDC1 3 ) 6 (ppm) : 1. 40-1. 9 

5 (5H, m), 2. 3 6 (3H, s), 2. 4 0-2. 8 0 (8H, m) F 2. 8 
S (2H, m), 3. 7 3 (2H, s), 4. 0 4-4. 15 (2H, m) , 6. 5 
2 (1H, dd, J = 2. 4, 5. 6Hz), 7. 0 0-7. 3 0 (7H, m), 7 

20 . 5 7 - 7 . 6 2 ( 2H, m), 7. 8 6 (1H, m), 8. 0 3 ( 1 H, d f J = 

5. 6 Hz), 10. 5 3 (1H, brs). 
E S I -MS (m./z) : 6 0 8 [M+H] + . 

(MtmM 344) 4- (4- {3- [2- (4 - 7 u 7 7 ± ^ AA 

r> u-f K } 7j/^» — 2 — { [ 4 — ( 1 — jj gv^ t v < 7 v : V — 4 — ^ /V) fcf ^ 
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) fcf^ y Pis- 1 - 4 M j)As£~>VT $ / ) t'P v >' (86. 9ffig) ©ff7 
fc Kp77>' ( 2 , 5ml) 2 - ( 4 7 B7* 4 >' 

x/T%- h ~~ 7 h 7 t K * 7 V ( 0 ■ 2 5M, 2 . 12ml) Sr^JS-iCTSP 

7 ^( Fu j i Silysia NHL jgffiffc ; ffik*- 1 ?* : * * / 9 

7 : 3) «r«SSU SM^'n^ (2 2. 5mg, 1 8%) ^efel)*tUll 

iH-NMR Spectrum (CDCh) d (ppm):l. 40-1. 9 

5 (5H, m), 2. 34 ( 3 H, s), 2. 4 0-2. 8 0 (8H, m), 2. 8 

8 (2H, m), 3. 7 2 (2H, s), 4. 0 5-4. 15 (2H, m), 6. 5 
1 (1H, dd, J = 2. 4, 5. 6Hz), 7. 0 0- 7. 3 5 (7H, m), 7 

5 0-7. 5 4 (2H, m), 7. 58 (1H, d, J = 2. 4Hz), 7. 78 
(1.H, brs), 8. 02 (1H, d, J-5. 6Hz), 10. 43 (lH, b 
r s). 

E S I —MS (m/ z ) : 5 9 0 [M+H] + 

g 4 5) 4 - ( 2 -"7^-c - 4 - i 3 - [ 2 - (4-7;l/tP 7»=, 
;M Tir-^/Vl g Im' F] 7W - 2 - { [ 4 - (l-^f/l-^ J v ; >— 

4 - {4-TU-2-7/^B7*;^) -2- {[4- (1-^^kt^U 
->f /l") v : V- • 1 — f /k) jJA'tf-A'T t°Wy (8 1. 2 

mg) 07f7fcKc77V (2. Oml) Mff- 2 - ( 4 - 7 /V* P 77 ^ = 
T ^ y 7' ^ w }> - - r h 7 t: Kp 77 >'SI$ (0. 2 5 M , 1 . 9ml ) 

a*? h ?*7 74" (F u j i S i 1 y s i a NH, ?1W ; im~-fvi' : ^ 
^;^=9 7 : 3-9 5 : 5) fci!9#l8U (9- 7mg, 8. 5 
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1 H — NMR Spectrum (CDC- 1 s ) 5 (ppm):l. 5 0-2, 1 
0 (6H, m), 2. 2 0-2. 40 (4H, m), 2. 50~2, 6 0 (4H, m 
), 2. 9 0~3. 10 (2H, ffl), 3. 4 5-3. 5 5 (4H, m), 3. 73 
(2H, s), 6. 5 2 (1H, dd, J = 2. 4, 5. 6Hz), 7. 0 0-7. 
5 3 0 (7H, m), 7. 5 9-7. 7 0 (2H, m), 7. 7 7 (1H, m) , 8. 

0 3 (1H, d, J = 5. 6 Hz), 10. 5 3 £ 1 H, brs). 
E S 1 ™MS (m/z) : 6 0 8 [M+H] + . 

(3gf£ffJ3 4 6) 4- (4-- 13- [2- (4-7;Vto7x^) Xl^/W] 
tf W Kl 7 £ y v-) -- 2 - 1£4 - ( 1 - ^ ^ fc^ ^ ^ " 4 - j ^) gr$ 
10 : y y - 1 - ^] A^fs^jVT ?/} fa" P >' 

4~ (4-7 5;7x;^V) -2 - {[4- (l -y ^tf^y ^>'-4--Y/^ 
) fcf-<f 1-4 fr] XA'tf-A'T 5 7 } fc* y C 8 3 4 m g ) ^7" h '7 t: 

KP77V (4 5ml) jgi£K:2'- (4-7/ktD7s^') T-fc^Vl' Mv-'T 
h-^^/V^ (0. 2 5M, 15ml) SrMLiETJfl;*.* 3. 5 H#R8Sl 

#awf ^ssiAJtok-cife^ u. siTkm-T- f y <? ufc. mmm& u mm 

«r>' y 7? ?A>% 7^n^^77.f"(Fuj i Silysia NH, 

; ^m^-gfi^ir^-/^ : y * / 9 7:3) K X V M hfc a g 

^C^®5>^iESftlUT#^^fc»mi-M^f-/^ (8m 3 ) i^^r-S-:/ (16m 
20 1 ) fci«*Tli*fc»»3*fc. U W,»t'5 ££££ 9 , mMit 

{ 5 4 6 m g , 4 9 %) & LT#fc 0 
'H-NMR. Spectrum (CDClj) 5 (ppm) : 1. 50-2. 0 

2 (6H, m), 2. 2 2-2. 34 (4H, m) f 2. 5 4-2. 6 2 (4H, m 
), 2. 8 8-2. 9 6 (2H, m), 3. 4 4-3. 5 4 (4H, m), 3. 72 

25 (2H, s), 6. 5 1 (1H, dd, J = 2. 4, 5. 6 Hz), 7. 0 0-7. 

3 0 (7H, a), 7. 5 0-7. 54 (2H, m), 7. 6 0 (1H, d, J -2 
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. 4 Hz), 8. 0 2 (1H, d t J = 5. 6 Hz), 8. 2 7 ( 1 H, brs), 

10. 4 7 (1 H, brs). 

E S I -MS (m/z) : 5 9 0 [M+H] + . 

j^mm 347) 2 - { [ 4 - a? * ^}vr ^ j * ^ 3 2 >' - 1 - }V 

5 \^_M$^jvr %/\ -4- (2-7/^n-4- {3- [2 (4-7y^P7 

jl^;^) 7tf/H ?WKS 7£Zj±) itMi-^-v 
4- (4~7^y ~2-7/V^-n7^y^v') -2- {[4™ 
?vw) tf-s y vV- 1 -^/v] tuvifs^vr %-J } tl^y (6 1. i m g ) ©x 
F7'tKP77y{2. 0ml) JgsffitC 2 - ( 4 - 7 /M~ n 7 x n/t) T * 4 
10 >' v'T*- Hrf7tFD77 ( 0 . 2 5M, 1. 6ml ) SrMLfcTflP 

U Sr v 'J * 7Ar)c-y^77^"(Fuj i Si I y s i a 
NH„ %$ l Mt ; S^^/i-) fCj;!3flf38U US- 3m g s 15%) 

15 UT#fc„ 

l H-NMR Sped r um (CDC 3 3 ) 8 ( p p m) : 1 . 10—1. 2 
5 (2H, m), 1. 65 (1H, ra), 1. 7 5-1. 90 (2H, m), 2. 1 
0-2. 3 0 (8H, m), 2. 8 0-2. 9 0 (2H, m) , 3. 7 2 ( 2 H, s 
), 4. 0 0-4. 10 (2H, m), 6. 5 2 ( 1 H, dd, J =2. 4, 5. 6 

20 Hz), 7. 10-7. 3 0 (7H, m), 7. 5 9-7. 6 4 (2H, m) , 7. 

9 5 (1H, brs), 8. 0 3 (1H, d, J -5. 6Hz), 10. 5 4 (1H 
, b r s ) . 

E S I -MS (m/z) : 5 6 7 [M+H] + . 

(H ffeM3 4S) 2- {[4- (v^x/kt g H^y^y-i-^/i-- 

25 -4- (4- {3- [2- (4-7/^tP7i^) 
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4 - (4-T^7x/^» ~ 2 - { [ 4 - ( v * f-frT 5 / p< fvH t v < ] j v ; 

l /u] *^s}?=:;l^r P (61. 8 m g ) COT r7fc Kp77 

>- { 2 . Oml) 2 - ( 4 ~ 7i-/V) Tir^ -f y v"T f 

~T h y t K n 7 7 y|| ( 0 . 2 5 M, 1 . 7ml) Sr^a^T^Dx.. 3 B P« 

^lI*^7A^n-7^77.^ (Fuji Silysia NH, 

; mm^TM K ± *3 U ( 3 2, 6mg, 3 6%) $r 

t UT#7c 0 

10 1 H-NMR S p e c t r urn (CDC 1 s ) 6 (p pm) : i. 15 — 1. 2 

5 ( 2 H, m) , 1 . 6 5 (I H, m) , 1 . 7 0-1. SO ( 2 H, m) , 2 . 1 
0-2. 3 0 (8H, m), 2. 8 0- 2. 9 0 ( 2 H, m) . 3. 72 ( 2 H, s 
), 4, 0 0-4. 10 (2H, m), 6. 5 0 C X H. dd, J =2. 4, 5. 6 
Hz), 7. 0 0- 7. 3 0 (7H, m) , 7. 5 0 7. 5 4 (2H, m) , 7, 

IB 6 0 (1H, d, J = 2 . 4Hz), 7. 9 4 (1H, m), 8. 0 2 (1H, d, 

J — 5 . 6 H z), 10. 44 ( 1 H, bis). 
E S I ~MS (m/ z ) : 5 4 9 [M+H] + . 

mimm 349) 4~ (h s ^ ; ^ 7--i -f/M tJkl ^ P 2 >' - 1 - tkM. 

^!)y^ 7'7F [6- (2-7/^p-4- {3- [2- (4"7/^p7 
20 T±^A-1 ^-fri^fR} Z£Zilj fcfPS i^- -4-^ ] T$ K 

IfflIT> 6 - ( 2 - 7/^tn ~4~=fn7x/ ^r>") fcT 1' 5 v 5 4 ~-f 
/k7 5V (2.0 Omg) *X h7t KP77^ (8ml) KBM^^ftt&, 7k?&T4 
TftMBWTK V P z^f-frT 5 >' ( 0 . 3 3 4ml) > -7 n u $r\Ut7 » — ( 0 . 3 
01ml) «x.fc tl «S^t«^l. 5!ffl»tfc 0 
25 »^/^ (2 00ml) tmmUB^^ t" P £-M<$S$0E (50ml) T'^gE Lfc 
„ 5->m Lfc^«US4rfiSPfti^SS7k*^ b P (50ml), * (50ml) 
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W^^i±W*b>t„ ibi-ffcil^N, N-v^W/^T^ K (8ml) % 
jjpxfdl^ 4 - (fc'o y ^V- 1 — f 9Vk) fc"^ y ^> n&S&fe (771m 
g) £ h P xf^7 5 y ( 0 . 8 9 6ml) 4 tfc 0 /xi^^&I^ 

jftj^/V (100ml) fctS?R£MbTi^=!?A>fcl&& (50ml) T?#ELfc 0 
^UtiiS^«r^-^*»» (5 0m3), * (5 0ml), ifP 
ifcfe* (50ml) T?JH»C«fe^Ufc«. «HSf^ h P 

^hHitmm^^ A^r^jyi^^ u-^y^yy^- (FUJ I 

silysia nh, mmm > ■■ mm^*= 1 : 1 ^st^/H k 

± 19 IfM Lfc 0 B fttyfeW^fc »EE»*tt 5 n t «t 9 4 - ( t" a y V > - 3. - 4 iV 
* f-M fc 8 ^ y V - 1 -- jj /M* A- v' y y ^ T v' K C 6 - ( 2 - 7 fr* a - 4 

~»fo7 * j n v') tr y s; 4 — r /k3 r $ K ( 3 5 0 m g ) ^It&w 

4 - (tfn y s^v- 1 f /M fvW fc^<y > 5 k- 1 -^M-f^J) v $ K 
[6 - (2~7^frJ-4~^fn7x/^y') t: 0 ]) 5:^^-4—^/1^3 K ( 
3 5 0mg) &fl-;U'n77y (8ml) h**/—?" (8ml) 
1 (1 6 2m g) &ap*T7k*#ffi*T 6 Vtc e f& 

m& u j --MTSsm ufc„ 5ifc&i*jE** tfc. # e>nfc«:t:^ y * 

7A^n-r>^57-f- (FUJ I SILYSIA N H, ttffig; ; 
ai^V : y ^ y 9:1) M 0 IfitlS L7ti£% 9 ^il^^iitS r. <L' 

|r. X V UWBMO 4 - ( tf a y v ; >' - 1 — 4 /^^ ^/^) ^ i J ^ y- 1 - # 

y y % 7 >' K [ 6 — (4~75y™2~7 ;i^;r a7*;^ ">") tf 11 5. v' V — 
T $ F (201. 4m g) ^#feM^¥<9i LT#fc a 
g^Tv 4 ~ ( fcf « y v - 1 - 4 fcf-< iiv^-i- # /m* * *s 

— f/k3 (lOOmg) £m^y~vl- (1ml) «$?Lfdt. (S) - ( 
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■f) -l Q-$^?T-7,/u'&>m (5 6mg) &te%.5ftmmwvft 9 m&mz- 

0 . 2 5 M 2 - ( 4 - y A -fr 07s =-lV) Ttf/^ 4 yftV7^- h - f 
-^>1f (1. 45ml) «X 1 H#M#L7C 0 jKJ&^M^ ^ (30ml 

) ttm&mfcm- h v $j*-&mi (2o m i) x*tmi<fr a ^mm^msmm^ 

5 mi~ Y y 9 ^7|cf#^ (20ml). (20ml). ^fP#^7k (20m 1) t?» 

S^y ftSf/lsftv&'p w y 4— (FUJI S I L Y S I A NH, BWiW. 

#f)tlfc^fc^f/w-f;V (l. 5ml) £^¥f">- (2. Oml) ^JPx. 
10 il^^-f ^ mm<k&® (3 2. 7m 

g) %mm&m&b it#t t , 

1 H-NMR Spectrum (CDC 1 3 ) 6 (ppm): 1 , 10-1. 40 
(1H, a), 1 . 5 0 - 1 . 7 5 (2H, m), 1. 7 8 (4H, m), 1 . S 9 
( 2 H, m), 2 . 3 5 ( 2 H, d , J - 7 . 2Hz), 2 . 49 (4 H, m) , 2 
15 .-9 2 (2H, m) s 3. 7 1 (2H, s), 4. 0 9 (2H, m), 7. 0 0-7 
. 4 5 <7H, m), 7. 6 4 (1H. m), 7. 86 ( 1 H, dd, J ~ 2 . 4, 
11. 2Hz), 8. 3 3 (1H, m), 8. 5 3 ( 1 H, brs), 12. 3 8 ( 

1 H, brs). 

E S I -MS : 6 1 0 [M+H] + . 
20 (mWM 3 5 0) 4 - ( fcTP V i>>'- 1 — ± ft* £M 3 ! ~Aik$. 

V y# T i/ K { 6 - [ 2 - yt\>it P r 4 — ( 3 - 7 ^ ^ /l-Ttf/i-f J ft 
W K) Z ^ ± >0 O-^ 4 — £ ^1 Z g K 

M*#H^T> 4 - (fc'n 3) 1 t°.<y v->-~- 1 -7?/^^v' 

25 -^/V] 75 K (lOOmg) -kx.tr J— (lml) Lfc^ (S) - ( 

+ ) -10-*>7r-^>l (5 6rag) fcjR X 5 ^>MlS# t fc s fitf&WL K 



475 



WO 20«5/082854 



PC!7JP20»5/003?M 



0. 2 5M 71=^7*^ Vf tv'T^" ^- f^^tt ( 1 . 4 5m 

i ) mnmwi-'t, Rmmmm^^ (3 om 1 ) tsip«*t h 

2 0 m I ) s 7k {20m 1). tfeff^ifck (20ml) Tiil^W Ltz : &:, BfrWM 

-r v u ^tiiit ii^iffi* hit B mb-htzmm^ ^ y * ?m 

p "V f^77^~ ( F U J I SILYSIA NH, ^ifj^ ; >' : 

(1. 5ml) t^f-y (2. Oml) tr/JPx.f«$*7c Q 

5a ufcm. i;ifiit 5 n ic «t 9 mm<t&® (37. e m g , 26. 4%) % 

1 H— NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 10-1. 40 
(1H, m), 1. 4 0- 1. 7 2 (2H, m), 1. 7 8 (4H, m), 1. 8 9 
(2H,'m), 2. 3 4 (2H, d, J = 7. 2Hz), 2. 4 8 (4H, m) , 2 
9 2 (2H, m), 3. 7 4 (2H, brs), 4. 0 9 (2H, m), 7. 0 0 

-7. 53 (8H, m), 7. 64 ( 1 H, m), 7. 86 (1H, dd, J *= 2 . 

4, 11. 2Hz), 8. 3 3 (1H, m), 8. 4 8 (1H, brs), 12. 4 

2 (1H, brs). 

E S I —MS Cm/ z): 5 9 2 [M+H] + . 

Jgjjjgi 3 5 1) 4 - ( 4 - 2< gvv 7^-1 — f 3J 2 > - 1 - * 

Ajfjr r> U >y ^ T K { 6 - [ 2 - 7 p - 4 - ( 3 - 7 *. EJkZ gvk£ 
a-fr W K ) y^y ^v^l $v^--4--OH 7 g K 

4 _ ( 4 — ^ /t, 7 v - 1 - "f />) i-'-^ y - 1 - # ^ ^ 9 y ^ T 

5 K C 8 1 m g ) / (lml) fci&fl? bfcfL (S3 ~ (+) -10 - 
^y7r^ >"lt ( 4 4 m g ) ^BxLv 5 #Pe1fi# U fc 0 KJ« 0 . 2 5 M 
2 —^ar^uT-fe^-A' -i yj-yt*yT^— V~ YAs-^lsWk ( 1 • 1 4m 1 ) 
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& i ^i$#it t mb-m&wm^^ oomi) ^m^^tr*^- h y r >^* 

« (2 0ml) T^SS Lfc„ #MU8*fi^»E**^ h 5 £^7k« (20ml 
K tK (20ml), (20ml) UfcSL f £ 

(FUj I S 1 LYS IA NH, ; ^ : M^rTvl^ 

1 : 5-1 : &j;Dlt^tfc^ B$$®#£i$£E»*© Lfc D 

# b tlltmfefrV'^.'f'^—y"*' (1. 5ml) £^ff-^ (3. Oml) fcao* 
Sfls&^BtLfc^ M^i-Sr.tlcj;D»ft## (6 1. lm 
g> 5 3, 3%) tr0fe»t bT#fh„ 

S H — NMR Spectrum (CDC 1 3 ) 3 (ppm): 1. 2 1-1. 4 0 
( 1 H, m) , I ■ 5 3 ( 2 H, m) , 1 . 9 3 (2 H, m) , 2 . 3 0 ( 3 H, s 

), 2. 4 7 (4H, m), 2. 6 1 (4H, m), 2. 9 5 ( 2 H, m) , 3. 7 4 
(2H S s), 4. 12 (2H, m), 7. 10-7. 5 0 (8 H, m) , 7. 6 2 
(1.H, s), 7. 8 6 (1H, dd, J -2. 4, 11. 2Hz), S. 3 3 (1 

H, s), 8. 4 5 (1H, brs), 12. 4 2 (IB, brs). 

ES I -MS (ra/z) : 6 0 7 [M+H] * 
(g&j&ffS 3 5 2) 4 - ( 1 - £ <?A< ^ g v ; > - 4 — f /V) ^ 2 > ; Z 1 ~ » 
* i/ 3_V± T i/ F I 6 — f 2 — 7 ^ p - 4 - ( 3 z V g ~/^Tir 

J^ WJO 7x;^r->] b:°!J g v ? >-~4~4 > ^} T g K 

4 (i — ^ f-,/i^b^y Vis- A -4jV) tf^v 1 ^™ 1 ~#/WK3^y 5/ ^ T 
[6 — (4 —T 5 / - 2 -y/Vfrny a= / 3^) t' 1 y 5 4->f ^3 T 

5K (llOmg) &::c^/-/V (lml) K3$fl¥l.fcSL ($) ~ (+) 
7 r >1f£ ( 6 0 m g ) 5 ^>Wjf # Lfc. 0 . 2 5 M 2 

- 7x - tvr^f-^ -i yttSsT*— V ~~ ** ^ W ( 1 - 54ml) x. 
1 E#fl1fi# Lfco ixfcl* «r«--'" ^ (30ml) ^»«7K*7" h P £ A^kig 
ft (20ml) T*#gB b&„ »f &MS*I£*SH" h JJ <7 ( 2 Oml) 
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7ic (2 0ml), Mftl&fck (20ml) -eif#cSter#- Lfc$U M?fc$rMi~ V y »y 

^77-f~ (FUJ I SILYSIA NH, fgtHlt ; ^~79 >" : 
1 : 5-1 : fciOHSl-fc^ §^feW^«EEaHbfco 

5 ( 1 . 5ml ) £-*^f->'(3. Oml) 

mmmttc* mfc%smutm,mm,&i~%^k\c£i9mmik&^ (2 4. 3m 

gv 15. 6%) &6fef&*£LT#fc. 

1 H — N MR Spectrum (CDC 1 3 ) 5 (ppm): 1. 2 1-1. 35 
(1H, m), 1. 5 0- 1. 7 2 (2H, m), 1. 78 £ 2 H, m) . 1. 96 

10 (2H, m), 2. 2 7 (3H, s), 2. 6 1 (4H, m) , 2. 9 2 (2H, m 

), 3. 5 3 (4H, m), 3. 7 4 (2H, m), 7. 10-7. 50 (8 Ft, m 
), 7. 6 3 (1H, s), 7. 8 6 (1H, dd, J ~2. 4, 11. 2Hz), 
8. 3 3 (1H, s), 8. 4 6 (1H, b r a), 1 2. 4 2 flH, b r s). 
E S I -MS (ra/z) : 6 0 7 [M+H] + . 

15 (mmm 3 5 3) 1 . - [ 1 - ( 2 — 5* ;* f/V7 S 7 ^tW ^ V 4 

.... 3 _ { 4 p 2 — P - 4 ~ (3- 7i E^Z±±^ £ W ^ ? S 

siy-vO fcf j) j£ V " 2 - j ± \ ~ I ~~ t s > ly ' r 

3 _ [ 4 _ ( 4 .- 7' ^ j - 2 ~ p 7 w / !J 2 ->f /Kj - 1 - 

[ 1 - ( 2 -v 5 M *5~?<sT 5 / fcf^ 3 4 ->f fls] ~l-;A ftv $ W T 

20 (8 lmg) ©ff7fc YxxyyV (3. Oml) SBRfc^ 2 - 7 * 

Tirfvv h— ^ifV^^ (0. 2M, 1. 7 Om l) tt,t, £ 
ST 9. 5««Lfc 0 K^»m-^^K fift^R**"?" *• y r >A?kit« 

25 ;^7A^o^F^77^" (Fuji S i 1 y s i a NH, 'B&M ; gftSfc^ 
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^IC^xfAs-f/V (1ml), ^f-y ( 1 m 1 ) %11az.1t,, $m LftftM 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm): 1. 6 8 ( 2 H, m 
), i. 7 9 (2H, m), 2. 12 (2H, m), 2. 2 8 (6H, s), 2. 4 9 
<4H. m), 2. 8 8 (3H, s), 3. 0 1 (2H, m), 3. 7 6 (2H, s 
), 4. 16 (1H, m), 6. 5 2 ( 1 H, dd, J — 2. 0, 5. 6Hz), 7 
. 10-7. 4 4 (8H, m) } 7. 6 0 - 7 . 6 5 <2H, m) , 7. 7 9 (IH 
, brs}, 8. 0 4 (1H, d, J — 5. 6 Hz), 10, 5 7 ( 1 H, s). 
E S I -MS (ni/z) : 5 9 2 [M+H] : '. 

^1 „ 3 „ [4 - (4- fS~ [2- (4-7^tP7x=^) T-fe^l W 
R} v) V & 2 - 4 /ki - 1 -p* ?v^» 

3 _ [4_. (4~7^;7^;^) tfP v^V- 2 — f /Wj -1 [1- (2—5? 
* J-/VT t J X'f'M ^ V 4 — { M ~ 1 — * ^4-' r > 1^7 ( 1 5 4 m g ) 

©f h7tKn77>' ( 5 - Oml) Sfi-e, 2- (4~ ? }\>7T »7x^ 

/U) r-fc^ 'f yy7^" h'7 t KP7 7>flS (0. 2 5M, 3. 7 3 

ml) Sr*P;ts »10. 5S|Wtfc n RJ&««^/K l&fn&IMe* 

b?c a dtt*«Hl U M£r v' y 77 7A^P^f^77^ (Fuj 
i Si lysia NH S ; gMt^/V— 'M^fvl' : / 9 J I 0 

: 1) mta.fc 0 gj»pj#«3®bfc 0 Mi^^^/^-X^ (1. Oml 
) v y ( i . Oml) SrAn^s If W bfc *SB bfc r.ti tril^S b 
. 0«^USS» (2 9. Sing, 13. 5%) $r« 0 
1 H — NMR Spectrum (CDC1 3 ) 6 (ppm): 1. 66 (2H, m 
). 1. 7 9 (2H, m), 2, 11 (2H, m), 2. 2 7 (6H, s), 2. 4 8 
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(4H, m), 2. 8 7 (3H, s), 3. 0 1 (2H, m), 3, 7 2 (2H, s 
) , 4 . 16 ( 1 H, m) , 6 . 5 1 ( 1 H, d , J — 5 . 6Hz), 7 . 05-7 
11 (5H, m), 7. 2 9 (2H, m), 7. 5 3 (2H, d, J =8. 8Hz 
), ?. 6 6 (1H, s), 8. 0 3 (1H, d, J — 5 . 6Hz), 8. 3 3 (1 
H. b r s), 10. 47 ( 1 H, s). 
ES I -MS (m/z) : 5 9 2 [M+H] + . 

( l^fl! 3 5 5) 3 - { 6 ~ [ 2 - 7 A^E p Z 4 ~ ( 3 ~ 7 ^ -^Z:g^f2L 

W Y) y * J *<-V\ b° y * v ; > - 4 - 4 M - i - 1 jA^z i - I Lz lII^: 

j * 7 'tj "7- ^ >' - 3 - -f ^ T J > - 4 — 4 ?V\ '7 I- 7 J 

3- [6- (4~7$y~2-7/^D7s;^» 5 -1 

^ 1- [ i - ( i ~ /. TAsTtt&v 3 — i /v) y v 5 ^- 4 

] 71/7 (6 8. Omg) (Dx^/^ (2. Oml) (IS) - (+) 

-10-*>77 vi (70. 2 m g ) fc&tf*. N MLT? 1 0 ^fli# Ufc 

o — !C, y^^r**- »■ f;^^«(0. 2 5 

M\ 1. 9 1ml) tr«., iiat30WIL7: = (50 
m 1 ) &^lP.pl^7K«7- h y !>A7K« (2 0m 1 ) £#KLfc 0 

^*Ti»U *tK«7-I^ ^A-e«tfc 0 :MflU 

#s Sftf&lfeU S^*fcLT3HEft;&4fe (12, 9mg v 13. 4%) fc#fc 

X )HWR Spectrum (CDC1,) 5 (ppm): 1.68-1.98 (6H, m), 2-40 (3H, s), 2.85 (2H, m), 
2.92-3.00 (6H, n), 3.59 (2H, m), 3.74 (2H r s), 4.20 (1H, m), 7.21 (Hi. m), 
7.29-7.46 (7H, m), 7.67 (1H, s), 7.86 (1H, del, J=2. 4, 11.6 Hz), 8.34 (1H, s), 
8.50 (1H, br), 12.43 (1H, s). 
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E S I -MS (m/z) : 6 0 7 [M4-H] + . 

mm m 355-1) j* r 1 - c 1 - ^ jjkz$£2. ^~ g - ^ ±3 gd- 
y >• — 4 -- --f .^-1 

?lc?&±.~e!i#T-, t e r t—'ff-A' 3- [4™ (t e r t Y**/j3A'i$~}V 
T%S) tf^y > 5 >~ 1 — f/i-'] Tif^v^- 1 r (2- 4 9 g 

) S)f f7tF O 7 7 >' (10 0ml) W&KJ&Mfc 9 r > *7*A' 5 ~ P A ( 9 3 

Omg) «SfflmT7mJiTM. O^fels 0#R8&#Lfc o Hi£ 

i^tiWTl. 5«M«Ufc 0 bfc. (0. 9 

3ml). 5 TStymttl- >■ y £ ( 0 . 93ml),* (4. 65ml) £r)R 

0 5f4'lll. LT«tffcl^ (1. 0 7g, 8 3. 4%) 

?c D 

l H-NMR Spectrum (CDC1 S ) 5 <ppm) : 1.35 (2H, m), 1.82-1.90 (4H> m), 2-35 (3H, s), 
2,43 (3H, s), 2.71 (2H, m), 2.88 (3H, m), 3.52 (2H, m), 3.68 (1H, m). 
E S I -MS (m/z) : 1 S 4 [M+H] + 

jmmm 3 5 5-2) s ■-- r 6 - (2-7 /v* g - 4 - e L h2^ z±jdUgJl 
^> -4 -^f /v] -- 1 - fv^z 1 - r .1. -■ ( 1 - / f2kZM ± 2 > '- 3 -f.^ 

6 _ ( 2 - JA/it* ~ 4 - = h S3 ;? ,r. 7 tT I? 5 v'> - 4 ->f A*T 5 V (25 

Omg) ©ffrc Kn77> (1 Om 1) h JJ^-^/VT^V (0. 3 0 7 

m } ) N ? p p rifgf 7 * ( 0 . 264ml) MUX* 3 0 ftfflMW 

Ut a N, N~^W^r?K (5. Oml) 

jt^/v- [i- (i -^/wr-t^^™ 3 e^v — r t 

5 >■ ( 1 . 0 7 g) mU.X*3 68fP«#tfc 0 Sr^trgm^^^i 1 N 
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&i/ v % 7A^c-7 v {? ~? y << "~ (%±-y P v^r nh s mmwi ; gfcgf^fw 

^f-@*tr^^f-V (5ml) IdRSBS-Sfc. £*L«:£Et, S^fSflU &&n%Z 

tLxmmit^m a 9 smg, 42. 0%) &#fc 0 

X H-NMR Spectrum (CDC1 3 ) <5 (ppm) : 1.68-1.83 (4H, m), 1.95 (2H, ra), 2.36 (3H, s), 
2.85-2.97 (8H 5 m), 3.53 (2H, m), 4.20 (1H, m), 7.34 (1H, brs), 7.42 (1H, m), 
7.77 (1H, m), 8.08-8.14 (2H, m), 8.33 (1H, m). 
E S I -MS (m/z) : 4 6 0 [M+H] + . 
WHS13 5 5-3) 3- [6- ( 4 -T g / - 2 - 7 S / jrvlJ^L 

^ ^ :y ,, 4 _ ^ - x - ^ *f- } y- i - [ 1 - ( 1 - ^ ^VT jg ± Z?^-3~4 Aj 

) }) 1 -4 AdJlkZ. 

3- [6- (2™7Mn-4-^f07x/^) tf !7 ^ v ? >'~ 4 — >f ~ I 
y i - [ l - ( 1 - * f^T^tf^— 3 -4 )V) y 4~4/^ 
] «7 VT < 1 9 3 m g ) ©f f7t K077V (10 0ml) »tv 2 0 
ft/-?7^7A^i (5 9 0xng) ^SITOte. 5«#lfc 

( 1 3 6 m g . 7 5. 4 %) %#/c 0 
E S I -MS (m/ z ) : 4 3 0 [M+H] + . 

m&M 3 5 6) 4 ----- ( 3 - f}V7 % / T't f & >- l~ 4 M jj 2 V 
1 - ^ V I? Z 2. XS^E [4-(4-!3-[2-(4-7;^P7i 

r^ ^l frWKi 7x/^) vpi?y-2-4/>l 7' g k 

y£ Tv-F [4— (4-75/7x/^» t" JJ v^— 2 — f/W] 75K (6 
Omg) <DT YJt Kp77^ (5. Oml) OTtiZU t^t\ 2 ~ (4— 
p 7' * T-fe fib 4 y >'T^~ b —f h 7 t Kc77 ( 0 . 25 M v 

1. 7 5ml)lrHllIST'0. 5«^#tfc 0 S^^»»*«-t-hIf 
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(20ml) sr»x, rn.rn.vo. swmmwutv ^^mm^^v 
mint; %mm %$m&®&~?®& l*. zfr&m*makt b v ufc. 

r. tit-iili hfz 0 M*r^ V * 7M a " ? 'c ^7 7/-(Fui i S i 1 
ysia NH V &|£J& ; SPfife^^-lffiBe^^ : y -/V- 10:1) tf 
mi'fz, IW^tiitfc, #&|ttcg^}-^-^^-yvV (1ml), — 
$Mf-> (2m 3) ttxT ~ WlS^^rfc, £ft£5StUfc.„ Zthfti?^/^ 

^ (2 3. 2m g, 2 7%) 

l H~NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 27-1. 35 
(2H, m), 1. 7 3 (2H, m), 2. 14 <6H, s), 2. 3 1 ( I H, m 
), 2. 9 0 (3H, m), 3, 0 4 (2H, m), 3. 52 (2H, m), 3. 7 2 
(2H, s), 3. 8 9 (2H, m), 6. 5 0 (IH, dd, J — 2. 0, 6. 0 
Hz), 7. 0 5-7. 12 (4H, m), 7. 2 3 (1H, m), 7. 2 9 (2H 
, m), 7. 53 (2H, d, J = 8. 8Hz), 7. 59 (IH, d, J = 2. 0 
Hz), 8 . 02 ( 1 H, d , J = 6 . OHz), 8 . 09 (IH, b r s ), 10 
. 4 5 (IH, s). 

E S I -MS (m/ z ) t 5 9 0 [M+H] ",612 [M+N a ] + . 

mmm ssd 2 - ( c 4 - (twj >-i~4M v ^ >'-~ 1 — Ok 

■\ r;/>^-:-/S>r g I } -- 4 - ( 4 - { 3 - [ 2 - ( 4 - 7 g 
/i/i K- 7 x/»-» bfI?-^>: 

4 „ (4 „ 7 .;; 7 ^;^i/) - 2 - {[4-- (T^v 5 V- 1 — f /l^) fcf ^ V V> 
y- i - -Y 7k] jjfi'lR—fi'T 5 y } fcf JJ v ; > (67. 8 m g ) ©fh7t Kp77 
V ( 2 . 5ml) ^$t{£ 2 - ( 4 - 77WT n y xu^jV) f*}V 4 V is T * — b 
~~T h7t KP77 ( 0 . 2 5M, 2 . 2ml) Sr^mfcT^^L, 2 

# L 7t D 2 — (4 — 7 57^ T~fc ^/V -f y V7 ^ — r ~ T" h 7 fc F p 
77 -7 ( 0 . 2 5 M, 1 . 5ml) SrMtZlTiiftl bfc c 6 R#M&* 2 - (4 
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•••• 7A-fn 7s=^) Tir^;v >f y h— f h '7 t K077 (0. 

2 5 M, 1 . 8 5 m J ) s *M V tf/Kx^A-T 5^(0. 3 2 2 m 1 ) &&& 

5 fc Q » u aas % y * ^^p^f^r;^ c f u j i si i 

y s i a NH S ; «xf;W|^xf^ : * ? 7 -/V- 9 7:3) £ 

53ttf*ibfc 0 iiti:Sf^fA' CI ml) ttitT 

WW^^-^rfc, ii^«-rs^-i^.t i 5s «fkl§-#5 (17. 

0 in g , 17%) £ & i LT#fc 0 
10 5 H~NMR Spectrum (CDC j 3 ) 8 (ppm) ; 1 . 20-1. 

3 5 (2H, m), 1. 6 0-1. 7 5 (2H, m), 2. 0 0-2. 10 (2H, 
m), 2. 19.UH, m), 3. 0 3 ( 2 H, m), 3, 16-3. 2 0 (4H, 
m), 3. 7 2 (2H, s), 3. 8 5-3. 9 5 (2H. m), 6, 50 (1H, 
dd, J = 2. 4, 5. 6 Hz), 7. 0 0-7. 3 5 ( 7 H, m), 7. 5 0-7 

15 . 5 5 (2H, m), 7. 5 9 ( 1 H, d, J — 2 . 4Hz), 8. 0 2 ( 1 H, d 

, J = 5 . 6 Hz), 8. 3 3 (1H, brs), 10. 4 7 (1H, brs). 
E S 1 -MS (m/ z ) : 5 4 7 [M+H] + . 

(H»J 3 5 8) 2 - (T4 - (l-7t^^7^^-4-^f^) b"-<yv-V 

-1-4.^1 %j±M~^kZJLZl " 4 " ~' 4 ~ L3 - (2-7:s.~;uy-fr?vV) '7 

4 _ ( 4 •••• 75771/^7) -2- {[4- ( 1 ^A- -fcf^ 7 5? >-~ 4 ->f /V 

) If-^y 1 A A-] *i?V7f^7VT 5 / } fc n !) V s > (75. 2 m g ) ©f f7 

fc KD77 7 (4. 0ml) 880c 2-7 ^ A^T Ir^A- >f V v-T-t^ h — "^f 
(0. 2 5M, 1. 83ml) ^mmcXM±, ~$t$kft tfco /SiS'SS-C 
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h ?7 7^- (Fuji Silysia NH S ; WM- : f'- — 

ffttgimfvl' : A $ J — /V= 9 8 : 2 ) jCt 9 Us ftHft^^J (48. 5 m g > 

4 6 %) & e©* t u#t„ 

1 H — NMR Spectrum (CDCl 3 ) £> (ppm):l. 4 0-1. 9 
5 5 (5H, m), 2. 3 2 (3H, s), 2, 4 0- 2. 7 5 (8H, m), 2. 8 

8 (2H, m), 3. 7 5 (2H, s), 4. 0 6- 4. 16 (2H, m), 6. 5 

0 (IH, dd, J *= 2. 4, 5. 6 Hz), 7. 0 0-7. 10 (2H, m) , 7 
, 2 1 (1H, brs), 7. 2 5- 7. 4 5 (5H, m), 7. 5 0- 7. 5 5 ( 
2H, m). 7. 5 9 ( 1 H, d, J - 2 . 4Hz), 7. 6 7 ( 1 H, brs), 

10 8. 0 2 (IH, d, J = 5 . 6Hz), 10. 4 7 (IH, brs). 

ES I -MS (m/z) : 5 7 2 [Mi H] +. 

Jtfefl 3 5 9) 2 - { [ 4 -- ( 1 -■ ^ fcf^ g v' >- - 4 - jT /V) y i? >■ 
~j -S/iA ij/ lstf-frTSS) --4- 14- t3- ( 2 -7 ^~AT-fer:W '> 

15 4 - (4 -T 5 / 7 » / - 2 - { [ 4 - (1 - j* ^ P ^ V- 4 ->f A- 

) v^- 1 — f />] $A>i$~A'T 5 y } t'Jj^y (80. 7 m g ) ©T f- 7 

fc K»77> (4. Oml) 2-7 x^/urtf/V V >>T h -~^ d r 

fyfij (0. 2 5M, 1. 9 6ml) &MfB.fcXM%-, ItliffLfc. fxfct&K 

A^n?F07^(Fui i Silysia NH S ®Um ; ilF-^f /u~ 
If^n^/V —A* =95 : 5 ) (210:0 U *Mjb## (73. 7mg, 

6 6%) UC#fc, 

1 H — NMR Spectrum (CDC1,) 5 (ppm): 1. 5 0-2. 1 
25 0 ( 6H, m), 2. 2 0- 2. 3 6 (4H, m), 2. 5 0- 2. 6 0 (4H, m 

), 2. 9 0- 3. 0 0 (2H, m), 3. 4 4- 3. 54 (4H, m), 3. 7 5 
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(2H, s), 6. 5 0 (1H, dd, J = 2 . 4, 5, 6Hz), 7. 0 0- 7. 
10 C2K, m), 7. 17 ( 1 H, brs), 7. 2 6- 7. 4 5 ( 5 H, m), 
7. 5 0- 7. 5 5 (2H, m), 7. 60 (1H, d, J = 2. 4Hz), 7. 7 
5 (1H, m), 8 . 0 2 ( 1 H, d , J == 5 - 6Hz), 10. 47 ( 1 H, b r 

s). 

E S I -MS (m/z) : 5 7 2 [M+H] + . 

mmm 3 go) 2 - 1 r 4 - ( 2 i t/k z la* t M - 1 ~^ jV 

] j?;v^/k7g;i -4- (4~ [3- (2-7 o :^^7W) frW if] 7 

4- (4-7$y7x;^) -2- {[4- i^f^^/^fw) txijj; 

^_ ! _^^] ^;Ut*^/V7 5 / } fc° .1 (60. 6 m g) !0f h9 t Kn 7 y 
V ( 4 . 0ml) t- 2 ~ y =c ^/>7tf;V -f y v-T -t-" h - f* >1£& C 
0. 2 5M, 1. 6 4 ml) &&mfcTM?L, -HfeSitf US:. j*J«fcg»^Vl-' 

^77^ (Fuji S i 1 y s i a NH 4 W"J|x^) 
L, Si» (5 9. 5mg, 6 8%) % &&ffi%.t LT#7c 0 
1 H-NMR Spec trum (CDC I 8 ) 5 (p pm) : .1 . 10-1. 2 
5 (2H, m), 1. 6 5 { 1 H, m) , 1. 7 5- 1. 8 5 (2H, m) , 2. 1 
0-2. 20 (2H, m), 2. 22 (6H r s), 2. 87 ( 2 H, m), 3. 7 
5 (2H, s), 4. 0 0- 4. 10 (2H, m), 6. 4 9 (1H, dd, J = 2 
4 , 5 . 6Hz), 7 . 00-7. 10 ( 2 H, m) , 7 . 21 (1H, brs) 
7. 2 5- 7. 4 5 (5H, m), 7. 5 0- 7. 5 5 (2H, m), 7. 61 ( 
1H, d, J = 2. 4Hz), 7. 94 (1H, brs), 8. 02 (1H, d, J 
= 5. 6 H z ) , 10. 4 9 (1H, brs). 
E S 1 -MS (m/z) : 5 3 1 [M+H] + . 
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(gMM3_6jJ 2- {[4-- (7ff^>-~l — IM 7 7-- 1 

1 j3)V&~frT X J } - 4 - i 4 - C 3 - - (2-7 g E2kZ^± 7 W K] 7 

4- (4-7;;7-.;^>') - 2 ~ {[4- (rWv 5 ^™ i — < a*) txy^ 

5 #;M*~^T5;/} t'U^V (6 2. 8.mg) (Df 1^7tKn77 

7 ' ( 4 . Oml) K 2 - 7 ^ ~/V7 -te f-)V 4 7 v'T * - b — f - 7« ( 
0. 2 5M, 1. 7 1ml) fcMJCTjR?L "l&WtTt, ,SJ5»-»^^ 

N Mikw&st? y v $j*v&m t&, u m-^7 u # tv^ 7 ^ * ^ h 

10 ifyyj— (Fuji Si 1 y s i a NH, ; m^^~ffim^fr 

—;V^ 9 8: 2 ) \Z. £ 5 ftffig U (50. Orng. 55%) % 

*H-NMR Spectrum (CDC 1 3 ) i'(ppm): 1. 20-1. 
4 5 (2H, m), 1. 6 5- 1. 7 5 (2H, m), 2. 0 0-2. 10 (2H, 

15 m), 2. 20 (1H, m), 3. 0 3 (2H, m), 3. 14-3. 24 (4H, 

m) , 3 . 7 5 ( 2 H, s } , 3 . 8 5- 3. 9 5 ( 2 H, m) , 6 . 49 ( 1 H, 
dd, J = 2. 4, 5. 6Hz), 7. 0 0-7. 10 (2H, m) , 7. 17 (l 
H, b r s), 7. 2 5- 7. 4 5 ( 5 H, m) , 7. 5 0- 7. 5 5 (2H, m) 
, 7. 60 (1H, d, J = 2. 4Hz), 7. 6 9 (IB, m), 8. 0 1 (1H 

20 , d r S = 5. 6Hz), 10. 4 6 (1H, brs). 
E S 1 ~-MS <m/ 2 ) : 5 2 9 [M+H] + . 

mmm 352) 2 - { c 4 - ( 2 — ^ ^ gy^r s j \£ -<v p 1 - 

4M %;i'tf~/i>y$ ;} -4- (2-77M~a--4- (3 - [2- (4-7/i--;r 
n 7 -~ T -fe fvT] 7 W F) 7 j / 3r -7) b" V i? ^ 
25 4- (4-7$;-2-7/Vtn7x;^» -2- {[4~ ( 2 - -7 ;* 9vVT 5 

J nf-jls) fc7<y -77—1 ~4 )V\ -%JVi$~iV7 $ / } fcf ji -7 7 (84. 3 m g ) 
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(O'r b 7 fc K n y y >' ( 2 . 5ml) iglffitt: 2 - (4- D7x ^/W) T-fef* 
y h- x h 7 t Ka77 ( 0 . 2 5 M, 5 , 0 2 331 3. ) , i? 

4 y-ftt \f/V^;VT % V (0. 218ml) %W6k\CXMx.^ —ffiMW Ufc* fit 

/^7A^nv^77^ (Fuji S i 1 y s i a NH, MMt ; f?g^ 
^./P-^fmt^^/^ : ^ ^ 7 9 5 : 5 ) £<fc l 3 U *®ffc^fe (34, 0 

mg, 2 8%) ^86©*itT#fc, 

1 H — NMR S p e c t r urn (CDC 1 3 ) 5 (p pin) : 2. 29 (6H 
10 , s), 2. 40-2. 5 8 (8H, m), 3. 44-3. 54 (4H, m), 3. 

7 3 <2H, s), 6. 5 4 ( 1 H, dd, J -2. 4, 5. 6 Hz), 7. 00™ 

7. 3 5 <7H, m), 7. 5 9 - 7. 6 3 ( 2 H, m), 8. 0 0 8. 10 (2 

H, m), 10. 5 6 (1H, b r s). 

E S I ™MS (m/z) : 6 0 4 [M4-N a 3 + . 
15 (»#j 363) 2- {[4- (2-3*,* *f~/lsT $ J fcf^7 v ; >- 1 - 

-f 7j JV&~)VT % J ) "4 -- (4 - {3 - [2 - ( 4 - ?M g 7 £ T 

4 - ( 4 -T 5 / 7»y -f - 2 ~ ([4 - ( 2 - fVl'T ^ / fc^ 
f/ V- 1 ->f 7U] */l^?-/VT S; .7 } fcfy V s (86. 7 m g ) <OT h 7 t Kn 
20 77^(2. 5 m 1 ) WH£ 2 •- ( 4 ~ 7VK^ P7x ^/V) Tttfc ^y^T'f- 

»f~rf7 t FP77 >'MW ( 0 . 2 5 M, 5 . 4ml), *M V ~7°h \£A*x.?* 
^7;7 (0.. 2 3 5ml) fcMKTjPJt, ™B«#Lfc 0 IzlS^I-SlI^^ ^ 
h y !7A*«»xT^->fiiLfc 0 «S-£-»«7KT^#b 

s SItRIISI^ f y Ufc 0 ras* u gt» v- y * 7 A : -7 p -? h 

25 ^77^-(Fuj i Silysia NH, ; IM^^.^~S^Sl'^?vu 

. ^^/-^=9 5:5) teitJUKU (3 6. 2mg, 2 9%) % 
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&&M^k CT#fc 0 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppm):2. 3 0 ( 6 H, 
s), 2. 4 0- 2. 5 8 (8H, m), 3. 4 4-3. 5 4 (4H, m), 3. 7 
2 (2H, s), 6. 5 2 (IH, dd, J ~ 2. 4, 5. 6 Hz), 7. 0 0-7 
3 0 (7H, m), 7. 5 0-7. 5 5 (2H, m), 7. 6 0 ( 1 H, d, J- 
2. 4Hz), 7. 91 (IH, m), 8. 0 2 (IH, d, J = 5 . 6Hz), 1 
0. 4 4 (IH, b r s). 
E S I —MS Cm/ z ) : 5 8 6 [M-f N a ] *. 
(MfePJ 3 6 4) 2 - 1 f 4 - ( 2 - f/V7 g y fc;V<y 1 ~ 

i3 .t\>-M~}VT ^ J'\ --4- {2"7/^p-4- [3- ( 2 - Z.^..e.^Z±. 

4 „ (4-7Sy-2-7^tn7ay^) -2- {[4- (2-^^75 
/ ,x^/U) fcf-^^^V- X --f /W] 5 / } y i?V (87. 4 m g ) 

097" h7kKn7-;V (4. 5 m 1 ) 2 -7x=A'7tf , /l' y->T^— 

j.-^drf-^M (0. 2 5M, 2. 2ml) ^tfiiCtJStis -«#tfc c S 

fa«7k-e^b, h y 7A«ifc 0 #*8f*u «&->y 

;^7i^D7f.07-f - (Fuji Silysia NH, &(*IS3e ; SEgk* 
^--|»^'v: **S*-A"*9 5:5) fc£*m#U (8 2m g 

, 6 7%) %&&mzkvxmz„ 

5 -H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 2. 27 (6 H, 
s ) , 2. 40-2. 54 (8 H, m) , 3 , 4 6- 3. 5 6 ( 4 H, m) , 3 . 7 
5 (2H, s), 6. 5 2 (IH, dd, J -2. 4, 5. 6 Hz), 7. 0 0-7 
, 4 5 (8H, m), 7. 5 5-7. 6 5 (2H, m), 7. 8 7 (IH, b r s) 
, 8. 03 (IH, d, J = 5. 6Hz), 10. 58 (IH, brs). 
E S I -M S (m/ z ) : 5 6 4 [M+H] + . 
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K m*m ass) 2 - { r 4 - ( 2 - t?/ f-/v r % j g ^ z 2 :y - 1^. 



4 _ {4-7* /^/^V) ™2~ {[4- (2-v^W?;xf;!/) bf^ 
5 7 ^>'~ 1 ~>T^] %fl'i&~fl'T %J) W*J % s (97. 2m g) «f l-7t Ko 
7?y (5m 1 ) 2 - 7^^^T-fe^-A -f y^7^-h-^t>'tt ( 

0. 2 5M, 2. 6ml) MfctUlt, OT^^i 

10 77^- (Fuji Silysia NH S &ffi$t ; «:r„^^~^^^/U : 

^,/-;!/-9 5 : 5) teiOUMKU (lOOmg, ? 2%) 

'H-NMR S p e c t r urn (CDC 1 3 ) 5 '(p pm) : 2. 2 8 (8H, 
s), 2. 4 2~2. 5 6 (8H, m), 3. 4 6-3. 5 4 (4H, m), 3. 7 
15 5 (2H, s), 6, 50 (1H, dd, J = 2. 4, 5. 6Hz), 7. 0 0 - 7 

. 10 ( 2 H, m) , 7 . 18 (1 H, b r s ) , 7. 2 5-7. 4 5 (5 H, m) 
, 7. 5 0-7. 5 5 < 2 H, m) , 7. 60 ( 1 H, d , J = 2 . 4Hz), 7 . 
7 7 (1H, brs), S. 0 2 ( 1 H, d, J = 5 . 6Hz), 10. 4 8 (1H 
, b r s ) . 

20 ESI -MS (m/ z ) : 5 4 6 [M-f H] + . 

(3&6Sffl 366) 2-{[4-(l-^ fvV 2 P M & <V 

ziA.iidJd %2kM^kZJLLl "4- (4- r 3 -- (2-y^^/^T-te^M.. .^ 

r> y- 4 K1 7x7^M 9 ^ ^ 
4 „ (4_7^77 x /^» —2- {[4™ {l—* l f-A'¥-< 3 7i?y~-4—4A' 
25 ) tXij>?y~i--^/l/] ft;ls$~jvy $ / } t^iv^ (1 3 Omg) <fc ( + ) - 
1 0 - %l/7T*-X A'Zfc ^Sfe < 1 3 8 m g ) # / — /M 3 . 0ml) jgtttC 2 
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-7s^7tf^ -f yf-^v'TJfc— h— hA'^>^U (0. 2 5M, 2. 5 m 

5 f F^77-( i - (Fuji Silysia NH, ; f^x^-^x 

fyk : > £ y -/b- 9 8 : 2 } iCi 9 f§M U Mfc-g^ (48, 5mg s 2 6 % 
) lT#fc. 

1 H~NMR Spectrum (CDC1 3 ) 5 (ppm): 1. 4 0 - 2 . 0 

0 (5H, m), 2. 3 0 ( 3 H, s), 2. 4 0-2. 9 4 (1 OH, m), 3. 
10 74 (2H, s), 4. 0 5-4. 16 (2H, m), 6. 53 (1H, dd, J = 

2. 4, 5. 6 Hz), 7. 0 9-7. 15 (2H, ra), 7. 2 2 (1H, brs 
), 7. 3 0-7. 4 5 (5H, m), 7. 67 (1H, d, J ~ 2 . 4Hz), 7 
. 6 9-7. 7 0 (2H, m), 8. 04 ( 1 H, d, J«5. 6Hz), 8. 46 

(1H, brs), 12. 3 0 (1H, brs). 
15 ESI -MS (m/z) : 5 8 8 [M+H] + . 

( WMM 3 6 7) 2 - { [ 4 - ( 1 - * ^< V*?>-4 — f M ^ V V 
- 1 -^f /H ^?;^^x;k7 1ZJ "4 - {4- [3 - (2-7 S^ZllZ±±^ £ 

4 _ (4~7S/7x7^» -2- {[4- ( 1 ^/VfcV< y 4 — i fV 

20 ) tf^75?y-l-'f/l'] invito !V7 % J } eyi?V (153mg) i ( + ) - 

1 0-^y77-^^yi (1 6 2m g) <D^# / —fr (4 . Om I ) #1fSi<C 2 
-y^^^T^/V 4 y^v'T^— h- W^MM (0. 2 5M, 2. 9 3 
ml) Sr^fifc-CflRiL 3^W#Lfc 0 m»Wit^?vvtt»MSt7K*x f 

y ^ ATR^ire^iaufc »M£ta«§t;«t- v y 

3t — (F u j i Silysia NH, B'&M ; BB^^'-Wm 
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:*?J ' — /U— 9 8 : 2 ) ia?)«SU §*Mfc^#> (71. 8 m g N 33 
%) LT#fc„ 

l H NMR Spectrum (CDCl 3 ) 5 (ppm) : 1. 50-2. 0 

5 (6H, ra), 2, 2 0-2. 4 0 (4H, m), 2- 5 0-2. 6 5 (4H, m 

), 2. 8 5 3. 0 0 (2H, m), 3. 4 4-3. 5 4 (4H, m) , 3. 7 5 

(2H, s), 6. 53 (1H, dd, J — 2 . 4, 5. 6Hz), 7. 09-7. 
15 (2H, m), 7. 19 ( 1 H, brs), 7. 30-7. 4 6 (5H, m), 
7. 6 5 (1H, d, J = 2. 4 Hz), 7. 6 7-7. 7 0 (2H, m) , 8. 0 
4 { 1 H, d, J - 5 . 6Hx), 8 . 4 5 ( 1 H, brs), 12. 30 (1H, 
brs). 

£ S I -MS (m/ z ) : 5 8 8 [MH-H] + - 
aHtH 3 6 8) 2 {[4-- (2 ^ § / ^<y I " 



4 _ (4-T$/7*y*V) -2- {[4- (2-^W?;xf;V) fcf-< 
7 *^#-^T$/} fy^y (137mg) i ( + ) -10- 

ii >' 7 r - £ 1 5 1 m g ) * / ( 3 . 5ml) 2 - 7 ^ 

-A-TWA ^yfty'7^-f-h/w:.yti (0. 2 5M, 2. 7 3ml) 
Srga&fcTftJ;^ 3«»Lfr. 0 f V *A 

07^- (Fu j i S i 1 y s i a NH S ; |»^/^BBSfc*?'A' 

;^= 9 8 ; 2) iCjtDffilftU «&ffc£* (86. 5m g> 4 5%) tr 

1 H — NMR Spectrum (CDCl a ) 5 (ppm): 2. 2 7 (6H, 
s), 2. 40-2. 5 6 (8H, m) , 3. 4 8-3. 5 6 (4H, m) , 3. 7 
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4 (2H, s), 6. 5 3 (1H, dd, J = 2. 4, 5. 6Hz), 7. 0 8-7 
13 (2H, m), 7. 19 (1H, brs), 7. 3 0-7. 4 8 (5 H, m) 
, 7. 65 (1H, d, J=2. 4Hz), 7. 6 6- 7, 7 0 (2H, m) , 8. 
04 (1H, d, J = 5. 6Hz), 8. 48 ( 1 H, brs), 12. 30 (1H 
, brs). 

E S I —MS (m/z) : 5 6 2 [M+H] + - 

mmm 3 6 9) 2 - \ [ 4 - ( 4 - g k g y 1 - ± ;±) ^< v 
yy- 1 ■fi^-.A-r %2l =lz L 4 - [ g - (2-7 ^ ^r-fe^ 
j w k] z e ^ ^ >: 1 ^ ' J ^ ^ 

4 - u-r%;7 *J*v) - 2- {[4- (4-t Ko^fc^iii?y-i- 

4 M P 1 — < /?/^^7 $./} t 5 y v->' ( 1 3 1 m g ) t (+ 

) -10-*>77-^*^SI Ci'Omg) (Ozcjrj'-A' (3. Oml) gfjRfc 
2 - 7 ^ -;V7* 5vP ^ y fit %sT* —y~Y { 0 . 2 5 M, 2 . 5 

4ml) %SS.{nTSnx.s 2BMa#bfc„ K^^ftSS^'^A'tftlSlKSbK*^- 

h v &7mw.x*$mvK. B mm&£m&&&mf h y * «^jfck 

£ a h #7 7 A - (F u j i S i 1 y s i a NH, f4Mfl ; 
Sfeu^/u : ji £V 9 7 : 3) £ 9 fffMbfc. BW*Sr^tf®^^«ffi**S 

LT#fcft7U«^fl#^7vl' (1ml) -^HJ-y (3ml) Sr*P^TlS»$* 
7c 0 illttS £ £ M 9 , (46. 5 m g s 25% 

) UT#fc. 

1 H — NMR Spectrum (CDC1 3 ) 5 ( p p m) : 1 . 4 0-2. 0 
0 (8H, m), 2. 2 5-2. 4 5 (2H, m), 2. 5 1 ( 1 H, m), 2, 7 

5- 2. 9 5 (4H, ra), 3. 70 (1H, m), 3. 74 ( 2 H, s), 4. 0 
5-4. 2 0 (2H, m), 6. 5 3 (1H, dd, J = 2. 4, 5. 6Hz), 7 

0 9-7. 13 (2H, m), 7. 2 6-7. 5 0 (6H t ra). 7. 6 4 (1H 
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d, J = 2, 4Hz), 7. 6 6—7. 71 (2H, m), 8. 04 ( 1 H, d , 
j -5. 6 Hz), 8. 5 1 (1H, brs), 12. 3 1 (1H, brs). 
ES I -MS (m/ z) : 5 8 9 [M+H] + . 
(^MM 3 7 0) 4- (^pP 1 ~ -< & - A ^ ^ y ~~ 1 # 

5 # v- ?J y T v" K { 4 - [ 2 - ZZ k ^jg _ 4 " (3-7 x=/V7-fe fvl- ft W 
K) 7 ^ J 3r b° 1? i? >■ T_g F 

tMItTv 4 - ( 2 -7Avt p-4-^fP7x;^) P ^ V- 2 —f ^ 
( 1 6 0 m g ) I:fh7'^ K» 77 >' (7ml) \Z&fR ?KtK^ 
fltf #TK- r y ^)V7 5 >' ( 0 . 2 6 8ml) i^PP =¥167 w ( 0 . 24 

to 2mD ttxfc, jx»^^i^"e^-^it i i$i!»i/& 0 miMmWi^ 

;M2 0 0ml) £ ISMSt/Klt 7" h i> 7 AtK» (50ml) T?#ffi tfc 0 #fljt 
t««tr»^«^-t- h U 7^7}q« (5 Om .1 }. 7k (50ml), l&fP^ 

JStK (1 o Om l) LfcfL #^T«<Lfc 0 WB&M 

EES*Lfc8^ #^«J'N, N-^fM?W$K (7ml) %M±fz 
15 ^ 4 { fcf n U v 5 ^- 1 ¥~;is) fcV« U Z&gfcS (6 1 9mg), 

f. y zcf-jVT X > ( 0 . 7 1 6 m 1 ) %Mx.X 4 Lfc. 
/KlOOml) i:»»T>'^"-'7^*M (50ml) T?5^ffitfc. 
fc^BMS Srft«l«[ftr >'^~ t? (50ml),*(50ml), flS^AftTK 

(somi) Tii&»tfcti N h y #A-e#jftut„ «&M±K 

20 L fell % n o tifcM* V y -n ffr* 9^n?h^?7-f-(FUJI S I L 
YS I A NH, f£i« ; y : g^*^/W= 1 : 1 ^mm^M &£<0®$ 

m L fc, g ra#jS5> r„ t K & v ffi&MVs<o a - ( e p y i - 
4 /u / t*-< y^y-1™ jjjvtf* is V y * 7 v- K [ 4 - ( 2 - y iv-fr u 

- 4 -^f P 7s 7 ^ v-) tf y ^-2-^]7?K(2 9 0mg) 
i^SBST, 4 - (tfct y 1 -4 As* f-M ^ y - 1 - # 
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JJy^ T v" F [ 4 - ( 2 - - 4 — ^ b P 7 * / ^ v-) fcf JJ v'V- 2 - 

>f /l/j 7; F ( 2 9 0 m g ) E-X i-7 t Ko 7 9 >' (7ml) hi- 9 J —A' ( 7 m 
1) ^Bx.fcfK 10«/o/«r^« (13 9mg) lOiilWLfc 

5 V H ffrU 7A^nvf^77^(FUJI S I L Y S T A NH, ; 

y > 5 y ~ 1 -f f /k) t v I 1 v ; >~ 1 - * ^ ? ^ Tv-K [4™ ( 

4 _ r 5 / _. 2 - 7 » / * v-) \f V 2 - 4 ?V\ T% K ( 2 7 0 in- g 

10 ^^#ffl^CT> 4- (fc'P y v 5 ^- 1 A-^-'T-.^) tf^yi^^-l~*/M?^^ 
y y £ rVK [4 — (4-75: ./ - 2 - 7x7 ^ v) tf JJ v?^- 2 - 

>f/t/S 7*K (SOrag) SrN, N-^f/i/*M7 5 K (1. 5ml) ^fg^f 
Ufc^, 0. 2 5M 7*^7^ ^yv'T^— b-^^^iSSfc (1. 4 

5mi) «6 4. 5^8aa#u&o &j&m%Bm^fr u oobd ti&fp 

IS h y £-*2MS*8 (50ml) T?j&fiU. SSUBSrifiSl^fift**^" h y 

9 -Mc»t (50ml), ( 5 0 m 1 ) , ffif&lfe&Tk (50ml) T)5fc# LlfcBU 

*7^B-rh^77^ (FUJ I S I L Y S I A NH, ; ffi&x-f" 

20 rV (3ml) (3m 3) kmM&^fr a »5ttfct, M^lT 

5 r. fc J; t) gJBJb&tt (49. 6 m g ) % 8 fife £ t T#7t 0 
! H~NMR .Spec tr um (CDC 1 3 ) o (ppm);l. 10 — 1. 35 

(2H, m), 1. 5 5-1- 7 5 (1 H, m), 1. 77 (4H, m), 1. 84 
(2H, m), 2. 3 2 (2H, d, J = 7. 2Hz), 2. 4 7 (4H, m), 2 
25 . 8 6 (2H, m), 3. 7 5 ( 2 H, s) f 4. 0 6 (2H, m), 6. 5 1 (1 

H, dd, J ~ 2. 4, 5. 6 Hz), 7. 0 7-7. 2 0 (2H, m), 7. 2 0 
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-7. 5 0 (6H, m), 7. 5 7™ 7. 6 8 ( 2 H, m), 7, 9 4 (1H, br 
s), 8. 0 3 (1H, d, J = 5. 6 He), 10. 58 (1H, brs). 
ES I -MS (m/z) : 5 7 5 [M+H] + . 
(H?j|fff 3 7 1) 4 - ( bf p y 1 ~</} ^..gv!iL ^" < P ^z: I 

g 2 g Tis K ( 4 - [ 4 - ( 3 -7s^7tf^» W K) Z S ±E 
1 y-y- 2 -^ / W T g H 

ti-fffl^T^ 4 - (4 r O 7 3i / ^vO t° D 2 — i ?VT 5 > (16 0 

mg) ^f^t Kp77>" (7ml) Kmm^frM, *«»T^f !) 

(0. 2 8 9ml) HGD^f|7i^ (0. 2 6 0ml) SriBX. 
fc D SM%^«T*«^^r 1 Lfc. (2 0 0ml 

) fc&^SfeTksSf^P (50ml) «lt ^>aL.fcfflriSrlS 

5ftJ&Sbk***- f- P 9 AzKffiflft (50ml), * (50ml), £§5Ffcfe®7K (100m 

n -ei«»ufc^ i«t b p »> A-x?^ufe, ««ra'*ufcms 

#£>^fcM^N, N-i?^WM7$ K (8ml) SrAB^fc. 4™ (trap 
j - ^ ~W fcf^ y v 5 >' -»Jfe (668mg) fc r P 3i^vUT 5 V 
(0. 7 7 2ml) »X.'C 4 Wm#t/c D SiSffiSrffSfe^^ ( 1 0 Om 1 ) 

^ fe«ry^= f 7 A*flssfc (somi) -e&lH t fe„ 5>I* bfc Willi fcffif am. 
itr J^mm (somiK * (5 0 mi), f&«« < 5 0 m 1 ) -eii 

^»Lfcf^, tekffiiW- h y ^A-e^Ufc, Lfc& #-£>H/t 

ffl&& 9 SV ^7A^ot^77-(-» (FUJ I S i LYS I A NH, 
^Hi« ; ^ : «--3r.^;v- l : 1 ~mit^M K£ 9 tltt § MS 

5->^^B=ltlg-rS r. i ic j: t) 8iH!f«)4- (t?n y *J>- 1 — f /t^ ^) ^ 
y ^ y _ x y ^ Tv'F [4- (4-^fn7x/ hT V v ; 

y_2— 75K (2 9 5mg) Mltli UT#fc 0 
lIStfffi^CT, 4 - (t°n!J^y~l~-^^ 7^^) tf ^ Dit^-l— # ^ * ^ 
3 y$ Tv" F [4 - (4 fn7s/ ^v) ^P 2 --f ^] T 5 K ( 
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2 9 5mg) %x hy fc Kp77^ (7ml ) t * & J — /V- (7m ] ) 

, 1 0%^7^7A^* (1 4 7m g) &&&T2km#ffl^Tl 0B#Kff#Lfc o 

^Lfc a #6>nfc»iSSr^y ^^7A^ ov f^77-f- (FU J I S I L 

s y s i a nh, m mm mt^M \c <t o MS u fcii , g #>&® # % 

1 5 - i ts: «t <9 4 - ( tf n V v - l — f >t f-/^) JJ i> >- - i - # * v 
T"y K [4 - (4-7-5 /7xy^» If » i?>- 2 -- f ;V] 75 K ( 
2 3 3. 7 m g ) ft B &<mW t LT#fc 0 ' 

HIST, 4- (tfo JJ v 5 ^- 1 — f/lo*fV^) tf^sy v 5 ^- 1 -77A-#>v' 
10 P y £ 7yK [ 4 - ( 4 ~ T 5 / 7 1 / V) 9 5? ^- 2 — f /V] 75 F ( 
50mg) *N, N~^fMW5F (1. 5ml) t»Lfc«, 0. 2 
5 M 2 - ~7 sl ~juy -tr f-vi- >f y vr^ - b -^f- ( 1 . 4 5 m l ) Sr 

jtjpx. 6 4 . 5 mmmw tfc 0 k^^b**^ d'oo m .1 ) t 

15 (50ml), * (50ml), »^tK (50ml) T*3Ste* Lfcfc, 

y »7 at« Lfc 0 ufe 0 # e>nfc»a %/ y * 7^n 

Th^77-f — (FUJI SILYSIA N H, ^fcfct$C ; &Wt^M £ *9 
tlLft, |^tJIi!^^^flE«Lfc, ftfe.tl/cM^ai^/Kx-TV^ (3ml 

) Mfy(3ml) fe&tl kmm g * 5 St L fc & , mssMMt %^.t 

20 £ j: *3 (49. 1 m g ) & 6 t L, T#fc 0 

1 H — NMR Spec t r urn (CDC 1 3 ) 5 (ppm) : 1. 0 8 1 . 33 

(2H, m),.l. 5 5- 1. 7 3 (1H, m), 1. 77 (4H, m), 1. 84 
(2H, m), 2. 3 1 (2H, d, J = 7. 2Hz), 2. 4 6 (4H 5 m), 2 
. 8 6 (2H, m), 3. 7 5 (2H, s), 4. 0 6 (2H, m) , 6. 4 9 (1 
25 H, dd, J - 2 . 4, 6 . OH z), 7 . 0 0-7. 10 (2H, m), 7 . 16 

-7. 4 8 (6H, m), 7. 5 2 (2H f m), 7. 6 2 (1H, d, J = 2. 4 
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Hz), 7. 9 9 (1H, brs), 8. 0 2 (1H, d, J =6. OH z), 10 

. 4 9 ( I H, brs), 

E S I —MS (m/z)' : 5 5 7 [M+H] +. 

{^ML g 7 2) 1 ~- [ 1 - ( 2 - § 7 £±M Q< V V>'~4~-4 

;;--] - 8 - { 6 ~ f 2 - 4 — ( 3 -^—/t^r-fe^vl^a-fr W K ) _7 

a. y vQ 1:1 ^ v^- 4-4/1-} - 1 ----- y gTj^ >7 

3 - [ 6 - (4 - T $ 7 - 2 - 7 n 7 a / * v') tf JJ?5?^-4— f /U] - 1 

- [ i - (2 -s? ji ^/^t 5 y tf y 4 ~y /i/j - 1 - ur ( 

1 1 0 m g ) ©cr y ( 2 . Oml) (IS) - (+) - 1 0 - # ^ 7 

y» (ioi m g ) &mz.s muv 1 5 &m&# ut a ma-7x 

^-'^tf.^ H Vf-XlsT*—}-- Y^^mm (0. 2 5 M s 3. 06ml) 

M&X'2mmwmLtz. a m®*m&^^ o omi) hmn&mkm 
•r h v $&*.m& (10ml) tefimvtz* ai^M*t#i A m^m 

7 - (*±-> y ->7nh, mw,® mm^^mm^^ 2 0 

: 1-10 : 1) TtttgUfc. BttftK^fciftBUfc. # &ixfcifev>xf ;i,x 

T/^r^aitU i»*tlTSIg» (2 5. 3mg v 16. 3%) 

S H-NMR Spectrum (CDCI 3 ) S (ppm) : 1.64-1.90 (4H, m), 2.15 (2H, m), 2. 30 (6H, s), 
2, 52 (4H, m) f 2.92 (3H, s), 3.05 (2H, m), 3.74 (2H f s), 4. 19 (1H, m), 7. 19-7.46 
(8H f m), 7.68 (lH f s), 7.86 <1H, dd, J=2. 0, 11.6 Hz), 8.34 (1H, s) f 8. 61 (1H, 
brs), 12.43 (1H, s). 

ES I -MS (m/z) : 6 0 9 [M+H] + . 

J MMM 8 7 3) 4 - ( 3 — > ; y g y T^ZP y - 1 - ^ jk) tf ^ u y > • 

- 1 - # JPv$ ±icJLz£ Tl/ Y { 4 - [ 2 - T/j^T a - 4 - (3 -y a . ~ ;U7 



498 



WO 20«5/082*54 PCTYJP20»5/003?M 

4 - ( 3 fywr 5 / TWi?>- 1 -4 fr) fc 9 ^ y 1 -ij/M?^ y 

)V\ T % K (1 5 6mg) <!>^9J—fl, (5. OmI) J$ft^ (IS) - {+) 

- 1 0~^y77^^y| (1 5 2m g) SrJO^ ^atfl 5^W#Lfc 0 

c r \z 2 -7sr;vrt^ ^ yftvT*- > - iv^^fgr^ (o. 25 m s 

4. 3 7m 1 ) &HR*. S gjaT2«Fffi»^Ufc 0 (5 0ml) 

, ».^li7k*^ h 3 pMH$m (20ml) &*£7t 0 «I*^|'ufc 0 

- ('t±v-y v-TNH, ; mm^/^ . ^ ; ?y^=20 : 1) Tf$&!iUfc 
0 g^JtiH^SrSIl t/to ftbtHtmmiz.it^/te'-'r* (5ml), ^f-v 

^kftftU LTaElBflS^* (5 6. 6rng, 2 5. 7%) £#fc 0 

'H-Mffi Spectrum (CDC1 3 ) 3 (ppm) : 1.25-1.35 (4H, m), L 72 (2H, m), 2.13 (6H, s), 
2.27 (1H, m), 2.85 (3H, m), 3.05 (2H, ra) f 3.74 (2H, s), 3.38 (2H t m), 6.53 
<1H, dd f J=2.4, 5.6 Hz), 7.18 (1H, is), 7.24 (1H, m), 7.30-7.46 (6H, tn), 7.62 
(1H, d, J=2.4Hz), 7. 89 (1H, dd, J=2. 4, 11. 6 Hz), 8.05 (1H, d, >5.6Hz), 8.51 
(Hi s), 12.43 (1H, s). 

E S I -MS {m/z) : 6 0 6 [M+H] \ 6 2 8 [M+N a] + . 

7 3-1) 4 - ( 3-^^7-^-7 $ J T-€TP^-' I --f /V) \r>< U 
P > - 1 - # /^4?3r v J > ] V'J 7'7 K [ 4 - ( 2 - Z/Vg£ P ----- 4-^hP7 J 

fcf jj — 2 — f A-] 7 ^ K 
4~ (2-7/^S~4-=fa7xy^» fc'p S?>~ 2 — Y ? >' (14 0 
m g ) 0fh7 t: KP7 7 ( 7 . Oml) \Z„ MUX* b 9 ^JVT % >' ( 0 

. 172ml), ^ P3^i7x^ (0. 14 1 m 1 ) tJg^Ap,t, 
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TSS.UV 3 0 frm&W L fc a M^SrM Lft B BUtK N , N - V* f-jv^jvA T 
5 F ( 5 . Oml), h 5 x-f-JlsT < V (0 . 9 4 0ml), N, N— S^p* 9vU--N 
- [ 1 - ( tf ^ y v 5 >• - 4 — f yV) T if ^ >' ~ 3 - 4 M T $ > Hijglim ( 6 
5 8 m g ) „ * ( 0 . 0 5 0ml) %M'k, MUX 2 S HlJf # U fc„ 1 N 

5 7}v!iht^ h y ^A*?^ (3 0ml) &#J!;LT, Mi^T 5f?ffrf]» Lfc n 

mm&i/ y * ^^ovf ^ 7 ^ - (H'±>- y ^7 n : mm^- 

f/^ixf;k : ,^y^=2 0 : 1) T#Ilfc ( IW«^SIt, 8fe 
10 ir LXi$tmik&m ( 2 5 8 m g , 10 0 %) Sr#fc 0 

'H-Nlffi Spectrum (CDCl,) 5 (ppra) : 1.25-1.35 (4H, w), 1.73 (2H, a), 2.13 (6H, s), 
2.27 (1H, m), 2.83-2.89 (3H, m), 3.04 C2H, m), 3.87 (2H, m), 6. 64 <1H, dd, 
J^2.4 ; 5.6 Hz), 7.30 (1H, m), 7.43 (1H, brs), 7.69 (1H, d, J=2.4Hz), 8.08-8.16 
(3H, m). 

15 ES I —MS (m/z) : 4 5 9 [M+H] + , 4 8 1 [M+Na] + . 

(Mjfffil 3 7 3-2 ) 4 - { 3 - 2. * ^f^T % J Tif f ~J ^ - 1 — f ?v) tf -< g 
> - 1 - jft/M^j/ y y g T K [4 — (4— T$/ — 2 — 7>VjtU '7 s. J 
->') if V P 1/ - 2 — r /^] T 5 K 
4- ( 3 f /VT 5 > 7ff 1 »^/^) txj) i -a/i^^y 

20 Tv'K [4- (2 7//tn-"-4-^fn7x.;^) fcf ]} ~J>-~ 2 --f 

.^-] T 5 F (2 5 8mg) Or h 7tKn7?y (50 m 1 ) »ir_ 2 0 
/'7^7AM (1 9 8m g) ^nxis *3fS#K^T^SL"tf i 2E««Lfc u ft 
»^JU rtiSrxfvl: Kn7 7>':,^?A-;v=l ; lt»lfc B 5» 
i8M§U M&T*:fVy T xh L-CSiB-fi;^* (2 3 6mg, 9 7. 8%) &#fc 0 
25 ESI -MS (m/z) ; 4 2 9 [M+H] "\ 4 5 1 [M+Na] + . 

(mmm 374) 4 - ( 1 - ^ ^r^^~ 3 -- >w ^ 1 # 



500 



WO 20«5/082854 



PC!7JP20»5/003?M 



4 ( x — =f ;W T 1? ^ V s ^— 3 ™ -f ^ 7 v' V — 1 — * * v" U y ft 

* y y. [ 4 __ (4~7^7a/^» tf TSK (1 30mg 
) <n^$ S—JV (6. Oml) -ff?tFn77>' (6. Oml) (l 
S ) ( + ) - i 0-*y7T-^/V*y» (1 5 Omg) 5r*l1?U g&T? 1 5# 

fp £ 1S# Ufc 0 " 2-7= ~/Kr-fe5vw -< yft^T^- V — YAsx-y^BS. ( 

0. 2 5M, 4. 08ml) »X-s i^T*2 8#«#Lfc 5 RjfctffcSMfca^/l' 
(5 0ml), f y VJ»&mm (2 Om 1 ) feto*.*:. #$£Ji£:& 

u *7k«-t h u 9&x*&m Lfc e r^iis$i u a^v 1 ; # ftvv# 7 a ft p 
•7f^77^ (m±v y v-tnh. ; w^a- = ~> u== 20:1 

) -e»MLVt, a^W^t'M Ufc 0 #b«.a-^v^^;^-r^ (5m l 
^sff-v (10ml) rrmtfrWWM^^rfc ^ 

fy« i«t, (4 4. 3m g, 2 3. 3 

%) 3r#fc 0 

I 1HWR Spectrum (CDC1 S ) 5 (ppm) : 2.32-2.38 (7H ? m), 2.93 (3H, ra), 3.50 (6H, w), 
3.75 <2H, s), 6.55 (1H, dd, J=2. 4, 5. 6 Hz), 7.12 (2H, d, J=8.8Hz), 7.23-7.46 
(7H, m), 7.65-7.71 (3H, m), 8.06 (1H. d, J=5.6Hz), 12.32 (1H, s) . 
ES I -MS (m/z) : 5 6 0 [M + H] + . 

j$mm s ? 5 ) 4 - ( 3 - v' £ fj^r g / t if g > - 1 - 4 ad &* 13Zk: 

x „ # yt^- fr yj) TV F I 4 - r 2 - -7)V* p - 4 - ( 3 - 7 * ^/VT 

•fr 5vW W K) 7 a;#Vl j j V - 2 -- M T % K 

/V] TX F (78mg) ©7h7tKc77>" (6- Oml) lISI^ 2~7s = 
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IVT^JV (O- 2 5M, 1. 8 2ml) 

0:7) tflLt, S»»^I|bt aSKT-^^/^-r,^ (2ml) 
N -^ff-y (2ml) »,t, |l?tHLfcMSrK§*fc. fcfc$££&s 

^.-^/I'-nm, m^mu mn&®&t hx$tmk&® 04. 9 mg , 33 

%) «r#fc 0 

X H~NMR Spectrum (CDC1,) 6 (ppm) : 1.29 <4H, ra), L 72 (2H, in), 2.3.2 (6H, s), 2.26 
(1H, a), 2.85 <3H, m), 3.04 (2H, n). 3.75 (2H, s), 3.87 (2H, m), 6.51 (1H, 
dd, J»2.4, 6.0 Hz), 7.10-7.17 (2H, m), 7.25 (1H, brs), 7, 30 (2H, m), 7.35-7.44 
(3H, m), (1H, d, J=2.4Hz), 7.62 (IB, dd ; J=2. 0, 12,0 Hz), 7.89 (1H, n), 

8.03 (1H, d, J=6.0Hz), 10.58 (1H, s). 

E S I —MS (m/z) : 5 9 0 [M+H] \ 6 12 [M+N & ] + . 

( mmm 3 7 6) 4 - < 1 - 1 ±>kz ^± 2 ^ 3 — r ^ ^ 2 ^ ^ - 1 ~ # 

/y^»y-i y # T V F f 4 - ( 4 - { 3 - [2 (4-7 ^ g 7 a gTVp T 

-fe^/w] ^wfK) 7^7 fry-) 7J K 

4- ( 1 — ^ fvp- 7 •%? f - v' :/ - 3 — -f /v) t 0 -^ 7 ™ 1 — # fr v y y ^ 7" 
v- K C 4 — ( 4 ~7* 5/7x; if 1) S^y- 2-4 /tO T5K ( 1 OOmg 
) ^K^fcKt379y ( 5 . Oml) tgSKfc, 2 - ( 4 - 7 7 
-fe^/V -1* 7>'7^~ h-«^fvH^t (0. 2 5M, 2. 6 1ml) fc&P;t, 
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o:7) t'iiifc. iww^tiitt nm^^^-f-^Mk^ m 

n&®Mb l,X (TO. 4 rag, 48. 0%) Sr#fc„ 
iH-NBR Spectrum (CDC1 3 ) 8 (ppm) : 2.32 (4H, m), 2.36 (3H ? s), 2.93 (3B, m), 3.50 
(6H, aD, 3.72 <2H, s), 6.52 ClR dd, J=2. 0, 5.6 Hz), 7.05-7.11 (4H, m) , 
7.26-7.31 (3H, ra), 7.53 (2H, d, J=8.4Hz), 7.59 (1H, m), 8.03 (1H, d, J=5. 6 
Hz), 8.58 (1H, m), 10.50 (1H } s). 
E S I -M S (m/ z ) : 5 6 2 [M+H] + . 
Cl»i 377) 4 - ( 1 - ^ ^/Kr-i f tijy^z /£) ^7 ^>'~ 1 - ts 

y £ Tjs K { 4 - f ZszZJk ZtB ~ 4 ~ ( 3 - 7 £^kZ£±Zh£ 
W K) 7x^ ±vj ^° jj 2 &d r % E 

4 _ ( x y ^7if ^ v? > - 3 - >f /U) 7 i> > ~ 1 - * ^ v" V V ? ~? 
*, K [ 4 » ( 4 - T 5 / ~ 2 ™ -7 /u* P7i7 >') k° 3J v ^~ 2 - -f /V] T ~< 
F (3 7mg) COrb7tKo77>' (5. Oml) 88ft fc^ 2-7a=/V7tf 
A >f y ->T*— h~-^ d rf->iW (0. 2 5M, 0. 8 4 9ml) «r*III?U ML 
T? 1 1 bfc 0 Jx&fcfc: 2 ? * ~/WTir^/P -f y S^T h — ^ 
^ (0. 2 5M, 0. 300ml), 7- h y t K » 7 7 > ' (10m!) ^i, 

t > 7 -f — CS±^V y/NH, #tBM ; ftfiftPi^vl' : y ^ y 10:1 
) T?MLfe c @teW5^Mtfc 0 aSl-v^^V^-X/V (2ml), — ^ 

-fry (2ml) SrjtBJ^ts SrJ&P^ mf4U7t«MP&€-fc 0 
/urc— ! r/n?», 5i$M£flfeU mn&BMthTmm&^ (ll. 9mg, 2 
3%) %#7t c , 

'H-NMR Spectrum (CDC1 3 ) 5 (ppm): 2.32 (4H, m), 2.40 (3H, s), 2.98 (3H, m), 
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3.46-3.52 (6H, m), 3.76 (2H, s), 6.52 (1H, dd, J*2. 0, 5.6 Hz), 7. .10-7. 14 (2H, 
m>, 7.26-7.31 (3H, bO, 7.35-7,44 (3H, m), 7.59 (1H, d, J=2. 0 Hz) , 7.63 (1H, 
dd, J=2. 0, 12.0 Hz),' 7.88 (1H, tars), 8.03 (IH, d, J«5. 6 Hz), 10.58 (1H, s). 
E S I —MS (m/z) : 5 6 2 [M+H3 + . 

mmm 377- 1) 4 - c 1 - ^ f&zM± 2 > - 3 - ± ^ ^2 2 ^ = jl 
y v ? >— 2 --0^1 r g K 

4 „ (2-7MP"4-^h37^..^-/) f5^-2-W^ (7 0. 
Omg) ©ff7kKD77« (3. 5ml) SIT^xWSV ( 
0. 0 8 6 2rol), .-t /t- { 0 . 0 7 0 5ml) %1H^7I!?U 

#B*TMW3 0#BB!I#Lfc. KSII^lLt nmzM, N-S^^A-* 
W5K(2. 5ml), MJ^^/VT^>' (0. 47 0ml), 

f/U) ^7^y Httfflfeat (3 2 9 High 7>C (0. 025 

m i ) %#rx., mmx 2 e tfc. sos» 1 N^sfefc^- r p $ &*mi c 3 

Oml) IIPK, SmT?5l*ffflSH*Ufc 0 SJ»«It-^^/V (100ml) "C 

-7* h ^9 7 - (*± > y v'T nh, mmm ; »^^-«^^-/^ : ^ ^ y - 

;v=2 0 ; 1) T«L'fc 0 B»flfe®^*:««X- % «itl5aT«^ 

(Ulmg. 9 2. 6%) &#fc. 
l H-NHR Spectrum (CDC1 3 ) S (ppm) : 2.32-2.37 (7H, m), 2.89-3.00 (3H, m), 
3.48-3.52 (6H, m), 6.64 (1H, dd, J=2. 4, 6.0 Hz), 7.28-7.38 (2H, m) , 7.70 (1H, 
d, J-2. 4 Hz), 8.08 -8.15 (3H 5 m). 

E S I -MS (m/ z) : 4 3 1 [M+H] 4 5 3 [M+Na ] + . 

JM^ff'l 13 7 7 - 2 ) 4 - ( 1 - ^ ^/PT^> ? V- 3 - ..^) fcf^.g . .i? Vnl. 
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4 _ ( i _ f-fl, y if f- }V) fcf 7 v >' - 1 - # A- ^ v- 1? 5^ 7" 

y [ 4 — ( 2 ~ 7 -i" p-4-5l«B7 x. J t° y v ; ^ ~~ 2 - -f /V] T 5 

F (1 21mg) ®f F7fc K37?y (50ml) MttC 2 0 %frmt'<J > ; £ 
(9 1- 3mg) fcbP*., ?WiriTi.itl2Pfi»l.fc, »«5 

g,j u v k S3 y y J 1 : 1 1?» bfc, 5t£&*3l l 

, tfeT^/^ r * £ LT^&ffc£4fe ( 1 1 3 m g > 10 0%) Sr^fc. 
ESI-MS (m/i):401 [M+H] \ 4 2 3 [M + Na] + . 

3 7 8) 4 - ( ; i -- 1 tJkZM±£^=: 3 - ^ ^U^2 1 " * 

-y K [4- (4 -T 5/7 x / * V) fc* 2) v'>'~ 2 -~-f A] T5K (lOOmg 

j£_^^dHh:/38afc (0. 2 5M, 2, 6 1m 1) gSTC 1 1 B#M# 

bfc 0 2~7x s^T-fef-^ -f y f7 h >«t (0.25 

M. 1. OOmlK 7^7fcKP77> (10ml) ^Wk., 3 

P ^MU «V^W7A^Tf^77^ ( 

Sdrv-y^TNH, t§ma;I^t^A-: **/—A^l 0:1) -efJtiULfc. II 
#^Ii#&r8MgUt a aSE-r-^^/V^— y-?v (10ml) Mx^ ff^lfcltl 

LTrSiaft^tJ (6 2. 3m g s 4 3. 9%) 

! H-NMR Spectrum (CDC1 S ) 8 (ppm) : 2.32 (4H, m), 2.37 (3H, s), 2.94 (3H, m), 3.50 
(6H, m), 3.75 (2H, s), 6.52 (1H, dd f 1=2.0, 6.0 Hz), 7.06 (2H, d, J=8.8Hz), 
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7.22 (III brs), 7.31 (2H, d, J=8.8Hz), 7.37-7.44 (3H, m) t 7.53 (2H, d s J-8. 8 

Hz), 7.60 ClH f d, J=2.0Hz) s 7.92 (1H, brs), S. 02 (1H, d, J=6.0Ha), 10.49 
(1H, s). 

E S I -MS (m/ z ) : 5 4 4 [M+H3 + . 

„ L _ j{ 3 - { 4 - r 4 - ( 3 - 7x=m ^flV^W » W K) 7 x 
j ar j/i t° y is 1/ - 2 f j jd_»J^Z 

3- [4- (4-T %S7x.S3ris) tr° JJ 2 — - i - 1 - [1- (2-v' 

^ ef-jls-f * y 3i^/w) tf -< 9«?y-4-^] -l-^fM>Vr ( 9 6 m g ) (73 
.0 (5. Oml) lit, (IS) - ( + ) ™10-,*>7r-^>-' 

Wt (1 0 3mg) Ittl 5#ffl*#L& 9 iit2-7x^7tf/W 

>f yf-^>T^-- f (0. 2 5Ms 2 . 8 0ml) 
4S#|«*ttLfc, Rimim®^* (50mlK h !> 9 

» (2 0ml) Lfc, 

; f^-fv^-^-^/v : }$J — ;is~2 0 : 1) tfllt g&OTs#$rt* 
jfcUfc. #6tlfcM^v ; ^f-/^--"5 i /V (5ml), (25ml) 

20 «$IU 6fe»*tl"C*6ft^ft (5 7. 4m g. 4 2%) fcftfc, 

5 H-NMR Spectrum (CDC1 3 ) 6 (ppm) : 1.64 (2H, m), 1.78 (2H, m), 2.11 (2H, m), 2.26 
(6H, s), 2.46 (4H. a), 2.88 (3H f s) t 3.01 (2H, m), 3.74 (2H, s), 4.17 ClH, 
m), 6.54 (1H, dd, J*2. 0, 6.0 Hz), 7.11 (2H, d, JN3.8&), 7.17 (1H, m), 7.31 
(2H, d s J-S.SHz), 7.36-7.45 (3H f m), 7.69 (3H, tn), 8.05 ClH, d, J=6.0Hz), 

25 8.52 (1H, brs), 12.30 (1H, s). 

E S I ~MS (m/ z ) : 5 9 0 [M + H] + . 
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.»>1 ■■■■ i— j gvt^- g ~ { 4 - [ 4 ~ (3-7 s^/VTtf/P W K) 7 3E ^ ^ 
y-1 jj v ; - 2 -- 4 } £±X 

3 - [ 4 ~ (4-T?;7x / / * v-) fcf V 2-4 /^*3 ~ 1 ~ El— (2-v 5 

^ gp/UT ? J x-f-tV) fc?^ 11 >'- 4 --f /V] -1-^^V7 ( 9 6 xn g ) © 
ff7 K KP77> (10ml) SSS^ 2~7x=m^ >f -WT^- f 
* vSSK ( 0 . 2 5M V 2 . 3 3ml) MiM.T* 2 . 5 Lfc 

0 Ktf#c K 2 - 7 * =^ T Hfe y V 7 * - h ~ ^ * '¥ >'f&& ( 0 - 2 5M, 

0. 8 0 0ml) fcj&Rx., »rC305>W#U/c B ^S«^-^/i-^tSft^ 

affiSr ^ P * 7 A * n ^ h ? y 7 ^ - (S± v" U v'T NH, ; l»= 
. ^ ^ 10 0:7) -eMLfc 0 B^K^&fcffibfc, ^tl&Mff 

&**U 8feJSfe»5|£i LT^lSfb^ (6 4. 5m gs 4 8%) 
ty-NMR Spectrum (CDC1 3 ) 5 (ppm) : 1.62-1.82 (4H } m), 2,10 (2H, m), 2.25 (6H, s), 
2.45 (4H, m), 2.87 <3H, s), 3.00 (2H, m), 3.75 (2H, s), 4.16 (1H, m), 6.50 
(1H, dd, J=2.0, 5. 6 to), 7.06 (2H, d, J-8. 8 Hz) , 7.17 (1H, s), 7.30-7.43 (5H, 
m), 7.53 (2H, d, J=8.8Hz), 7.66 (1H, d, J=2.0Hz), 8.03 (1H, d, J=5.6Hz), 
8.2.1 (Hi brs), 10.51 (1H, s). 
ES I —MS (m/V) : 5 7 4 [M+Hj + . 

(|g »i 3 8 1) 4 ( 1 * ±2kZ^±X^=l 3 Z ^ ^) ^Z ^ y " 1 ~ * 
/U-yK^-^ I? v # Tv- K { 4 - [2 - 7/^P - 4 - ( 3 - 7 ^^JUT±^ JV± 

4 _ ( i f-frTt Tx?>'~ 3 — A fr) \*s<7W~ 1 -^^*>v'D y £ 7* 
i/K [4~ {4-T^y -2-7^n7i;*V) 3 v'^~ 2 — 7* 5 
K (7 6mg) ©:x3r/— /W (2. Oml) SSKKs (IS) - (+) -10-* 
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•y 7 T —7>A>fc (8 3. 9mg) 1 5 £fM# L fz a K 2 

- y zr . ~}Vy^f~}V 4 Vft^T^- h - f^ 31 C 0 • 2 5 M, 2 . 2 8 

ml) &M*.s M^2i$H»#Ufc, JK^fS»^^-^ (5 0ml), mum 

m^m-t v ] j t7 j^<mm (20ml) sranstfc, *ai%^sst^ 0 frmzmm^ 

Atgllt ttltiiU aSSr^JJ*W7A^n-?N^77>f- (lr± 
v- V i/TNH, ; S^^/V : y^y 2 0 : 1 ) T*»M tfc„ B » 

a^^Mf/i:. (5ml) Ir^bfcg 

(3 2. lmg, 2 9%) Sr#fc„ 
Hi-NMR Spectrum (CDC1 3 ) 6 ppm) : 2.33 (4H, ffi), 2.37 (3H, s), 2.94 (3H, m), 
3.45-3.52 (6H, m) , 3.75 (2H, s), 6.54 (1H, dd, J=2. 4, 5.6 Hz), 7.18 (1H, ra), 
7.22 <1H, re), 7.30-7.46 (6H, n), 7.63 (iH, d, J=2.4 Hz), 7.89 (1H, dd, J=2. 4, 
12.0 Hz), 8.05 (1H, d, J=5.6Hz), 8.50 (IH, brs), 12.44 (IH, s). 
ES i ~MS (m/z) ; 5 7 8 [M+ Hj + . 

mmm 3 8 2) 2 - i r 4 - (v 5 * $ y y ±/M ^ v i^djt 

] # "-/VT g y I - 4 - { 4 - [ 3 - (2-7 x=:;i/7tf-;v) ^ g k^f K 

4- ( 4 - r ^ y 7 x y v-) - 2 - { [ 4 - (> ; y 5- a t $ y y ^a) tr^ y ^ 

V- 1 -f A] Htfls&^A'T ^ / } ¥}}Z>> (I Q 5. 6 m g ) t (+) -10- 
^y7r — /V* y|(6 2mg) <Dzz # ; ~}V ( 2 . 5ml) WiW^- 2 -7 
;UT±f~/ls A y^-^T^— }> — Yfr^-^W. (0. 2 5M, 2. 5ml) *S 
^itSx, iRfM^Lfc, E^t^IlK^^ ^^iSft^K**:)" h y !7-Mc& 

ymm-r h v p At-fei t^ 0 u y % 7^7 a ~- h -y^ 

(Fuj i S i 1 y s i a NH, SfcHlS ; g**^ : ^= 1 : 
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1-4 ; i) icx^mmu mmt-^rn {70. 2mg, 4 6%) srefe^tu 

3 H—NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1. 10 — 1. 2 
5 (2H, m), 1. 6 9 (1H, m), 1. 7 5-1. 9 0 ( 2 H, m), 2. 1 
0-2. 2 0 (2H, m), 2. 2 3 (6H, s), 2. 8 0-2. 9 5 ( 2 H, m 
), 3. 7 4 (2H, s), 4. 0 0-4. 15 (2H, m), 6. 5 3 (1H, d 
d, J-2. 4, 5. 6H2), 7. 08-7. 13 (2H, m), 7. 20-7. 
5 0 (6H, m), 7. 6 5 ( 1 H, d, J — 2 . 4Hz), 7. 6 7-7. 7 1 ( 
2H, m), 8. 04 (1H, d, J = 5. 6Hz), 8. 46 (iH, brs), 
12. 3 0 (1 H, bi s). 

ES I -MS Wz) : 5 4 7 [M+H] 

(ggfifeffll 3 8 3) 4 - ( 1 - p < gvk,Z ^g±£^z: 3 ^ !i^Z -- # 

v' P y £ T K t4 - ( 2 - 7?V*n - 4 - I 3 — C 2 - ( 4 - 
p7x^) 7 -r.yJry) tf U rsi* ' 

4 _ ( 1 - > fvt-T W v 5 >' - 3 - >f /W tf-^ 7 > - 1 - # ^' ^ v' 3J 3> # 7" 
v' F [ 4 - ( 4 — T 5 / ~ 2 - 7 * / ^ v ) bf JJ i^- 2 --f/v] T 5 
K (4 0. Omg) (Dr-h^-C KP77V (.1 5ml) 2- (4-7/1^ 

rtf;v y^-T^— h-SM#^fvH§??& (0. 2 5 m s 1. 6 0 

ml) MTU0M8fc#U!t. £;«l-#2fP^lt.7k«-t- b y 7ivvKfW^r 

in^Tx 1 5^ff»bfc D %mm%%®u ^fi^m^mm-r y v 7^f»i 

lsm»7>%#fiU xa- dm I) (1 

» £ LTHIBft^tJ (18. 5 m g , 31. 9 %) %»fc 0 

'H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 2.32 (4H, m), 2.41 (3H, s), 2.98 (3H, m), 
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3.45-3.51 (4H, m), 3.58 (2H, m), 3.73 (2H, s), 6.55 (1H, dd, J=2. 0, 5.6 Hz), 
7.07-7.17 (4H, m), 7.26-7.31 (3H, m), 7.58-7.66 (2H, m) ; 8.05 (1H, d, J=5. 6 
Hz), 8.56 (1H, brs), 10.61 (1H, s). 
E S I —MS Cm/ z ) : 5 8 0 [M+H] + . 
(HHM 3 8 4) 4 - (7-if-f-i :? >- - 1 -4)\>* "f-Ad t?' < V 1 

K) r^y^l i- v y v-> 2- -OH t g k 

[ 4 ( 2 -yfrjrn »4™=^P7xy tf y v'> - 2 — f/R] 7 5 K ( 6 

9m g) tty-hyt Fn7yV (2ml) b*9J—?V (2ml) ^fM^^t, 1 
0%^9i^A&* (36mg) ».t, *«#SfiT 5 S# W# b7c 0 

gfj u ^ * j —As-vfm t fc 0 zimmEWtmi- m x d 4 - cr 

ir ^ y - 1 — i i\> 7 f-A) fcV< y i>y~ l — # ^ ^ 7 v J K C 4 — 

(4 - 7 5 / - 2 -7^tP 7* ^ fc 0, !)^y-2-^l/] 75 K (64mg 

»#ia^,Ts 4 - (~r~i?-i?>~ i -A ^) fcf^ y s^v- 1 ~*/V53?^-> 
T v- K [4 - (4-75 7- 2 a y - 7 V) tf P 2 — 

-f /l7j 7U* C30mg) §rN, N — v>7 fA'^^A 75 K (lml) tcSBS Ufc 
ti, 0. 2 5M 2 — -f 7 ^74' — h -■^■ d f-f"> , ^fjf ( 0 . 9 

Olml) l«J&#Ut, ^SS^S**^ (100ml) £«&fB« 

TfqWiS (5 0ml), ?K (5 0ml). fi?fMfe£* (5 0 in I ) Ti»L7tit. « 

7A^n-7f^7"7.f- (FU J I S I L Y S I A NH, TO; If Hf^^ 
^1111^^:7^7-/1—9 : l) fc£$*fcl&W^ lfe»lri)±llb 
fc a |#btlfcS3Si-^^' :tv -T'^ (1. 5ml) t^^f-V (3ml) tTtfPx. 
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g) LT#fcc 

1 H-NMR Spectl urn (CDC 1 a ) 5 ( p p m) : I - 0 5 — 1. 3 5 

(2H, m), 1. 5 1 (1H, m), 1- 7 5 (2H, m), 2. 0 7 (2H, m 
), 2. 29 (2H, d, J = 7. 2Hz), 2, 84 (2H, m), 3. 17 (4 
H, m), 3. 7 5 (2H, s), 4. 0 3 <2H, m) , 6. 5 1 ( 1 H, dd, 

J =2. 0, 5. 6Hz), 7. 0 5-7. 2 0 (2H, m), 7. 20-7. 50 
(6H, m), 7, 5 4- 7. 6 9 (2H, m), 7. 9 1 ( 1 H, brs), 8. 

0 3 (IB, d, J = 5. 6 Hz), 10. 5 8 ( 1 H, brs). 

ES I —MS (m/z) : 5 6 1 [M+H] + . 

mmm 3 g 4 - 1 ) 4 - (zf ± 2> - 1 ^ £^ ^ ' ! ^izJLz^. 

p y ^ T~> K f 4 - ( 2 - - 4-^fn7x/^» If jj V s 

4 __ (2-7^^-n-4— = hB7i/*V) fc°:i 2-4^T%> (6 0m 

g ) IrMlST, T ^ 7 fc Ko77 v ( 3 m I ) &mm. fc&B&iMWWT 
(E f U 5 >" ( 0 . 101ml) i^n ^S?*^ (0 . 0 9 0 8ml 

) »X.fr, ^t^rlS^U 1. 5Btf«#Lfc 0 (5 
Oml) tfiSl^iftTK*^ h y ^A7k« (3 Om 1 ) T?&ffibfc 0 ML^*i 
S^flgffilKSfo*C*-t- l N y 9 ATKfifS (30ml),* (30ml), fifUASt* ( 3 
Oml ) -eKBlfbfcl^ mfcfflttt-hV »AT«&Lfc 0 M&M£€M*Lfc 
o #t,iifcIScN ( N--v'.^^/^/^T^ K(3m l)%JOx.fcfI, 4- (71? 
^ ^_ i -yf /y ^ ~Tvk) fc^i y ^ > IISIIS (l92ag)H!) s-^/UT 5 
y ( 0 . 2 3 5ml) »x 8 bfc. JRjJ?fflES:S*^f-^ ( 1 0 Om 1 ) 

£&S^T^~$^*^ (5 Oml) t^EL-t ^UfcWWSrl&W 
ffcT > '■=& - 7 A*88K (50ml), * (5 0ml), &?Mfe*Si* (50ml) 
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!)^j^7i^DTf^77^- (Fuji S i ! y s i a NH, BUM ; 
«79 y : ffitex-ffr- 1 1 Hftfta^i') te£VWML-f^ B ®m%5W$>%$i,&. 

asa n ®.mm®v$mik-&® (3 4mg) t lxwc 

5 1 H NMR Spectrum (CDC 1 3 ) 5 (p p m) : 1 . 0 5-1. 48 

(2H, m), 1. 4 8- 1, 6 5 (1H, m), 1. 7 0- 1. 8 5 (2H, m) 
, 2, 08 (2H, m), 2. 3 0 (2H, d. J — 6 . 8Hz), 2. 86 (2H 
, m), 3. 19 (4H, m), 4. 0 4 (2H, m), 6, 6 3 (1H, dd, J 
= 2. 0, 5. 6Hz), 7. 2 2-7. 4 0 ( 1 H, m), 7. 4 9-7. 5 8 ( 

10 1H, m), 7. 6 8-7. 74 (1H, m), 8. 0 6-8. 18 ( 3 H, m). 

(gllfcffj 3 8 5) 4 - (T- HT-vy- i -zAJkA tM ^1 2> I -z%Jk?i. 

^vjjj yjj Tv - K 14 — [4- (3-7x?/VTt?-^^KK) 7ax7-¥-v / 

4 ™ (-/^^-v?^— i — 4 ;u ^ fvv) y v — 1 — yb jv sS^f-vy y # 7" v' K 
15 [4- (4-^M37x/^) fcfy v 5 ^- 2-^/1/3 T%Y (3 3mg) Sr^ b 

7tKP77^ (1ml) £ 7* * /—A' (lml) 1 0 

mm (i vm g ) 7k#w^T5«»tfc 0 «^5s<iL, 

/PT*»^ 5?«%»±gli1" S £ kicX 5 4 - (T-terf-^V- 1 

-jt fvv) tf^ y v->'- 1 - # fr-R**/ }} y? 7VK [4- (4- T 5 / 7 * 
20 J * V) tf II v ; V - 2 —f jv\ 75K ( 3 1 m g ) fr^H&WiJ > tti/c, 

^-Sf#ffi^Ts 4- (T^^-v 5 ^-! — f /K^A) >'>■'- 1 -^/V#'dr v" 

y^^Tv"K [4— {4~7 5/7x./^v') tfJJ->*y 2 — <A-3 7? K (3 
lag) N-^^fM/^7 5 K (lml) Cfilfcis 0. 2 5M 2 

- 77 ^ ^/KT ±^ 4y^T^—b yffiR ( 0 . 9 8 2ml) Srfll X_ 1 

25 Lfc (10 0ml) ii&fq^StTkJfH- b V t> 

M (50 m 1 ) «S^»/^®7K«t- h y !7 AtK^SJE (50ml) 
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„ (5 0 m 1 k ffiaiti&fr (50ml) Xi&Lfzm, MfoW$?f- h V ty&X 

y 4 —(FUJI SI L Y S I A NH, WWM ; BB^^'—BB^^ ■ * 

5 v?xf;kx-f;u (1. 5ml) t^-f> (3ml) t^P^'Mtl $is:fc c . 

fcftUfcflU iltCl^rrS-tlC^^SMft^ (2 8. Omg, 6 3. 1%) % 

1 H-NMR S p e c t r urn (CDC 1 3 ) 5 (ppm) : 1. 0 8-1. 38 
(2H, m), 1- 5 2 (1H, m), 1. 7 5 (2H, m), 2. 0 7 (2H, m 
10 ), 2. 2 9 (2H, d, J -7. 2Hz), 2. 8 4 ( 2 H, m), 3. 18 (4 

H, m), 3. 7 5 (2H, s), 4. 0 5 (2H, m), 6. 4 9 (1H, dd, 
J = 2. 0, 6. OHz), 7. 00-7. 10 (2H t m), 7. 1 5 - 7 . 4 8 
(6H, m), 7. 4 8-7. 5 8 (2H, m), 7. 6 1 (1H, d, J ™ 2 . 0 
Hz), 7. 9 0 (1H, brs), 8. 0 2 (111, d, J — 6 . OHz), 10 
15 . 48 (1H, brs), 

ESI —MS (m/z) : 5 4 3 [M+ H] + . 

(SMI 3 8 5-1) 4 - (T iggl > " ~ 3- Z i /U ^ 2 2 ^~ 1 - $ 

/yj^vJLS^ Tv-K [4- ( 4-=1>p7 j:;^» — f;W] 

^> (0. 1.0 9ml) ^no^i"/MO. 0 9 7 5ml) SrAJ^lfc, £t 
J^a^^ift^SI U 1 - 5 E^»#Ufc 0 KJ^R«:g^»3i^^ (200ml) tm 

mm^m-y y y (somi) -e^iabfc. l^w^jp %mnmm 

25 tRU^ h y ^ArtS (50ml). * (50ml), ISfP^lfi/K (100ml) T? 

Iil«#bfcli. ^AT«lt, «SSE£iSEES*bfc 0 
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mmzN, N~^^f/^/W5F (3ml ) SrSn&fcUL 4- (rWv^'- 

1 — f )V* f-jv) fc°-< y i^y ZUfiSfeft ( 2 0 7 m g ) HP ^f'/VT % >" ( 0 . 

2 5 4 m. 1 ) 7S#«#L7t 0 ffltfR&tifik^Jl' U 0 Ora 1 ) 

:r- r> a 7 jcf§$? ( 5 0 m 1 . ) „ zk (50ml), jSSrffeitok (50ml) "C» L fc %. 

N ««f h y ii^raiitt&tifcii^vi; 

^7^pvf^77^- (Fuj i S i 1 y s i a Nil, mMWt ; 

r tjcj: 13 WMt!®«'fb#fe (7 0. 4m g) %mi&M&t Ittt, 

l H — NMR S p e c t r um (CDC 3 3 ) 5 (ppm): 1. 0 8 ~ 1 . 2 9 

(2H> m), 1. 5 3 (1H, m), 1. 7 8 (2H, m), 2. 0 7 (2H, m 
), 2. 30 (2H, d, J = 6. 8Hz), 2. 87 (2H f m), 3. 18 (4 

H, m), 4. 0 5 (2H, m), 6. 6 4 (Hi, d'd, J = 2. 0, 5. 6H2 

), 7. 14-7. 2 2 (2H, m) , 7. 2 9 (1H, m), 7, 7 6 ( 1 H, d 

, J = 2. 0 H z ) , 8. .15 (1H, d, J = 5 . 6 Hz), 8. 2 7 (2H, m 
)• 

jW.pl 3 8 6 ) 4 ~ (Tif ± 1 — f ^/M fc %< U 1 -:»>>Wf? 

±±JLyA. Ti> ^ 1- 4 ~ ^ 4 ~ {3 ~" [2 ~ (4 2Jk$^LZ*^kl T-tT- 

iifE^Ts 4- (T^f-i? y-i-Jjis* f-M tr^p s?v- 1 --ft/vM**/ 
}) v # r is K [4- (4-75 / y * j y - 2 — f /W] 75 K ( 3 

6. 2 m g) $rN, N-V7f;^A7 5 K (lml) (-WUftfL 0, 2 5 
M 2- (4-7;V^c7x^) 7tf/V /fy^7^h~ii^f/^ ( 
1 . 14ml) £#BX 1 H$M«#bfc, RjE$tfcI»*?VV (100ml) il&fD 

0M?kmi- h y ^-^tKW (50ml) t'^Blfc, *"SStrlSft.^S^7K*i" h P 

r >J^I#f« (5 0ml), 7R (50ml). fi&ffcfefek (50ml) V$c&L1t& s 
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iJ7A:^-7f:^77^-(FUJI SILYSIA NH, ; ffit^ 

fc 0 #b^fc?»ir.v ; ^-^^"-X/^ (1, 5ml) t-^^-fy (3ml) SrJPifc. 
5 @|$:^61tfcll, ^|^*r.*|C*!>»Wb6* (2 3. 4m 

g ^ 4 4. 0%) l/t#fc 0 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 1. 0 8 — 1. 40 
( 2 H, m) , i - 4 5- 1. 6 2 ( 1 H, m), 1 . 68-1. 78 ( 2 H, ra) 
, 2. 10 (2H, m), 2. 30 (2H, d, J = 6. 8Hz), 2. 89 (2H 
10 , m). 3. 1 9 (4H, m), 3. 7 3 ( 2 H, s), 3. 9 6-4. 12 <2H 

,111), 6. 5 1 (1H, dd, J = 2. 4, 6. OHz), 7. 0 0-7. IS ( 
4H, m), 7. 2 0-7. 4 8 (3H t m), 7. 4 8-7. 5 6 (2H, m), 
7. 6 1 (IH, d, J = 2. 4Hz), 8. 03 ClH, d, J = 6. OHz) 
, 8. 18 ( 1 H, brs), 10. 4 7 (lH, brs). 
15 ES I -M S (ra/z) : 5 6 1 [M+H] + . 

( rnmrn 3 8 7) 4 ---- [ 2 -- (r^^J>-~ 1 --f/u) ee± z^ g^m^zJL 

- # u y 2 Z !£ Hz: r 2 - Z2k2t p - 4 - ( 3 - 7 £ EJkT^S: 

SSSSSfflfcTs 4 - [2- (T-^^-^v- l — fcf^S^-l-* 
20 y y$~T*s K [4 - ( 4 -T 5 / - 2 - 7 * / * V) tT P v» 

-f /Kl T 5. K 

( 7 1 m g ) %N, N~ ^ytofc/UAT % K (2ml) ^.00 LfcH,. 0 . 25 
M 2 - 75-^7^^ -f f -^fVit ( 2 . 0 5ml) %M 

x. i WfflWiWVfc- tx.f&W&B&^'fA' (l o Omi) bf&%s$kWt&M1- ^ y £ 7 a 

25 Tkmm (50ml) X'fim bfco »«%MfR^^S"i- h y -7 Azkltfit (50m 
I ) , 7k (50ml), (50ml) 1?» WcfL b P 7 7-n 
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7 4 — ( F U J I S I LYSIA N H, ; g^lt^/^lW^^/V'' : * 

Vx.?-fr3L.—*r)V (1. 5ml) i^f-y (3ml) ^jR£«£*fc 0 iS#"^ 
S 6m l- tzM. x il^ffeSli- 5 - £ £ * 5 (63. Ojng, 64. 0 % ) §r 

1 H - NMR Spec t rum (CDC 1 3 ) 5 ( p p m) : 2 . 00 — 2. 14 
(2H, m), 2. 3 5 ( 2 H, m), 2. 4 0-2. 6 2 (6H, m), 3. 2 1 
(4H, m), 3. 3 0-3. 6 0 (4H, m), 3. 7 5 (2H, s), 6. 4 6 
10 ™6. 60 (1H, m), 7. 00-7. 2 0 (3H, m), 7. 2 0-7. 5 0 ( 

5H, m), 7. 5 2- 7. 7 0 (2H, m) , 7. 9 5 ( 1 H, m), 8, 0 3 ( 

1 H, d , J - 5 . 6Hz), 10. 59 ( 1 H . b r s ) . 

E S I -MS (m/ z ) : 5 7 6 [M+H] + . 
(MM 3 8 7 - 1) (4 — /'^'^r^y- 1 W A-) 7t?^y^ T 

S*SS!ffi*iTs i- < j: - h^v.*/w]?--/v^^/v) t^r/V (5. 1 g) ^f^ 
7tFP7?y (3oomi) idtil^-^v **«wfr*PTs r r. £ h y 5 

1/ (8. 2 5ml) i^/W07^K (3. 44ml) »X.7t 0 

ms-cjh**** 4«#ifc„ (200ml) tmrnm 

20 gfe*SS^ h y ?7 ( 1 0 0 m 1 ) T£« L/t 0 LTt-f &f&?n$$bk 

^i- f y r> j^tgsjfc (lOOml), ?k doomi), &ffc&tfc>K ( 1 0 0 m 1 ) 

(s. i9g, rn&m zm&mvtmtLTnft* 

1 H — NMR Spectrum (CDC 1 3 ) r5 (p pm) : 1. 2 8 (3H, t 
25 , J = 7. 2 Hz), 2. 2 0-2. 8 5 (4H, a), 3. 26 (2H, m) , 3 

48 (2H, m), 3. 8 5 (2H, m) f 4. 1 9 (2H, m), 7. 4 1 (5 
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H, m). 

(Mimi 3 8 7 -- 2 ) 1 - (7iff> ; y-- 1 ~4M - 2 - ( 4 z^S&td 

-< z H y - i - d ;V ) zJLZl: 

( 4 - >• ^ trx 9 i — -f /H T*fe r -f -y 9 T v F ^ ^vw:* ^ r* A' 
{ 8 . 1 9 g ) 7^ / -A (3 0 0ml) (50ml) &Mk.1tfa zkzK 

f$&i$T, famW?-*?^ (1. 34 g) 0 4>W#Ufc 0 £j$tt&£*ft 

2 4«j|lt, lNfS(5 5. 9ml) SrJD^fc^ SJ» 
£«SET*S&U 02 0 Om 1 ) SrJP*.fc. 

MriiCT5*Lfc c 5^^^1fiT5^>Jr.J:S9. till© ( 

4 ~ > y 4 & tf -< 7 >■ - 1 - ^ ;P) 7tf^?^ 7i/K (8. 6g) ^gfe 

mmwrnnr, mux* < 4 — * >• y /»✓ m^jw-x-j a) r-fe-z- -r ^ ^ r 

->K (2g) fcN, N-^WA'AT? K (80ml) £j&tl;tfc1jSK TUf-i? 

> &m (1 . 5 1 g ) , HJ xf;^7 5 ^ (4. 49ml), 1 -^.f-jV- 3 - 
( 3 fvi^T ? J rfv $ JVit^J>4 $ K ( 3 . 09g), 1 - 1 

Fn^yy h )) 7:/-/i- (2. 1 8 g) trrliW^, :M.T"6 6P#f«^Lfc 

. K,«^M-^A' (10 0ml) i: !- y ^AtK« (50ml 

) «X.T5>IEtfc c fil^*»lt f P # (50ml), 7k ( 

50mi), (somi) T««#^fc«, »aiti~ h y ? Ate 

f^77-f- (Fuj I Si l y s i a NH, M&M ; M TfftML 

fc 0 g Bj&K#£»jE«*t*'S - £ J- £ 5 » i?xf;vx-j^ ( I 0 

mi) ^iitii^tfc s Wt^ittf, 

46 (731. 5 m g ) % & fit&* t LT»fc c 

i H ~HMR Spectrum (CD C 1 „) 8 (ppm); 2. 40-2. 80 
(6H, m), 3. 0 3 (2H, s), 3. 4 7 (2H, m), 3. 8 3 ( 2 H, m 
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), 4. 0 6 (2H, m), 4. 2 2 (2H, m) , 7. 3 0- 7. 5 0 (5H, m 
). 

JMjWI 3 8 7- 3) ' 1 - [2- jT^ ±ij>- 1 ~dJkl ^±Jkl ~ 4 

liWTs iift7;V-;^r)Alif'?^ (405mg) ir7j<7M^£P»TT* 
t- h 7tKo77 >' (10ml) ^SB»**fcft, 1 - (T-if ^v 5 ^™ 1 — f /V) 
- 2 - (4 — <>-J^/V \£^<7i/ >- I - 4 M x^;y(7 30mg) tfr7 
fc F« 7 '7 y(5ialX3) Odx.fc D Ell^ 6 Ott 3 WmMW L-1t 0 

LfcSU 7K (0. 4ml), 5NMbt h V $J**mm CO, 4 
ml), 7k (1. 2ml) ^JPx., 1 3«ff U: 3 «©»^t7-< ^ 

(1 0 0ml) -t?»L7c 0 M&^JEW*^ 
§ t ic J; t) *a&J»^*Sfb^# ( 6 8 7 m g ) k LT#7c 0 

ES I -MS (m./z) : 2 6 0 [M+H] \ 
(MjtM 3 8 7-4) 1 - [ 2 - (T -if 7 ^ v'>-- 1 - 4 Ad ^±Jtl ^ 

i- [2- {7Wy- i — f/v) ^/kl - 4 -^vvvtf^i^ (6 8 7 
mg) Sr * * / (30ml) £ -g\ 1^20 %7»fb^ 7 v' r > A^SS 

(3 7 2mg) 7K*^I±T (0.4 M P a ) T'10 tiffflmW Ut a 

5$iU ^y-/H 5 #Lt 5^JC4N.Mf-Hlt^^/V- (I. 33ml} I 

tsri k <t d ^sfb#ti (7 3 6m g> mmm %m%&mm® t vm^ 

E S I -MS (m/z) : 17 0 [M+H] + . 

(SSII3 8 7-5) 4- [2- (Ti f^-v ^'- 1 --f tf^yv 5 ^ 
- 1 - y- T v- F [ 4 - ( 2 - 7/M g - 4 - -~ fc n Z £ ^ ^ >- 

) If i? V - 2 - ~i /v] r $ K 

4 - ( 2 - 7 /V* ^ - 4-=fB7x/^) fc* !J i> V- 2 - >f /UT ^ >' (60m 
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g) €'S*#ia^T> fh7t (3mi) imm-t^ fcTkmmmmwT 

\Z j. tj zz.f-jVT ?y (0, 10 1ml) fc ^ a n ^K^ 7 * --^ ( 0 . 0 9 0 8ml 

m i ) >isfn^^*«^ h 3 v&*mm (30mi) •c^iauTt, ft&vitmmm 
&mmMwt7kmi- h y a« oomiK * (3 om 1 h muimfr c 3 0 
mi) -e»»tfcm, *««7^hy ?A«tfc c mm~&mtm^ut 0 

■^hfriftnm^, N-^fM/l'iT? K (3m 1 ) ^JPX-fcil, 1. OM 1 
- [2- (TtW-l-'f^ t'-^y-^V HfiSI-^ ■ 2 / ~J\jfe 

m ( 0 . 819ml) fc h y ^-^/VT ?y ( 0 . 3 4 3ml) 4 3#P«# b 

fc e K*fi$££SW=?V»' (50ml) t »«T t? AtKJSSS (30ml) 

-5>iatfcMM^»»T>-^^'7A7};M (30mlK * (3 
Oml) v (3 0ml) -e»Ufc|i, i«tM)7^«Lfc 

, «*|Sr jftJBES* L T# S> ftfcJSSEfc V V % 7 A # a v^77-(-(FU 
J I SI L Y S I A NH, ^ffl^ ; gl^TV^IISI^fv^ : ^ * / 9 
: 1) (cJ:«?»»Ufco I Wl)i^^iffilit5 i i ia !) fii»©tiai^ 

ft (I14mg) ^f&i»^tl!t 

1 H-NMR Spectrum (C DC! 3 ) 5 (ppra):2. 0 0-2. 15 
(2H, m), 2. 3 0-2. 4 2 (2H, m), 2. 4 3-2. 6 5 (6H, m) 

, 3. 13-3, 2 8 (4H, m), 3. 4 0- 3. 5 6 (4H, m) , 6, 6 4 { 

1H, dd, J=2. 4, 5. 6Hz), 7. 0 6-7. 4 2 (2H, m), 7, 6 

6 7. 7 5 (1H, m), 8. 0 4-8. 2 0 (3H, m). 

(MilrM 3 8 7-6) 4 - [ 2 - (Tlf 1 f A-) fcV<7 > 

-l-3!?^^g 7v'F [4- (4-7 ^"2- 7/i/tn7x / /^> 

) y y ; v - 2 - ^ r g K 

4- [2- (T^^^>'- l-^f;u) ^yvKj 

7-5/ K [ 4 - ( 2 - -7fl/itxi -4-shB7x/^) fc? y v >• - 2 — 1* A'] 
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75 K ( 1 1 4 in g ) Stt F7tKP77y (3ml) 1 1 # J —jV ( 3 ra 1 ) \z 
1 0%A'7^A^i (5 5m g) »?U ;«#«T 2 2 ffllf # 

JJ * <7W# 7 A & B-?h^77-f-{Fuj i S i 1 y s i a N H, $Fffi$g 
; ft^3i^:^y-/u== 9 : l) TfSStfc, I^JiS^lrNtffi^tS - t 
\z J: 13 ffi^Jt^^S^tl ( 7 1 m g ) bT#fc 0 
1 H — NMR S p e c t r urn (CDC 1 3 ) 5 (p pm) : 2. 0 8 (2H, m 
), 2. 3 5 (2H, m), 2. 3 8-2. 6 2 (6H, m), 3. 2 1 (4H, m 
), 3. 4 0-3. 5 3 (4H, m), 3. 7 4 (2H, m) , 6. 3 6-6. 5 9 
( 3 H, m) , 6 . 9 5 ( 1 H, m) , 7. 0 8 - 7 . 4 2 ( 1 H, m) , 7 . 5 0 
-7. 6 5 (1H, m), 8. 0 1 (1H, tf. J = 5. 6 Hz). 

mmm 3 8 8) 4 - [ 2 - {z£££ y - 1 - 4 /v) :T: ^-' v - j e < zi^^iz: 1 - 

-ftywEfr^U y ^ TV K { 4 [4 - ( 3 ^~AsT^}V $lMFL7_ 

«#S!^,Ts 4- [2- (rW-i-i/H ^^/v] if^^-i"* 
^ v- V y # T %/ F [ 4 - ( 4 ~ T 5 / 7 * / * V) fc° D 2 - - < /Ki 

75 K (3 6. 3 m g ) N - ^ 5 K (1ml) Lfc^ 

0 . 2 5M 2 - 7 * =^7 "te f--^ -f ^ fT*- N - >'^K ( 1 . 1 m 
1 ) 1 j^^g**^ (10 0ml) fcffift&Hfok*-*- 

f y ^a.trm (50mi) T^satfc. Mis£»«7K«t- b u ?&Mm$ 

(50ml).* (50ml), fiftfttt* (50ml) Ti»Lfc«, «*«^ 

P-7h^77^- (FUJI S1LYSIA NH, ; BWt 

f^fcB-X^> J; ^^-~^-' v (3. Oml) ir^^HM' (1. 5ml) 

S*£r3J&Ut«L amt;:m-rsr.i:^j:^««ib^ (2 8, 6mg 
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, 5 6. 0%) fte«'itT#fc 5 

1 H-NMR Spectrum (CDC 1 a ) 6 (p p m) : 2 . 00 — 2. 14 
(2H, m), 2. 3 5 (2H, m), 2. 4 6 (4H, m), 2. 5 6 (2H, ra 
), 3. 2 1 (4H, m), 3. 3 0-3. 6 0 (4H, m), 3, 75 (2H, s 
), 6. 5 0 (1H, m), 7. 0 6 (2H, m), 7. 15-7. 50 (7H, m 
), 7. 5 3 (1H, m), 7. 6 0 (lH, m), 7. 90~8. 10 (2H, m 
), 10. 4 9 (1H, b r s). 
ESI ~MS (m/z) : 5 5 8 [M+H] + . 

JW&W 3 S 8 - 1 ) 4 ■- f 2 - (Tif^^^- 1 ->f AO gfvLl g^ Zi^ 
TV K [4- (4-=fP7s/^) b°P^^-2 

4- (4-=fo7*>"¥V) tT V 5 V (6 Omg) 

Th?* k o 7 ^ >•• (3mD \-mw&, ^m^nwwrrc ^ y 

?y (0. 10 9ml) ^nn ^g^st^A" ( 0 . 0 9 7 5ml) Sr^BlA.fc 0 S 
J^fri&ftfcJIU 3 0#«$bfc o KJ&fKSrS^*^^ (5 0m l) 

Sbk*^hy9^*ie» (30mD T^ELfc. &m vitmmm 

•f-bV V &'Mmi (30ml), tK (30ml). Hit* (30ml) XMlkm 
N , N — v 5 J* fvUJfcA^T 5 K( 3 m 1 ) S^Px.fc#s 1 - 0 M 1 - [ 2 - (Tif 

fv^y- x -jjV) \?-r<?W / — /'^f^tit ( 0 . 8 8 4 

ml) t h y zcJf-fi/T X > ( 0 - 261ml) & 4 P#H?|» Lfc 0 i»*-?vV 
(50ml). fcg&ftJ&ffcT >-T£ !7 AtKM (30ml) "C^ffi Lfc, LfcW 
WM tmuMtT $ At}Q« (30ml), 7k (30ml), »'Mf7K ( 3 

omi) "e»wttt, mfcrnstfYv <m&mi±m£h~cmh 

tv ( «» V' ]) X? WPYf^77>f-(FUJI SILYSIA N 

H, Ifffi^ ; : ^ 9:1) £ £ 9lfMbfc 0 g 
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wmm&$:Wi£Emm~% z-t\z& <o unm^omBit^m ( 1 2 2 m g ) &mM& 

BVfb tt#t„ 

1 H-NMR Spectrum (CDC 1 3 ) 6 (ppm): 1. 9 5 ~ 2 . 15 
(2H, m), 2. 2 7-2. 7 5 (8H, m), 3. 05™ 3. 30 (4H, m) 
5 , 3. 4 0-3. 8 0 (4H, m), 6. 64 (1H, dd, J = l. 6, 5. 5 

Hz), 7. 0 0-7. 4 0 (3H, m), 7. 7 5 (1H, d, J = 1 . 6Hz) 
, S. 16 (1H, d, J = 5. 6 Hz), 8. 2 0-8. 3 2 (2H, m). 

(|H 3 8 8-2) 4 - [ 2 - Lz ^ ^) ^ 2 ^ 

-l-^I^rv^ y£ [4- (4-r^ /Z^ /^> J ) tfUv ; >--2 

4- [2 - (T if ^ V ~ 1 - -f A') *3vkl ^ 7^-1"^ ^ ^ ~>' y 5-' ^ 
T U K [ 4 - (4~^fn7s 7 * vO V v ; -2-^ /U] 75 K (122 
nig) %T Y y t KP77V (3ml) fc y * 7 —A' (3ml) te&jSFS^fc. 1 
0%^7i>^» (6 lmg) Srap?L> «KT2 2«»#-l//t 0 fm.% 

i5 u y * y -^r-»m> bfc # b ixftaffi* ^ y * 

7i,^nTF^77^^(Fuj i Silysia N H\ ; jgm^f'A' 

i©flf^fe ( 7 0 m g ) fc«fcJtfe»4Mfc t LTftfc. 

1 H — NMR Spectrum (CDC 1 3 ) 6 (ppm): 2. OS (2 1:1, ra 
20 ), 2. 3 5 (2H, m), 2. 4 0-2. 6 2 (6H, m), 3. 20 (4H, m 

), 3. 4 0-3. 5 6 (4H, m), 3. 6 5 (2H, m), 6. 4 8 ( 1 H, d 

d, J = X..6, 5. 6Hz), 6. 6 6 -6. 7 5 (2H, m) f 6. 85-6. 

9 6 (2H, m), 7. 1 7 (1H, m), 7. 5 7 (1H, m), 7. 9 9 (1H 

, d, J = 5. 6H z). 
25 (HifeM3 8 9) 4 - [2- (TW^^ ~ 1 -4 AA ^<vi>^~- 1 

- i3 fistf ^ V' Vjzl TV' K [ 4 - ( 4 - { 3 - C 2 - ( 4 - 7 )V* P 7 a. 



522 



WO 20«5/082854 



PC!7JP20»5/003?M 



) r !)WF} Z-zJ-*Lkl ¥Vi?^— 2-4/ ^2 ZXX 
g^SSfflg&T, 4- 12- (TW> 5 ^- 1 --4*A-) ;x^a<] tf^i?v-l-* 
/l^ ^ y 3/ £ T K [ 4 ( 4 - 7^/7x7 ^ v) fc? !]y7~2~^ 
] 75K (3 2. 4mg) %N, N-^fA^^r$ K (1ml) KW-M-Vft 
5 | v 0. 2 5M 2 - { 4 - y/Vir a 7 ^ ^) T "ft ?VV . V */T% —Y- gfflt 

=***m ( o . 98mi)^ti mmmw tfc„ be***!***** a oo 

m 1 ) il»»lt h y #-Mcj8» (5 0ml) 

m&m-f h y >7 AtKM (50mlK * (50ml), fSSiAJfiTjc (50m]) "C 
10 8tSr v- y * ^# 7^d ' r y'y 7^-(FUJI S I L Y S I A N H, & 

; mm^^m®^* ■ * * / 9 = 1 ) «t 9 **** L fcflu @ ftfe 

( 1 . 5ml) ePxiS^tt ^l^ffsLfdie. &&*6flfci-5 - i 
mik&QB (9. 2m g, 19- 6%) &6£©5fc&LT#fc 0 

15 1 H — NM R S p e c t r urn (CDC 1 ,) S (p p m) : 2. 0 0 — 2. 1 4 
(2H, m), 2. 3 2-2. 4 1 ( 2 H, m), 2. 42-2. 5 2 (4H, m) 
, 2. 5 2-2. 6 4 (2H, m), 3. 22 (4H, m), 3. 3 4-3. 6 0 ( 
4H, m), 3. 7 2 { 2 H, s), 6. 5 1 (1H, dd, J ~ 2. 0, 5. 6 H 
z), 6 . 9 5-7. 16 ( 5 H, m), 7 . 16-7. 40 ( 2 H, m) , 7. 4 

20 5 - 7 . 5 7 ( 2 H, m) , 7 . 60 { 1 H, d , J - 2 . 0 H z ) , 8 . 02 (1 

H, d , J — 5. 6Hz). 8 . 06 (1H, m), 10. 45 ( 1 H, b r s 3 - 
E S I —MS. (m/ z ) : 5 7 6 CM+H] + . 

(J&tfcffi 3 9 0) 4 - (tfa IJ 1 — Y ^ ^y 3- 

g±l£2i: TSdl r4- (4- 13- [2- (4-7^P7j^) 7tf 

25 /vl » v 4 n 7 ^ / ^ b°y v^— 2 —• -f ;v] Z g K 

^Ml#SS^Ts 4 - (tfp y v- 1 -/f ;M ^vw) fcr'-^y v->- l -#/i^=¥v' 
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JJ^ Tv'K [4™ {A-T%;7x-;**S) t 4] J^-2-^;U] T 5 K ( 
50mg) SrN, N ™ X? * f^*/'^7 5 K ( 1 . 5ml) \C$$M L /cl^ 0 . 2 
5M 2- (4 ~7)Vir a 7 * T±f-JV 4 V ST*— V -Sl^f^ 
(1 . 5 1ml) 1 7«»Lfc 0 J^JS^fSriSft^:^ ClOOml) 

f ]) (5 0ml), ,7k (5 0ml h (50ml) U 

h^77^- (FU J I S1LYSIA NH ( ftHS;i 

10 /V (I. 5ml) t-^x-fy (1. 5ml) 

N Ji^ftjft-f - ^ r t £ £ 0 HM-m^fe ( 4 5 . 7mg, 63.1 %) % 6 £ 

1 H-NMR Spectrum (C D C 1 3 ) 6 (ppm): 1. 08 — 1. 35 
( 2 H, m) , 1 . 5 0-1. 70 (1 H, m) , I. 7 7 (4H, rn) , 1 . 84 
15 (2H, ra), 2. 3 2 (2H, m), 2. 4 7 (4H, m), 2. 8 6 (2H, m 

), 3. 7 2 (2H, s), 4. 0 6 (2H, m), 6. 5 0 (1H, dd, J — 1 
6 , 5 . 6 H z ) > 7 . 0 4-7. 2 0 ( 5 H, m), 7 . 2 0 - 7. 3 8 (2 H 
, m) , 7 . 4 0-7. 5 8 ( 2 H, m) , 7 . 6 1 ( 1 H, d, J — 1 . 6 H z ) 
, 8. 02 (1H, d, J = 5. 6Hz), 8. 2 1 ( 1 H, m) t 10. 4 6 (l 
20 H, b r s). 

ES I -MS (m/z) : 5 7 5 [M4-H] + . 

(H« 3 9 1) 3 - ( 6 ~ I 2 - P ~ 4 ~ [ 8 - (4-7 /k£ sLZg~ 

M 7tfW»WH3 7a:/3rM tf 9 ^ v > >-4 — f /V) -1-ji^/W-, 
1 — f 1 - ( 1 — ;* f-/i-T^i^->'> - 3 — f M U v ; > - 4 — i )V\ $ 
25 3 __ [6— (4-7>y-2-7Mn7iyn-v') t°'J ;v ; y-4~-f^] — 1 
- ^ l - [ i - ( l — /. f-jVT^if-^'y— 3 ~--f fc?^ i)^^ - 4 - -f ;v 
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] t?^T (6 8. Omg) <Dx.#/*-A' (2. Oml) SfSKfc^ (IS) - (+) 
~iO-*y7 t >lt (70. 2 m g ) SrJ» ^ £ir? l o t 

y« (0. 2 5M, 1. 91ml) li&T3 0»lfc e 

01t ^^/y (50ml) £ ifi^fife**-?- ^ (20ml) fc#IB Lfc 

„ WaJl fcttft*** T$fct£ L . bV$& L 7c „ r *t & Sit b * 

jlgSrv' y # 7 ^p ^ f y A - m±*s y >'T N H\ »I±JSS ; «^ 
f/v-i»^:^ ?7»;^2 5 : 1) TltitL/t. 0 m»>£$t$t Lfe 0 
SSti^x^x-f.'V (2ml), (2ml) %M\x., flf & UfcttJRSr 

#(10. 9 ra g > 11. 0 %) frflfcfc. 

'H-MR Spectrum (CDC1 3 ) 5 (ppm) : 1.67-1.99 (6H, m), 2. 50 (3H, s), 2.84 (211, m), 
2.93 (3H, s), 3.03 (3H, m), 3.67 (2H, n), 3.72 (2H, s), 4.20 (1H, ffl), 7.12 
(2H, n), 7.22 (1H, ra), 7.26-7.30 (311, m), 7.36 (1H, m), 7.67 (1H, s), 8.24 
(1H, dd, J=2.4, 11.6 Hz), 8.34 (1H, s), 8.50 (1H, br), 12.39 (1H, s). 
E S I -MS im/z) : 6 2 5 [M+H] + . 
(Miffl 3 9 2) 4 - (T ii^ y- i -4 >±£ £M ^ V 2 Z i 

VjLl Ti/Y [ 6 - ( 2 -7 ^tP - 4 - { 3 - [2 - ( 4 -TVl^-P 

:7^^/i-Q rtf.^] ^a-frWK) 7^; ^) b c !); yy-4--{;vj K 
»MH\Ts 4 - (Tif^v^- l — Y ;M ^/u) t s ^y ^v™ l 
P y ^ T-> K [ 6 - (4~75 7- 2~ 7;^p7xAV) fcf II 5 v ; ;/- 
4 — f/Kl T.5 F (lllmg) Ir^y-zv (3ml) (dittli (S) - 

( + ) - 10 »^y77 -y -tof? yi(65mg) Sr.* £ 5 U 7t 0 5£)&?f$ 
£0. 2 5M 2- {4-7/V*B7sS/V) T'tf/l' -f f ~ f 

/!✓:=. Vj&fc ( 1 . 6 6ml) trjP.l 1 Lfc. KJ&?&&I» 11 ^"' (50m 

1 ) tMS&WfMI- f iJ 7 A7jc« (30ml) "C^iB Lfc e WSMi^^^H 
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:4CM'f~ f y l> AtK^W (30ml), * { 3 0 m 1 ) s S&fa&ifok (30ml) -em 

#^*7^ a ^ 1^77^" (FU J 3 SILYSI A NH, 
^ffi^ ; ^ : 1 : S-gftH^/W «t 9 ISH tfc D 

# «E||fi ■ bfco # ttfcSftat-^^/^"^^ < 4 m 1 ) ^"f - y(4m 
1) ^t»^ffc e SI«^>Stbfc^ itftfci&i-* r<^r.j:i?«fb-8^ f 

8 1. 5mg) ^0»at#t 

'H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 1.10-1.38 <2H, m), 1.40-1.75 (1H, ra), L 82 (2H, 
m), 2. il (2H, n}, 2-36 (2H } m) 3 2.91 (2H, m), 3.24 (4H, m) f 3. 71 (2H, s), 4.07 
(2H, a), 7.12 <2H, m), 7.12-7.42 (5H, ra), 7.63 (IH, s), 7.86 (1H, dd, J=2. 4 3 
11.6 Hz), 8.33 (IH, s), 8.46 (IH, brs), 12.38 (IH, brs). 
E S I -MS (m/z) : 5 9 6 [M+H] \ 

mmm 392- 1) 4 - cr-g^v- 1 t v^i ^ u 1 

y- y y ^ T v- K f 6 - ? 2 - -■ 4 — = h o 7 ^ V U 5 

E*#ffi^,Ts 6- (2™7//tn~4~^fn7x7^-» tf!) >i?y~4»>f 
(2 0 0mg) ^f'r7t (8ml) * HirfcSK tRtKIS 

;^£p^#T^ !- 1 1 ^f/^T 5 >' ( 0 . 3 3 5 1 ) £ * n o ^8*7 =t ( 0 . 3 
ooml) tan*:*. »S»fe*a*TM»S*3 05MMK*tfc. 

(50ml) ^»«7K*t- f y !? (30ml) "C^iEUfc, 5> 

mLfc^l;S^»^l|7jc*^ f !J ^AtKSSSE <3 OmlK ?.K (30ml), fftft 

(3 1 ) T«»Lf'fL ««7^ 'r > T '7^T«Lfc 0 
.EfSlfc, #fc^fca«N f N-e?^WM7^; K (3ml) 

4 _ (7l£*?-i?y— 1 ->f/Vjl7\rtO f^y^ (6 0 0mg) h 

p cr^vKT 5^(0. 781ml) ^iPit? ttRtifft mtM&mk^/l' 
(10 0ml) i^MfbT^^^ATR^ (5 Om 1 ) "e^lSLfc. ^Lfc 
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^tt)f%»«7">' ; &^7^7k^ (50ml), 7k (5 0ml), fi&fq&i&ric ( 

fzm, #5>Hfc3»jtSr^y A^*7^o-?^77-f- (FU J I SI LY 
S I A NH, tf^I ; ^f* >' : I : 8 -iM^/H fcJ: D 

5 u/c, g W3f©^%IS.ffi»'i-S - 1 £ J: *> m£»»©*Ml^ C 3 4 0 m g ) 

ES I -MS (m/z) : 4 3 1 [M+H] + . 

3 9 2-2) 4 - (T^ ~2> - Lz^f £jj S * 

jVrifj^ P y £ 7i/K [ 6 - ( 4 - T % / ~ 2 - 7 ;v* p7^^ vO fc° P g 

4 - ( r w v 5 >• - i - 4' ^ > v >' >' - 1 ~ # ^ ^ y y £ ^ k 

[ 6 - ( 2 - 7 AofrP - 4 - =fB7x y ^-y) h° JJ 5 4 - 4" /W] T 5 K ( 

3 4 0 m g ) h 7 fc Kp 77>'(8ml) i £ 7 (8ml) 
, 1 0^7y^/^'l (1 7 Omg) SrJP*.T**»ffi5STl 3Pfii#tfc 0 

( 2 2 1 m g ) t Itifc. 

l H-NHR Spectrum (CDClj) 5 (ppm) : 1.05-1.40 (2H, n), 1.45-1.70 (1H» in), 
1.70-1.95 (2H, m), 2.08 (2H, m), 2.59 (2H, d, J=6.4 Hz), 2.89 (2H. m), 3.20 
(4H, m), 3.60-3.85 (2H, m), 4.06 (2H» m), 6.44 (1H, m), 6.50 (1H, dd, J=2. 8, 
20 11.6 Hz), 6.97 (1H, ffl), 7.31 (1H, brs), 7.55 (1H, m), 8.36 (1H, a). 

E S I ™MS (m/ i):401 [M+H] + . 

(iHSi-M 3 9.3) 4 -- (T-^^^y- 1 f-M V v'^~ 1 - #2k^! 

^>3y^ Tv-K {6- C2-7/V^-P 4" ( 3 - 7 s^^7tf;Vft 9 

25 iita^T, 4 - (t^^v- i -4vv^» t^<y > 5 ^- 1 -#/m?^v- 

7 V K [6™ {4-75/- 2 — 7/V:t p7x7 V) fcf U 5 *J V- 4 
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- 4 iv\ 7U* (HOmg) Sr^-^ y ( 3 m I > \z.mU Lfc&, (S 5 ™ ( 
+ ) 0-^7^7 7"^^ (6 4mg) ^Si5«#tfc» Rf&tS(- 
0 . 2 5M 7»=.^T-fe^^ ^ y^v'T^— h - k'^>1§IS ( 1 . 6 5m 

i ) -&%k. l fcPHW* KlE&JRSreSft^^ ( 5 o m l ) tiftil^lt b 

y (30mi) -e^iaufc, h v $-h?mm ( 

30m!),*(30mlK (30ml) T«»Lfc«, M7k» 

n t 1- ^7 7 A — (F U J I SI L Y S I A NH, \%$m \ '9 >' ■ «^ 

fcJSatt:: ^ai^/wai— *rfr (4m 1) b^-f^y (4ml) tr/fflx.lS$4fc, IS 

UfcgL MXMMklrZ - £ £ V aEBHfcaMfe (76. lag) sr 6 
t LT#fc 0 

l H-NMR Spectrum (CDC1 S ) 5 (pp«0 : 1. 10-1.40 (2H, m), 1.59 (1H, m), 1.81 (2H, ra), 
2.11 (2H, m), 2.35 (2H, m), 2.90 (2H, n»), 3.24 (4H, m), 3.74 (2H, s) , 4.07 

(2H. a), 7.10-7.50 (8H, m), 7.63 UH, s), 7.86 (lH t dd, J=2. 4, 11.2 Hz), 8.33 

(1H, s), 8.44 (IH, brs), 12.42 (1H, brs) . 

E S I -MS (m/ z 5 : 5 7 8 [M-4-H] *. 
(^jjgtf 3 9 4) 4 - (Tif ± 1 ~4 :W \?*< V ~ 1 zj£±M 

±vOL2L£ ZHH (4- {3- [ 2- („4, r7//tP7x^) Tg± 

«»IStlK 4 - (Tif^vV- 1 ~-f;Vpt^/P) fc^<y 1 -#.>t^>V 

y v $ y v- k c 4 (4-75y7x/ t° y - 2 - -y /t/) r 5 k ( 

14 3mg) -it^J—lV (4ml) fc&tflUfcfSL .(S) ~ ( + ) ™10~*> 
7 r yi(l31n»g) *MX. 5 &MW:W Ufc, RJi&«(- 0 . 2 5 M 2 

- (4~ y/i-^n 7 Tffyv 4 yftvr*- t- ~ h C 2 . 
2 5ml) »X 1 t«» Lfc, S^&S^^^ (50ml) 
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m-r ^ v v^fc-mm oomi) t^su, w-tss^fSfR.^^.7k*^ h y <?atx 

?Mt (3 0mi),.* (30ml), Jttftfc&* (30ml) Wclfe, & 

i<mmr)~ h y #ATS£&Lfc. f^«ra&Lfcm, ^k^^^y*^ 

n ^ h (FUJI SILYSIA N H, ; V 

e n-biW^m^S^-J^-y-^' (4ml) t^f-^ (4ml) *Af3x»$ 
^rfc 8 «%5^tfc&\ j§^^^5££i£J:9MfblMfe (7 4. Omg, 3 
4. 2%) ^Bfei*tU#f:„ 

l H-NMB Spectrum (CDC1 3 ) 5 (ppm) : 1.05-1.35 (2H, m), L 40-1. 70 (1H, m), 
10 1.70-1.90 (2H, n), 2.11 (2H, m), 2.34 (2H, ra), 2.85 (2H, m), 3.23 (4H, m), 

3.71 (2H, s), 3.95-4.15 (2H, ra), 6.53 (1H, dd, J=2.4, 6.0 Hz), 7.00-7.16 (4H, 

ra), 7.18 C1H, m), 7.19-7.40 (2H, m), 7.55-7.75 (3H, m), 8.05 (1H, d, J=6. 0 

Hz), 8.50 (1H, brs), 12.26 (1H, brs). 

E S I —MS (m/z) : 5 7 7 [M+H] + . 
15 (g£8Sfi 3 9 5) 4 - (Tif ^-^V- 1 — f/W 3vW ^ U s ^^~ 1 -ft^ 

U y £ Tv-K { 4 - [ 2 - Z2k# p _ 4 " (J 7 ^/Kr-fer^v^* 

SStf»5CTN 4 - (T-Wv 5 ^™ l ?W) fcf^y v 5 ^- 1 -*;^^v- 

Uy^f Tv-K [ 4 ~ ( 4 - 7 5 7 ™ 2 - 7/1/* a7.x7 -» fcf y 2 - 

20 -f/kl 75 K (I27mg) / -~,V (3ml) (Clgi^Ut^ (S) - ( + 

) -10-^ y77~^/4>f ( 1 4 8 m g ) 5 #WHII#L;fc. gclfcfe 

0. 2 5M 7^^/UT*fe^/^ -f yft^r^- h ~ ( 1 - 9 1m 

1) 2mmWhfc* (5 0ml) tfilfl«7X«t- 

h V (30mi) -e^SBbfco ^rMSMIaM^*^ f y i> 

25 (3 0ml h 2k (3 0ml h ISSl^fok (30ml) "C*JlI&?» Lftft, 
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^ pt h 7? 7 4 — (F U J I SILYSIA NH, f#$l$ ; ^7°^ >' ■ S^t 
1 : 8 H&gfeaTvV— ff^^gvl" : ^ $r / — yp= 9 5:5) \z X '9 *f §! L 
fc a g»Jpi^$r?WSfllUfc 0 l^feBll^^f^-f/V (3ml) 
^f-V (3m i) SrSBA.«»S*fc 9 ®#££J&Lfc#. ii^lM" >3 r £ \z. £ «3 
6 (10 4. lag, 5 6. 8%) Sr6-fet&3t5t LT#fc. 

l H-NMR Spectrum (CDC1 3 ) § (ppm) : 1.08-1.45 (2H, m), 1.55 QH, ta>, 1.76 (2H, m), 
2.09 (2H. m), 2.32 (2H, m), 2-84 (2H, m), 3.22 (4H, rs), 3.74 (2H, s), 4.04 
(2H, in), 6.53 (IH, dd, 1=2.4.. 6.0 Hz), 7.10-7.50 (81% m), 7.63 (1H, m), 7.89 
(1H, dd, j-2.4, 11.2 Hz), 8.05 (IH, d, J=6.0Hz), 8.52 (IH, brs), 12.44 (IH, 
10 brs). 

E S I ~MS (m/z) : 5 7 7 [M+H] + . 

mmm 396) 4 [ 2 - (rff^y- 1 — t ?±i ^S2tl ^>~ i 

-~;fr/^> ■ V I? y ^ T K [ 6 - ( 2 4 ~ { 3 - [ 2 - ( 4 - ■ 7 

15 r s k 

v 5 V- 4 — ( /VI T K K (3 lmg) / -A' ( 1 m 1 ) fcfl LfcgU ( S 

) „ ( + ) -10"}^77^M >'g? ( 4 7 m g ) *. 5 £f^# L> fc 0 & 
20 0 . 2 5 M 2 - ( 4 - n 7 at ~ /V) T*fe y ^ VT4 — *■ 

- h/^yWm (0. 4 4 8m I ) »Xl 5S«tfl#Wt 0 

(50m l ) fefSfa^^TklSt- h 9 7 AzM&SS (30ml) X^SB Ufc, WHSJftr 
iS^M^I/K*^ b 9 t? ATkSMft (30 ml). * (30ml), MfP"^& (30m 

25 # b ftfc.3£H:&f I J A 7A^b^>/77^-(FUJ 1 SILYS I A 

NH, ; : g^x^VV^ 1 : 8 -H^^V^Ife^^/V : ^7 
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-^=9 5:5) |c£«MLfc 0 g^Pi^^ffiilUbfc. &btiitmm% L 
C -M s Kxfim Lfc 0 M©77 * V a > Lfcfc N «»»i»7K* 
h y f?2^<K« (30ml) fctft&t^vl' (50ml) T?#gB Lfc c ^ji'^ 
fP«?'K (30ml) "e»M s m&WE&r h y ^A-effej^Lfe 0 $&&3$E©5k 
5 T 5 r. fc tH £ t3 \ Mffc&# ( 0 . 9mg) b LTfit s 

ES I —MS Gm/z) : 6 1 1 [M+H] 

( MM-M 39 6-1) 4 - [ 2 ---- (Tif^-v^- 1 — f A') b a -<^ v : ;-^' 

: - i -- -> y y ^ 7 K [ 6 -- ( 2 -- 7 / k^" g-4-=hP7i;^ 

10 S^#Bf^Ts 6 - { 2 - 7;^a -4-^1^7x; tf V $ > ; >'- 4 — f 

/u-T ^ >' (6 Orng) %T h v tKn 7 -;y (3 m l ) \mm £ «lt , tKtR^ 
&9M$T£ f y ccfj^T % y ( 0 . 10 0ml) Wdc ^S&7 .x n/U- ( 0 . 09 
03 ml) ^JbRitfe, ®&«^«T*#M£-&2 0^P«#Lfc o 

(50ml) iaifa&Bfc**'*- h V (3 0ml) "C^iBbfc. # 

15 a IfelH Srfi^Sfek*^ I* y >> AtK^ ( 3 O m 1 ) , * ( 3 0 m 1 ) . &ffH 

(3 0m.n xi»»t/t^ m^mt-r ^ y DAt^it, 

N 1- [2- (TW^>-~ 1 —f/k) »fvwj tf^v^ HitltJt (2 14m 
g ) xf-A^T 5 >- ( 0 . 2 3 4ml) 6 «gi # Lfc„ ®&$t&iF 

20 ^--.^ (5 0ml 5 £^£ftT^= 9 (3 0ml) T^IBtfc. 5> 

fLfcfil^tft/y*- fr-Mcfctt (3 Oral), tR (3 0ml), 

(30mi) -e}«^tfc^, h y -^^tr^ifc. it «»: 

H^tfcfls f^fcSRS^UA^^A^B^ r:?'7 7.-f- (FU J I S 
I L Y S I A NH, f§m$C ; "v/^V : IHI^^/V= 1 : 1 
25 afvt' : ^ # J — /V= 9 : 1 ) fC J; 0 Lfc, g ^%W^>tr^J±;l*f-f § ■ C t K 
£ n M.»0-»ft'#tf (HOmg) UT#fc 0 
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E S I -MS Cm/' z): 44 6 [M+H] + . 

(MMM 3 9 6 - 2 ) 4 - [ 2 -- Ln^ 2d. ^r/l'l }z-<yi?l-' 

- 1 - il jVT$*r v- D y $ T is K [ 6 - ( 4 — T X J - 2 - 7 /Wt u 7 j. ,/ =fr -> 
) -f /I- J T $ K 

TfK [6- (2~7;ktn-4-."fn7sy^) fcf P $ i^— 4 --f /1>0 
T $ F ( 1 lOmg) h -7 fc Kp 7 9 >- ( 3 m 1 ) t f J —fr (3ml) |C 

mmtsit s i o%;<7i?$j±mm (5 3m g ) **n^ *iikt 1 e. 5s#n 

10 gS:*>y*^*7A^ P-r (Fuji Silysia NH, & 

; ff^^/u- : ^ 95:5-90: 10) T?3fifjaf Lfc, Bftjflfclhfr 

«r»JE»!&t 5 n £ i- X 0 (32. 4mg) ^r^^^ti £ 

'H-NMR Spectrum (CDC1,) 5 (ppm) : 2.14 (211, m), 2.43 (2H, m), 2.51 (4H, m), 
15 2.55-2.80 (2H, ns), 3.32 (4H, ra>, 3.53 (4H, m), 3. 73 (2H, s), 6.45 (1H, m) , 
6, 50 (1H, dd, J-2.4, 11. 6 Hz), 6.90-7.02 (1H, m), 7.36 (1H, m) t 7.55 (1H, m) , 
8.36 (1H, is). 

E S I -MS <m/z) : 4 3 8 [MH-Na] + . 

(M¥M 3 9 7) 4 - [ 2 - (TH^^y- I ZldJkl ^7^ >" X 

20 - 77 /i^ v- 7" V' K { 4 ~ [ 2 - 7 n - 4 ~ (3-7x :^/UT±T 

«fflfrFs 4- [2- (rH^ity-i-JM x-^fr] ^7^y~ i 

df - v' Jj/^ 7-7F [ 4 - £ 4 - T 5 / - 2 - 7 7 /U;t* a 7 ^J* 9 s) P 
75 K (6 Omg) fratjr/— A- (i. 5ml) ICt^fUfcM^ 
25 ( S ) — ( + ) — I 0-7»77^My| (1 0 lmg) &JPX. 5 U 
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( o . 8 7mi) %Mk. i a mmmw ufc c &mm%mm^-^ (so mi) tm 
mm^m-r ^ y ^a^km oomi) m®m&mnmm&m-f h 

}) $ 2***8* (30ml), A (30ml), ffifqAH* (30ml) T?Pi$I» L 

5 * ffr-}} 7 n h 9 7 '7 4 — ( F U J I SILYSIA NH, MlrM ; ^ 
: Ijf^TVl^ 1 : 8 HM^A-HS*^?*' ; ^ / — 9 5:5) 

2ml) £^=H?-> (2ml) fc D Bfc«r5fcLfc«, 

5 r. £ K £ 13 (37. 2 m g , 43. 4 %) £ S t LT#fc a 

10 'H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 2.14 (2H, n), 2.41 (2H, m), 2.48 (4H, m), 2,62 

(2H, m), 3.31 (4H, m), 3.50 (4H, ta), 3.74 (2H, s) t 6.54 (1H, dd, J=2. 4, 6.0 
Hz), 7.10-7.50 (8H, m), 7.62 (1H, m), 7.89 (Hi, 66, J=2. 4 } 11. 6 Hz), 8.05 (IH, 
d, J=6. 0 Hz), 8,48 (1H> brs), 12.44 (1H, brs). 
ES I -MS (m/z) : 5 9 2 [M+H] + . 

15 (glffiflP 3 9 8) 4- [2- (T^f v?^- 1 ~4V^) fcV<7^>-~ 1 

TvlH C4- (4-- (3- [2- (4-7/^P7^;l/ 

ilSlM^rf, 4- [2- (THWy~i-4M ^7^-1-* 
/^3j? v- y y £ r *> K [ 4 - ( 4 - r ? y - ^ y ->) tf y 5? >- - 2 - ^ ^ 

20 ] 75K (6 3mg) (1. 5ml) [r.Mtfcf, (S) - (+) 

™10-.t>7T"-^* >'W (1 1 1 m g ) £jbH k. 5 # if # Lfc Q KlMi-- 0 
. 2 5M 2- (4-7/V.tn7x^;V) 7tf/V tv'T^-h-^x 
>^tt (0. 9 5 4ml) fcifl*. 1 3. 5B#P«#Lfc 0 JxJ&^&H^TVV (5 
Oml) tl&SJifeiMc*-?- MJ f? (30ml) ?#IB Lfc„ ^i® frftfr 

25 »zk*f- r y & (30ml), tR (30ml), (30ml) 
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n-fzBf&^^ y * 7A^DYh//77-f-(FUjl S I L Y S I A N 

h, mmm. ; >- : mm^T^ 1 : s ~hf^^/^~^^-^/v : ^ / — 

-Tvwc tvI^ (2m l) ir-^f-f-y (2ml) MP Ufc 

5 aM«ff 3 £ £ \Z X. 0 SlBftft* (34. Img, 36. 2%) 

•JHflffi Spectrum (CDCl,) 5 (ppm) : 2.15 (2H, m), 2.42 (2H, m), 2.48 (4H, m), 2.63 
(2H, a), 3.33 (4H, m) , 3.50 (4H, m), 3.71 (2H ; s), 8.54 <1H, dd, J=2. 4, 5.6 
Hz), 7.05-7.15 (4H, m), 7.19 (1H, brs) , 7.23-7.40 (2H, m) , 7.64 (1H, m), 
10 7.65-7.75 (2H, m), 8.05 (1H, d, J=5. 6 Hz), 8.52 (1H, brs), 12.26 (1H, brs). 

ES I -MS (m./z) : 5 9 2 [M+H] + . 

15 T^^fctfcVMRHBSLfc. 

3K> 

HGFR (He p a t o c y t e growth factor r e c e p t o 

20 DNA (Deoxyribonucleic acid, x^-^v'U #.®St> 
human placenta ( 'c h 

PGR (Polymerase chain reaction) 
V E G F R 2 ( V a s c u 1 a r endothelial growth fa 
ctor r e c e p t o r 2, ifcWi^^MH^^® 2 ) 
25 FGFR1 (Fibroblast growth factor rece.pt 
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PDGFR jS (P 1 a t e ] e t derived growth factor 
receptorj, jfiL/h&fe&JtSSBI^^Nfc $ ) 

EGFR (E p i derma 1 growth factor receptor 

5 F BS (Fetal bovine s e r urn, »7 v'Sn^Jk^t) 

PBS (Phosphate buffered saline,!) >'^li?Il^S 

T r i s (Tr i s (hydroxyme thy 1) ami nome thane, 

10 PM S F (Phenylmethyl s u 1 f o n y 1 f 1 u o r i de,7i 

z^jv^f jux ju-fc -~fv y 7 4 K) 

NP-4 0 (Nonidet P - 4 0 , J V b P — 4 0) 
E G T A (O, O - B i s (2-ami noe thy 1 eneglycol) ~N 
N, N 1 , N' -Tetraacetic acid, & U n-^x-T/l'V 5 / 

SDS (Sodium Dodecyl sulfate, Kf^^Sit h V !?A 
) 

B S A (Bovine Serum Albumin, ^ifetfT^^ ^ V) 
H e p e s (N— [2-Hydroxyethyl] piperazi n e - N ' 
20 -[2-etbanasulfonic acid], ^s<X (8H8f$0) 

ATP (Adenosine 5'' - Tr iphosphate, T*f / i/> 5 ' 

-ny >«). 

EDTA (Ethyl enedi aminete tr aace t i c acid, 

25 HTRF (Homogenous Time— Resolved Fluores 

c e n c e , Bt|B£$?&3fc) 
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HRP (Horseradish peroxidase, yjt 1 — ^ y^f 4 yVa 

ELISA(Enzyme-l inked x mm unosorbent a s. s 

5 HGF (Hepatocyte growth factor, MlS^itS^) 
BBSS (II a n k ' S Balanced Salt Solution,^' 

M T T ( 3-[4 ( 5-Dimethylthiazol-2-yl]-2,5-diphenyltetrasolium 
bromide Mhiazolyl blue) 
10 E GM™ 2 (Endothelial Cell Growth Medium— 

2) 

15 HGFR (Genban kS)l«^ J 0 2 9 5 8 ) tf>$fflM -f 9 5>V 

9 7 4/> 9 „ ft»oj&Jfc = KVSr-^tf 1 . 3kb©DNA77^^yhtfc!) 

, Park6 (P r o c . Natl. Acad. S c i . U. S . A. 8jk, ( 1 8 
) s 6 3 7 9 -~6 3 8 3, 1 9 8 7) 0 Kflft$*l,TVV5. I^DNA77^^ 
> h &\ human placental c DNA 1 ibrary (# n >x 

20 y ^ & £ 5 Iff A) 3> , 2 MO^^'f (iE«^ 1:5' -CCGGCCG 

G A T C C A A A A A G A G A A A G C A A A T T A A A - 3 ' $5 «fc t JWl!# # 2 
: 5' — T T AAT TCTGCAGCTATGATGTCTC CCAGAAGGA 
-3 \ ^fyt-hP^y|U!)iA} tariPCRS (TaKaRa Ex T 
a q ™ Kit, Ta K a Raj;*? M A) V>TMI L :©DNA77 ^ 

25 / > h £r/*3r* a f?-f ^7>^7 , ^^••■<^ f (pFastBac ™—H 
T (G I B CO B R L*Lfc 9 f$A) 5 n -~ W U ^^Itii«ltr#t 
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Q ^tlSrll^lSlS (Sp adopters f x u g i p e r d a 9 { S f 9 ) 5 

\z h y 9 hU HG F Rll^xy^^ o $r-f ^^IttpS L,fc (» 

t^xv^ --x p r >--f /V-?.^fiS<f'iN lif^r?. f (Bac — to — Bac B a c u 

1 o v i r u s Expression System (G I BCO BRLlh) 

a AOXj&SfcttN Jr.fB©^S!^^V^T H G F R ©ft*> ^^7 9 l^b 

7 ^ >" f (V E G F R 2 , Genb a n k &##-5§-L 0 4 9 4 
7 ) , JJ 3 9 8^b (FGFRl, Genban 

Jc &###X 5 2 8 3 3) £fcte y 5 5 8 ^?>g§ifrf «*aiaK7 7 ( 
10 PDGFR/K Genb a n k I&W^M 2 16 16) ^tSI bfc 0 fr*5 s 

EGFRttSigmatfc <M#^E - 2 6 4 5) Jr. D If A Lfc 0 

2 . f^yif p v > J: t>t»M 

2 % F B S S F - 9 0 0 II {.A Vbf F'n >|± J: 0 HA) 

UfcS f 9« (3 x 1 0*m) ±&l.1tHGF 4 

15 ||(4ml) ^lits 2 7°CT-4 8 B#ffiK»ifF* Ut» COHGFRE^t 
p *M ;l-xmM®m%: 4°CKX lOOOrpmtfS UX, ±M%W 

v) m >&. ttm Lttmmmm & somi l/- pbs \zmm u 4tiaio 

0 0 r praT?5#BBS'£?LT, ±J|Mtf8t98*V*fc. ?»L7'clSlfe»%4 Om 1 © 
*#LfcLy s i s Bu £ f e r (5 OmM Tris -HC 1 (pH8. 5) 

20 . 5 xnM 2 - * ^ # ^> a: * / —/K 10 0 mM KCK 1 mM PMSF, 

1 % ( v / v ) N P - 4 0 ) \mm Ufc, r. ommmt: 4 °C^X 1 2000 rpm 

C©±i#^3 Om 1 ©Bu f f e r A (2 OmM Tris -HC 1 (pH8 
5). 5mM 2™^;^/^^;-;K 5 0 OmM KCK 2 OmM 4 
25 5 9 /K 10% ( v / v ) ¥ V -fe n —/V) -esfm&fc UfeNi-NTAT^fn — 
Xj7 7i (3 m 1 , #7 -^>4± £ 5 ISA) :©.*7i^3Qml©Bu 
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ifer A, 6ml ©Buffer B (20 mM T r i s ~~ HC 1 ( p H 8 
. 5), 5mM Z-*JVft~?Y-x-9 J—fr* 1M KC1, 10% (v/v) ? 
ptn-^)s 6mlOBuf f or ATfJU^fctSfc^Ufco fcV^T*. Z.thK x 6m 
KDBuffer C(2 0mM Tr i s-HCl (pH8. 5) N 5mM 2 
5 ~~ / ~f\-x-9 J — 1 0 0 mM KCK lOOmM -t % ^V-A\ 1 0 
% (v/v) ^y^d-zV-) ^Px.T^m«#7t 0 r.«miS«W (S pe 
c t r urn Labors tor ie stfci t>j»A) fcAfrk 1 V V Yfr<OWR* 
y-7r— (2 0mM Tr i s-HCl CpHT. 5k 10% (v/v) ^y-fe 
P— ;K imM i/ft^ 0. 1 mM Na 3 VO* 4> 0. 1 mM E 

10 G T A) X' 4 ^ICT-I^^jf bfcf£% &Bi* 5 £ T?~ 8 0 °C Lfc„ Mtrtt 

«0HFttl«EO— S D S U 9 -ri?--7V V 7 > V ^Hfete*^ 

t e o k d a x&m £ *t & y = >- ^ ^ > msi (hi s e - h g f r „ 

N*^l:^^v T V6iS^il-i"$^fcHGFR©laMK^-t' V) Sr. BSA (S i 
gmalfcj; t>8SA) Jp*S t Lfc, VEGFR 2 K ;* 

15 4 >\ F G F R 1 ©iif K^-Y fcfiPDGFR jS OWE K,* ^ >toV^ 

>' hlfil (Hi s 6 -VEGFR 2, H i s 6-FGFR I SfcSH i s 6 - P 
DGFR/3) tr#fc 0 

3. HGFRfnyy ^-ig^i&^-f 5 SR&fEJS 
20 9 6 ^xH&T'L- f (NUNCtLfc OHfAs 6 3 3 2 0) 

3./kt^x 10^1 0>*-?—i*KiKS (2 OOmM He p e s (pH7. 4), 8 
0 mM M g C I 2 s 16 mM Mn C 1 2> 2 rnM N a 3 V0 4 )> 2 5 0 n g © 
e,i*^>^^y (G 1 u 4 : Ty r 1) (biotin-poly (G T), 
x-!Jy ?%. X 918 A) 1 5 ffiMfrR U fc t> CD % 6 ,u DJOngOH 

25 i s 6 -HG F R (0. 4 %BSAf$T'6 0 Ufc t> © Sr 10U 1 ) *5£t* 

v 5 ^ ^/i^x /p/In =if ■ v- wmm $ *fc«^K (o.i% b s at* i oo mmz t 
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l u M ATP (Sigma %hJ: «3 gfA) % 1 0 /z 1 ^PxT, 3 0 1 0 :M-f 
* a v' 3 >• bfcit, 1 0 /t 1 © 5 0 0 KiM E D T A (p H 8. 0 ) (MM 
HXH «fc 9 It A) fc^T^-Hf SJS*®4r#fc. 
5 ^niX^y ^iMkb iotin-poly (GT) ©JfcfHfck Homogeno 

us Time— Resolved Fluorescence (H TRF) 

Vc (A n a 1 y t i c a I B i o c h e m i s t r y N 2 6 9 , 9 4 — 10 
4, I 9 9 9 ) 0 i-^tjfe, 2 0 ju 1 <Djim*i--~$fr8MW>%5£L*3 0 n 1 (Off 
( 5 0 mil H e p e s (pH7. 4 ) v 2 0 mM MgC 1 2 , 4 mM M 
10 nClj, 0. 5mM Na 3 V0 4 . 0. i%BSA, lOOmM EDTA) & 

9 6 rV^ffi&/^~:7:/V~- h (COSTARtJ: 50 A, ififf3 6 9 4) CD 

B^(Ea (K) -PY20, } J i^ttJ: 0J»A) 7. 5ng ( 

2 0mM Hepes (pH7. 0), 0. 5M KF, 0. 1% BSA72 5 
15 OlffftRUfcfcroS: 2 5 .a 1 ) fciVXL 6 6 5^7'-</H/cX h I^7°h7t^>' 
( X L 6 6 5-SA, 0 y V^&i t> ISA) 2 5 0 n g ( 2 0 mM He 

pes (pH7. 0). 0. 5M KF, 0. 1% BSAt6 2. 5^#f?Lfc 
t)©^25|i 1 ) X. T , Cf ^ * * ■>< 9-HTRF -f^a/^FT "7" 

20 6 5 nm^Xt>*6 2 0 nm©f^MlriS Lfc. Biot in — poly (GT 

) C>^n~>>-y >g£fbW, P^>x-y >'^t©HT R FlfSISr^^ Mr 
mm^nx^ delta F%-B£JBV^.#ffiUt„ 1rtl:t>h, x.-f 
H i s e 1 t a F%fittrl 0 0%,«»J; 

tfn i s e-HGFR&iBjfcTV^W^VOd e 1 t a F%-f6^0%i: UT, ^ 

25 ^'K^o^fc*^^.;^® d e 1 t a F%H©it#s (%) &3ftfcfc 0 resits (% 
) |r.j: 5 HG F R i?Sit% 5 0%®m^%<D\c&m%$®k%iW<oWk& ( I C 
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VEGFR 2, FGFR 1 £fcttE GF Rfn ix>^^-^#»f 
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6-FGFR 1 % 1 5 n g £fc}4EGF R & 2 3 n gffll^iilfcHGFRf 

— ^ P D G F R ^ f p i/y^t-«l^t6 Wffiilv 5 0 n g SO H I 
s 6 — P D G F R £ £/B V^T> ±Sfc L.fc#ftT*:f~^&J&i&£#fc.8L £(T©J 
5 iT'fn^?>ifhb iotin-poly (GT) ^ftttJlt^lUfc. 

96 —well streptavidin- coated p 1 a t e ( P I 
ERCEtfcJ: V liAv S&tfl 5 12 9) 3 4 /i 1 

. ^-^^/Vg; 15 0^1 (DffifrW. ( 2 OmM Tris™HCl (p H 7 

10 , 6), 137 mM NaCK 0 . 0 5% Tween-20, 0 . 1 % B S 

A) T' 3}I|»U Whosphotyros ine (P Y 2 0) -HR P c 
o n j u g a te(T ran s duct ion Laboratories : j± X V J 
B?^ l5lttP" 1162 5) 70m1 (2 OmM Tris -HC 1 (p H 7 
. 6 K 13 7 mM NaCK 0 . 0 5 % T w e e n - 20, 1 % B S AT* 
15 2 0 0 04fiF(i#3R) ^ffxt, SitT'lH^ y^-i— >'Ut* # 

r>zc/W^l 5 0 a 1 ©?Sfcl£iftT? 3 iH» LT, 10 0 ,u 1 <£>TMB Memb r a 
n e Peroxidase Substrate (7t a v'tfcjr. If A. SS3t# 
^5 0-5 0 7 7-0 3) ~kMx.tz 0 Zm&m.'Z 1 0 :£PIH -> 3 >1I 

, #!7^;Hr. 100MO1M 9 y«$:*P*.t\ E^^l — h P -^MT P 
20 - 5 0 0 (=t nf-mrv?±M) iaHSO nmO»it&ii^Ufc 0 $RftftfrAP 
x/f H i s 6 — PDGFR 0 t'jBx. fc «7 ^AOIttS'dT 10 0%, #Sfe4&K#5 £ 
H i s 6-P.DGFRfl £#nxTV^W^/W»£f 0 %t LX\ 
AP^fc#'7^/^®55*» (%) %^Hbft 9 ^©R*S* (%) fc«t!3PDGFR 
3 ^—gffii&fc 5 o %im*t-5©M>M>fe»#Kco?S.S C I c s a ) £3£ffi L 

25 fco 

: b fgfffi» (MKN- 4 5) i ^^tt^jjMllltiM 
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fc h W&WM (MK.N -- 4 5) ^ 1 % F B S £r#!?R PM I 1 6 4 0 itffi ( S 
igma 5 It A) S-fSP Lfc* •e<D«S«?g ( 1 X 1 0 4 $l./m 1 ) 
JfM 9 6 ^/I^/V- h (NUNCtt J: 5 ItA. 1 6 7 0 0 8) 0 . 

1 m 1 /w e ! 1 /JHX-s 5 %C0 2 -f V# ^<-^-# ( 3 7<C) tf— Ifttg^ bfc 
5 „ »*fts & 9 ^Mc 1 % F B S 4"at?R PM 1 1 6 4 0 L 

SrO. lmlMt, 3E(C5%CO a >f y^a^-^-f (3 7t:) t3Blfi 
Lfc„ J0#fi, #-7^/HCC ell Counting Ki t~8 (DOJ IN 
D 0%tX n ISA, l B B p#t 3 4 3 - 0 7 6 2 3) £ 1 0 u 1 ?JP?U 5 % C O 8 V 
dp ^-4(3 7 °C) -vm 1 ■ 5 P#P^'f >' ^ a >' a V L fc 0 -f 

10 a 4 5 0 n m s jtJfiBftS* 6 60 nmi LT N 4- !^x/K?)®?SS 

W }s y -f-MT P - 5 0 0 (pp tlltl) ^Tfflfjg Lfc. ft$ 

( I C 5 0 ) * 2 L-fc 0 

15 ^2 
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iiirf«j 3-elis a&&jsv^ hg frisp ^mimmftm 



t Miii (MKN-4 5) £\ 1%FB S*r£trRPMI 1 6 4 0 (S 
20 igma thi <? ItA) £888 Ufc a ^«I?K« ( 1 X 1 0 s il/m 1 ) <H« 

f&M 9 6^; s/u^ v— h (NUN eft J; D if- A. iSff 1 6 7 0 0 8) 0 . 
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1 xn 1 /w e 1 1 Mrls 5 % C0 2 -f V^f^— 4* ( 3 7 °C) "C — U'/c 
g mWik, b JritM 0 , 0 . 0 5 m 1 © 1 % FBS R P M 

1 1 6 4 0fMifc o -t^Jzu S?^f/V^^^r'> KW^$#*^fctftW ( 

1 % FBS R PMI 1 6 4 0 $MT?#W) Sr 0 . 05 m 1 MtX, 5 % C O 

5 2 v**^-* ( s 7 °o ti mmmm vit 0 # ^ ^ ^ b ±m%®. 'o m% 

„ 4^s/HPBS 1 50m 1 U * r — ( 5 0 mM. H e 

pes (pH7. 4), 1. 5 OrnM NaCU 10% (v/v) ^y-fen—zK 
1% Triton X-10 0, 1. 5 mM MgCl 2x 1 mM EDTA ( 
pH8. 0), 10 OrnM NaF, 1 mM PMSF, 1 0 jtt g/m 1 Apr 
10 o t i n i n , 5 0 u g ,/m 1 Leupept in, l/i g /m I Peps t 

a t i n A. 3. mM N a 3 V G 4 ) SriOOju 1 M\ zJt a £ 1- 1£ 4 

2 . tft p h o s P h o - tyrosine 3fcflEBftKb7' W- h <D1¥U 
ELISAI9 6!) 31 /vy Ix— h (COSTAR$fci*J USA, M#^§- 3 3 6 9 

15 ) ic 5 0 m g /ra 1 ©|it phospho— -tyros ine (PY20, Tr- 
ansduction LaboratorytfciO liA, Kfi#f-P -1112 
0 ) £? 6 0 mM bicarbonate buffer (pH9. 6) &5 

0 m 1 x. fc„ r. © y W - h Sr 4 °C V-mJ V * a 3 > L fc, 

3 . HGFRgBP >' llftia^fWfj iDllilE 

20 2 . T'liM LfcT" V- h (D& ^;^2 0 0.« ! ©PBS "C 3 U £ K 

1 5 0 /i 1 © 3 % B S A / PBS & Jfi ^.T j^JftT? 2 B# M -f a. */ a >' U 
fc. */V<Sr 2 0 0m 1 ©PBSt3 !HSb#- LT, ^ £ (C±it LfcHMlfim^l: 
5 0m I^JPxlT, 4TCt? — 8&-f ls*r a.^<~-i/ a >'Lfc 0 -fy^-v , 3yf v # 
t?x.As1k% 5 0 m 1 ©i^#M (0. 1% B S A % 2 OrnM Tr i s-HCl ( 

25 pH7. 6), 13 7 mM NaC U 0 . 0 5 % Tweeii — 20) T? 3 W6t 

M (194 B S A„ 2 OrnM Tris-HCl (pH7. 6), 13 
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7 mU N a C K 0 . 0 5 % Tween-20) TJ20OO ff LfcKHG 
F Rfm (h-Met (C-12), Santa C r u z <fc 5 PI A, s 
c - 10) Sr 7 0 jti 1 M:lfc c Z.ti%^VlWm4 is*^— v-a yiT, 2 5 
0 ju 1 ««TC 3 HI»Lfc^^Jf&^2 0 0 0##f?Lfc^;^-#->-^~"^ 
5 MS 1 ?^ I (Ceil signal ing{ti 0 IS As 7 0 

7 4) * 7 o ji i #a?Ut 0 & fete* J &n*M"e i NH£M y^-^-v' s > it, 

# »7 2 5 0 |i 1 ©ISfe^ffltT? 3 H!» L fcfK 7 0 ,u 1 (O T M B Memb r 

ane Peroxidase Substrate ( 7 -f 3 v4t J: l 9 MA, BBt 

#■§■5 0-5077-03) &M3tit e ~tl&'Mi&T» 1 O^-f ^^a^3 >" 
10 ff, s/W' 7 0/i 1 ©1M 15 Mt^JPx.T, I"^7>- ' h y — MT P 

-5 0 0 (- P+^t±0) -C4 5 0 fl.m©Mf4il£lfc ? ««t«Qb 

TV>^V«Mlftl±S^^Px:fc y x 10 0 %®H G F R@S3) ^BMfc 
5 0 ai 1 © L-fc 0 %©HGF R@S|) 

^tSfSiUX, #-)x;WHGFRl5P^« (%) «46fc 0 
15 «©«*SrSfcS:®t-S^T, tWS^t75HG FRgBU V^ft^ft ( 

%) tr*#> s »1ohg FRiB!) v8Mbi&14& 5 o (Okz>&mt£& 

tftttltOftft (I C so ) S 3 Lfc c 

ft 3 
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fc h WmMffa (SUIT 2 ) £ 1 % F B S £rit?R PMI 1 6 4 0 Jgtfi ( S i 
g m a |±i 9 It A) fcSKRU »«« (8X1 0 s #f/m i ) ^fgfl Lfc„ T 
r a n s we 1 1 (COSTAR^DHA, »t**3 4 2 2) ®TfiC6 0 0 
.a 1 CO 1 % F B S £r&t?R PM 116 4 Oi&ffi&aPxfc ^©±jffcii3i tfc 5 0 

{ 1 % F B S Sr-g-tf R PM I 1 6 4 0 »JfeT?ftSR) £JH X.T 5 % C O 2 4 >*=^< 
— — cfa (3 7°C) ~C1 l$IK*aiUfco #Tr a n s we 1 1 GD±Jf 1 

% F B S fc-gfrR PM I 1 6 4 0 itiiX- 2 8 0 n g /m 1 L ?t fc M&^,t 

iiraS^IS^ (HGF, ^ St A. Mn B o«-i"2 2 9 4 9) ^ 2 5 

jti 1 JfjBx.T^ 5 % CO^ V* a - # ( 3 7 °C) T? 2 4 Lfc c TS 

^^'7^^!-«bfc«iW>£f@^iim€ (2 o oflS*) -esmiffHSU w 

m<z>w® & i o o %^»»»> mkmwte z. #h g f &an & tv^vn** /v 

it* (%) mmm<ommm^m^5o%mMt^^^m^m-mmm 
(omm (ic 59 ) sr**e>v 3t4t^ufc. 

14 





I C 5 0 ( ii M) 
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t h nmrnm (mkn - 45) hbss (g i b c o b r l i± & 0 it a) 

}C» bfc 0 (5X10 7 ft/m 1 ) £7 »©iB A L B / c { 

n u / n u) v r> ^ ©JliSB}: 0. lml ©£*-e$S*fc bfc a t^OMK 
N-4 5 1 0 0-20 Omm'fcftoW-C, Oil 
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^ mB.—^ ^vWU&t&Wi (0. lNlf: 5%yK«t=l : 9) s Sfc 

: Twe e n 8 0 : 5%"/ K^tSISift (1ftlfeftltfc^*^©iiEBfeSr^* 1 C l V^5) = 
7:13:80) »)U7c»l!fl:lB 2 i3Si3^*l-JSnS^L7t, » 
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15 t h m-mm^mm c h u v e c ) $ nx\ > 5 crr&iw«« 

> P . 1 9 7-2 0 2) o T W Ls 5%C0 2 ^>^-<- 
# - 4» (3 7t) fc&l ^TEG M- 2 ifit ( 9 p ^ tfe J: 9 If A) M V \ 

Col 1 a, g e n : 5 xRPMI 1 640: W4S$Jfi§l« (&,.t s trffli?^ 
20 V,J;t>WfA) ®7 : 2 : 1 2 4 ^a^/U— f©##;K/M£0. 

4 m I J&Bfcfco 'ttl^T 5 % C O 2 -f >'^r^-<-^-^ (3 7t) 4 0 #ft^ >'^f 
a-<- v- 3 > U^fl5$*fcft, #!)x/HC 10ttg/ml E G F «x.fc ^ 
»)JS«M^M*3§:$$ (SFM V G I B C O RBLlhi; 9 If A) til? U H 
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U VECO fil§ll#i$ % 1 m 1 (SSBSaSfcti &M t5HUVEC©oy h £ «fc o T # 
£j>g&3 UK 1 ~ 1 . 2X10 5 flI»«MVvfc) 50x_, 5 %C0 2 4 

ra (3 7t) "C— Sjfc^Lfc, & x.,rV<D±.m%:Wl <0 m% , -trjCc o I I 
agen : SxRPMI 1 640 : (R-t, StfBHfy^VftJ; « 

5 A) ©7:2: 1©MS»0. 4.mlfoim 5%CO.^y* a -'<- 
cfJ (3 7°C) 1MR#IKK V^^.-^^—v's ylt#^a:/^y /Wb£i3:fc 0 ±S 
^jfeWff^Sg r f *> 5 3 0 n g /m I HGF (R&D It «fc «3 SUA) £ « L & « 

7 °C) T« tfc a $$&«S&fln& 401 tc# $r*>w>Jbfcfc«t 9 6fc#, -er K- P 

10 B S fcSHR L fc 3 . 3mg /m 1 MX T ( S i gmalii? If A) $fflc §-0.4 

m I #P X. Tv 5 % C O 2 -f > * a * - <P (37 °C) tf IS 2 titfflgm L fc, # 
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